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(57) Abstract: Tricyclic and heterocyclic derivatives represented by 
the following general formula (1) and pharmaceutical^ acceptable salts 
thereof; a process for producing the same: and drugs containing the same 
as the active ingredient: (I) wherein W, X and Y represent each carbon 
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etc.; the ring A represents a carbon ring or a heterocycle: R 1 represents 
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ring or a heterocycle. Because of having a corticotropin release factor 
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= N-OR'\ SH, S(0) n R 12 , COR'\ COOR>\ CONR 9 R> 
\ NR 8 COR'\ NR 8 COOR ! \ NR 8 CONR 9 R>\ C3-10© 

-^ ; ii»S/5^^f^tuSSl~2j|i|Tg^$^^TV^^C 1-4 7/^/^- ' 

I 

fc£U (1) Xfciutw^*®^ Y*5,fctfzasg*ig(-?, U#CR\ 

X}~YuX°U&Ztltz.7 ^-MmfrZ-f, (2) X, Y*3j:tJtZ^*JS( 
^ T*> 5 , U*5 «fc WiiJI^cBl^ R 3 ftl~5iOR 16 !'J:oTi^ 

(2) ^ne>©«5g^ *$ &v 

(3) ; ene,^^5CRF^^^ij(cMi-6 0 

"^^VK ^^i//K ^ff-^ ^f/HfcJ;t;-tLfe©IttflJ 
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I 

i 

r/fvK'^^/K ^^f-iz/K ^"ff^s ^^/K y-/K xi^K £^ 

i 

^PJ^ff^-efflV^C 2~8T/K^^/i^i{l, l-SBO-S^^^-r 
10 5xf/u v yntVk 7*fvK -^fvK ^^rv'/K «^:/5vK tf^fvl'K 

#l»**TfflV^C 2~1 5Ty^-^<ttt, 1 ~3{|§(D-S^^^ 

20 /K -r^v^—zK ^^xHr^/i^s Kft^^, h y 7^-/1^ 7^77-^ 

^flBS't'-CJSV^C 2 ~8 7/^^ ifts l~3§KDHfi^Sr^ri- 
25 5^x/K 37°ntVK ^^vK ^y^s ^$->JK ^7°^K ^x/^g 
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;u s ^y=}--,v^ ^drv-^/K — ^f-^oc=/K ^.^-^ ^y^^- 
1"5^5vK yntVK ^>?VK ^=^>/W "^?vK tf*?vK 

*W»*f-C^5Cl~47;l/3^ (Cl-4) T/Mv^f± N ^ f ' 
15 S*-f5 0 

V, v^n-^^ v^n^-}^ ^n-^x>\ v^n^-i?^ 
*/tn^*W s v-^n^x>\ U?u^*±y s x/tu^fV 

25 i o®¥*<b l< tt-m^mmrv-JK l< 
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^<y$y s iyfu^y-y, i/$ v^7°$ y s n^yr^ ^n^' 
±y s i/t v^yfi/^y, i/$ v^$-y-i/^y, *<yi£y^ ^<y#uy s 
^y^fy, -tyfyy, rxvy, /^kKn^^^ jy?y, /<— ' 

y s ^.yify s ^y<?uy s ^y^y, i-y^yy, rxuv, ^w>, 

t 

[3. i. i] -^f^ynmt^m-fhfi^o 

15 ^IHftWf'Tjfll^C 5~1 0<DWm.h L< ft-^fcmmzits C5~ 

y$V=cy s u^$-fi?^y^ v^7?*ya^y s ^<y-gy s *<y-# 
20 uy s ^yf'y, ~f?$yy, rxvy, t Kn^^v^ 4y#"y^ 

^-kKn-f^s rh7kKPt7^I/y N ^tKot7^yy, 

Mt^4~6M©t»ii satins mmu^tz\mnm**'pte 
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Koft7xy, ^7*^, t°-<y v>> N v?t Fotfy^ 

t°P-/K -T 5 '^V-/K t° 7 y-/K fcTJJ^>\ t7yy N fij^^ 

V/!J ^ t^v^, X-fc Knt°y ^-k FPt°y^v?>, 

tFD7 7^ rf7kKo77V, xl>7t Kot° 7 >, i?kKnf^7 

15 ^ 7b7kKo^7xy N 7F7tKDf7^, y > N 

^*y yf^Kf ^^§ o 

tzit i ~ 2 ®<Dmnm**tt-tz 3 ~ i oi©#it t < n-m^mmm 

20 ttJt«**£W*-5 3~l OM©¥^ 1 bL<{l-^itii*STy^K Sfc 

fuffi Ltc 1 ~ 4 ft©S*jBC^- % i ~ 2 teOgfc&DK^fc i fell 1 ~ 2 
fiO«JSEIR-?Sr^*i--5 3~ l Ol©fffc b< tt-ll^*j|tT!J<-^£ 
LTtt, t°n-/K 4%#*/>-jv s t°7y-7K hUTV-zK 7^7 

25 /K trys^ fc°7^ N t°y^^>, t°y^^ zift°^ ^7ift°> N 
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l ( 

i 

iffy, /fyK->K ^y^yK-/K ^yKp^y, ^/77^ << y 

>fW!Jy, ^y^v 5 ^ 7^7^, T^yS^, 

10 ffflELfc 1 ~4lll]<D»fH\ l~2iHI<DMJg ; f-fcj;l5/ / ^fc«l~2 
fiOfltHJR-^Sr^^i-S 3~1 OM^^t L<f4-^m*STy-/^C9 

t° p y ^ s - t°P y ^ yy y 5: *V y t°7 y y 
fyyy^ MJryyy, MJr/y^ rf7/!)^ rfr/u 
is y >>v N t°-<7 $?>\ v> t k n t° y t h 7 1 kp t° y v 5 ^, 

kp t° y ^ v>>\ 1 kp t° y ^ s?t kp t° y rf7t k 

iftV, />°-t KPT-^t°^ N v>fc KPi^Tif 7h7t KP-^Tift 0 
20 y> t Kp i^Tift: 0 ^ ^v^^ ^i?^^ -^tKD77^ x 
Yyt Kn77^ v^t KPt°7^, r f7t FD^y, i?fc Knt^rt 
fc°^ f f7t KnmkV, ^°-t KP^-^irt: 0 ^, 
>\ v^Kp^?^^ rh7tKnWiy, i^kKPfT^y (v> 
t: Knftk' 7 y) % x h7k Kp^T-T > (r^t Knf^k'yy) % 
25 v*fc KofxkV, ff7k KPf-^t°^ t KnfikV, ^f-y 

y^ (v^t Kot^rfy^) ^ wyy^y (7f7tKPtW- 
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5 yf7/-;K f-^yi^yy, yyKy^ N -Yy-f^KPV, 

y, /N°-t KD^fy^yy7 7y s>t Kn^yywiy, ^-t kd 

v>t Ko-f y*V-;K /N°-t Kn-r^y-zK v>t Kn* 
10 7h7t Kn^y y y N ^?-t Kn^y y y, >?t Kef y y 

y, rf7t Kn-fy^y yy N ^ c -t Knf y^y y y x >^t Kny*y ; 
v>y N x r? t KP7^7-y>, /^tKo7^7^ v=t KP^-y^y ' 
v>y N 7h7tFnt7f^-yy, ^*-tKnt7f ^tKtr^y 
^f-y y N rf7t Kodp-y ^rf-y > N x—t Ka^y^-y-y y, v>t Ko 
15 Wly 7h7tKoW!Jy A e -t Kn^tyijy y t Fpy 

yyyy> TFnKoi/y/yy /^tKD^y^ yti^y 
/k ^°-t Ko^yyfjy- /k v^t Kn^yyy $^y— /k K 
20 t^y^y ^nvy y y p-^ym^WbtiS, 

i ~ 2 in«^ii^^^wi-§ 3~i5 M.<omm t l < « -nt^m* at 

lute L/c 1 ~ 4 fl©£*jR^ i ~ 2 ffi<z>&£jDK?:j3 J: t>V* fete l ~ 2 
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LT«\ t°P-/K -f^V-yy t'7y-/K M)7y-;K t Y yV— 

/k t°yyy, t'^yy, fy^yy, t-y^yy, 7i?t°y> yriffy/ 

^y, t°yy^ ^-fet'y, ^^y, f-T^y (ft^7»,, ^ 

5 t°y s 3-^y-/K -f y^f-y'-vy t^t^7y-/K ^f-yy; 
W^r^y, #*1H? t'y ^f-yr-tft'y, f7y'-;K ^ y^T 
y-/y fr^jy^K f7-y>, ^T^ryy, f-r-tffy, ?-t*jt 
ift°y N /f yK-/W y-Y > K— -fvKyv'y y 
^y/77y ^y/Wxy ^y^yy'ft7iy -fy^V— /k 

10 =Jr/!)y ^fy^yuy ^yy^y 7^7^^ t7f y^y 

t!)y W!)y i/y; u y ^y^ty^K ^ymD-yr 
y-;K ^yyj-ry—jK ^yy^5yy-/K ^yyrifky, v<yy* 

1 

v>Tift°y, ^y/l^!JTy-;K ^y/t*tf tfy, ^ymt^r 
iffy, ^yy^rf t°y, ^y/f-T^ry^/K ^yy^ryrif t°y, 
15 -<yy^7ify^»ff bti5 c 

iiffffl Lfc 1 - 4 li^S^?-, 1 ~ 2i©tlI^^J:t>yi fete l~2 

-UhL<it^maLtzh(DtLXi-i, ry'y-yy, r-t?^y, riff-y 
y N b°n y y, t°n y v'y, 5 yy^? ^y* y y y, t°7 y* y y> 
20 t°yy*yyy, hyjyyy, hyry*y yy, ? Yy^v y, x h^yy 
yy N t'^y-yy tx^yy, yt Knt-y^y xhyt Kpfyyy, 
ytKnt^yy rhnKnfyyy ytKnt°y vy>, 7fn 
Kp t° y $ yy /n c - t kp t°y ^ y>v y t kp t°y ^yy, r h 7 1 k 
Pt°y^yy N /^tFnfy^y -ytKnrtYy fhnKnT 

25 iffy, t KPTif t c y s yt Kp-y7if t°y N 7f7tKPv?7ff 
y N /N°-t Kpyrift°y N ^-^ir^y, ytKpyyy, 7 1 
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• I 

1 

t Ko^^-t^^) N x h7t Kn^T-f ^ K7t Knftt^y) , 
y>-'(i>t Yn^^r-fV^,v) % ;<h*f-yys^x (rhyt Rp^-y-y^ 

^ft7x^' v^t Kn^y-<yyft7x^ t Kn^yxyy 

>\ ft-7t Kn-r y^y y > N ^°-t rp-y y^y y >\ ko7^7 

xhyt Ka7^7^y t Ko7^7-yy Kp^-^^y 
v 5 ^ 7h7kKot7f5^, /VtKnt7fy>?y ytKo^y 
^rf-y 7F7k Kp^y df-y-y ^ n ><_ t Kn^y^fu^ Kn 

^t-yyy, 7h7k Ko^tyjj^./N^t Ko^tyjiy yt^-> 
w y 1^ ffn Koyyyyy ^-t Kayyy y >\ $?t Kn^y 
y^u-y-zK ^-t Kp^ymt/-^ Kn^y^-T-y- 

/K fc KP^y/f7y-^ Kn^yV §^V*-/k /N c -t R 
p-<^y^ $yy-/K *JK Kn^^yT-^t 0 ^ rh7k Rp-^yTi? 
t'y, v?fc Kp-oy^r-^tf^ fF7k Kp-O-y^T^tV, v>fc K 
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5 fc«l~2^©«Jl^^^-fS 5-1 0M«¥^t>t<fi-#^^ 
fcti, 1— 4 4B©g&JB|C-?\ l~2»g£f^>^:£J;0V / £fctel-2i@(2 

LXti^ t c n-/K 5 yy'-yK t°yy-/K hyry-/K rf^y- 

;K t°y^y N t°y^v^ N f!)^y, T^t°^, v?Ti=?t°^ 

15 t^t^T^y, i-^f-^ifk 0 ^ ^f-v>T1f t°>\ fT^wK AV^T 

;yy^ -ry^/y^, ^yjv'y, yy^y, -7-y^y^>, ^y^f- 
20 yy, ^y s y>\ y>vy>\ ^o-y^f-y— /k ^y/t^t^y 
-/K ^yyf7y-;K ^yy^s:yv-/K ^<yy7 7fy> ^yy"f 
r^ry*-/K ^y/ h v TV-^WtWrnf^foZo 

Hu!2 tfc 1 - 4{gJ<^|fj[i»i\ 1 ~ 2{@<D^JST-i3 £ J:0/tfc(i l~2 

5~i oM^gtk t < \t~m.^Mmmr v -rw 

25 -ttt U< tt£tM6fb Ltch<Dk LxT(i > t°n y y, fn y v>y 5 yV 
uy, >f5^yy^ t°7yyy t^y^yy hyryyy, hyr 



25 



WO 02/053565 PCT/JPO 1/1 1581 

i 

y y *j y% 7- v v> s 7 y y yy, y v?^ N k°-< ? ^ t 

Kn k e y ff7t Kd tr y s/y, $?t Kofy^ 7 h 7 1 kd t e 
7 v^t Kn t°y 7 h 7 1 kp t°y * *y>y\ ^— t kp t°y s: 
v>y\ v>k Knt°yy>?^ N ri>7t Koty^y, ^°-t Kpfy^v 5 

Ko^7t*ey, ,7>7 k Knyjf t°y, ^—k Knyjf tV, $?fc K 
P77^7h7kKn77y, Kp t°7^ 7f>7t Kof 7 y, >> 
k Kn^tfcX 7f7t KP^-#i?h°> N k Kot^tfy, v=k 
Kof t7iy s 7 b7 1 Kof^sy, ^tKnfr^y (i?t Knf- 
j-ffy) s fl;7kKoWy (7f7kKnW7y), i?k Kn 
7^fc°y, T^TtKnfxt'y ^-t Knfitfy, ^f/!)y (i? 
tFnW^) , ^-=¥iry*y^> (7 h 7 fc KP^ir y*-yy) % v= 

tKo^yi-=3rty-;K x b7t Kp-r y*^f-5/-/K ^-^TVy 
y (^t Kp^f-^T^-zy) , t^tyr/y^ (t h7t Kot* 
t^ry'^) s f ryyy (ytKnfry-^) , fjy'yyy (7 h 

7tFof7/^) % ^kKo^yf7^;K 7>7tK^yf7y* 

-;k -^y^ y y N ^x^sv-fc y y N ^yKy^ y y-f y k y y, v>t k 

0^/77^ ^kKo^/77^ ^kKD^y^yy7 7 ^ 
-tKt3^y^yy'7 7y Ko-<y/7t7xy /N'-tKp^yy* 
7^7;r.y N yt Ko^y^yyft7xy v /^tKn^fy^/ft7 
i?fc Kp-fy^y^/K fc Kp-fy^V-zK 5?kKn^yy N 

7 h7 1 Kp^y y y N /*-t Fo^y y y N >>k kp-y y^-y yy T f 
7t: Kp-T y=¥y y y N ^-t b'vjy*; y y N ~yk Ko7^ 7 yy 7 

f7tKn7^7v ! y ^kFn7^7-yy v'kKn^fD^y 7 

h7t Knt7fy-yy, Knf7fyyy, v?k Ko^y^fyy 
7 h7 1 Ko^yJftlly fc Ko^y drf-y y % >yk KoW!)y, 
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1/ 

i 

I! ,,U 

x^^jg^^it^Y^M^ET-^ ^fc«xfc t ^:^/Y<Dv^f : tl'b^*J!l 

■T-OV^tL^l^.Tfc o T t> ft V\ 

15 (iOX*5a*JDS^ Ytf&aW^Tib Ufc±tfZ##*JW^*fcttS*]JS( 

(iii) X *3 «fc t/Y ^MW^Tfc !? % U & £ WtfS^&EiC^S f c MHJK^T 

(iv) X *J i Y «P?f IlH^fc 19 % U J; Z tt 

(v) XJ3±tJ!Y^|^t*)D, ZfciWIigfT'fc^ U^C = 0 
«fc!9#$L< fit. 
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(ii-i)x, ZfcimjasSBfcJtt^ YfciW^iifffcsi^ 

(«-4)x#SBWf N y % z, u*5j:u5w*sft*an^T*>sia-g-e:, 
(iii-Dx, Y&xtfztmmm*. u&xxpNtmmm+xhzm.^ 
0ii-2)x, y n zfcit^u^^^ w*mmm*T«hz>m.&^ 
10 (iv-Dx, Y*5j:«sgt, z««^, mmmm+xhzm^ 

(iv-2)X, Y^iW^W, Z^S*^, U«30^T'&3M£^' 
(v-l)X^J;t>'Y^^Jg^-Tfe<9, Zfej;i;w^g*J!gT-l?fct)^ U^C = 

15 oxh^m.^, 

(v-2) X 3o <£ Y &&<MMlr X h t> > Z J; t^V^S*^ *C* t> > U# C = 

(I) T^SftS^Sg^fc^fc^T, J; 19 ^fcfotMtentyQb L 

TfifitT©-^ (I - i) (I -xxvi) T^SilS 

20 tL5 0 
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t i § 4 ~ 6 MtDii^^ i: LTf±, c 4 - 6 (om.mn.T v -/k 




(A-1) , (A-2) (A-3) (A-4) 



,rv -CX ,rx -CX <rv -CC ,rx, ™-OC 

(A-5) (A-6) (A-7) (A-8) 

10 (5W" n G(iO, S£fcteNH£3t:bU R x (iC 1~4 7;V^K Cl~4 
T/V=iarv\ /ND^yi^ ffcttCF 3 ^U mf* 0 ~ 3 &^fcrf 0 ) 
-jftj* (I) X7F£th%*mMk&m\Z$o^X, LV^R 1 i: LT{i s 

(i) l~5{@(7)R 14 -ea^$n•rV^?)^^L<Mg^©c l~8X/l^K 

(ii) l~5l@^R 14 Tg^$;ftTl^^L<f}Mffi&0C 2~8 7;^- 
15 /K 

(Hi) l~5®OR 14 Tg&£;h/CV^;^L< ttitt©C2~8 7;^^ 
Gv)NR 4 R\ 
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(v)OR 6 , 

(vo l~5tl(DR l5 Tg^^$nTv^^^^ Liimm&vc 3-1 sowm 
(vh) i - 5b<dr 1 5 -eg^$tirv^^^t t< fi^g^ i ~4m<Dmmu 

ifE^tt^R^q^NR^R 5 ^ ^ ^R^J^R^I&^-fri: 

(a) R 4 ^(i)7>C*JgT-Tfcl5 N R 5 ^(ii) l~5»R 17 T-gm$^TV^^t 
10 L<tt*»Cl~157;^;K (iii) 1 - 5iS<7)R 1 7 X*m%k£ZlX^& 

^t) t< (±»g^C 2-1 5 77Hr-/K (iv) l-5j@<DR 17 -eg&£iv ' 
Tl^^t> t< ft^lg&tDC 2-1 5TyU=¥-/K (v) l~5{@tf)R 18 -eg^ ' 

TcfKvi) l~5j@^R 18 Tg^$tLTV^5^^ L< teftg^cDl-^^ 

3-1 5l©^tt<|iZlSliit*fc5^ Sfcfi 

(b) R 4 ^(ii) l~5j®(7)R 17 Tgm$^TVN5^t>L<^gm^C 1-1 
5T/t^/K (iii) l-5{@<DR 17 T;-gm£tlTV^;^<b L<(i^ff^©C 2 
-1 5 7;^-;K (iv) 1 - 5j@(7)R 1 7 -Cg&£^TV^^t> L< Mg^ 

20 ©C2~l 5T^-/K $fctt(v-l)C3~6©|MWM!), 
R 5 ^(ii) l~5HOR 17 Ttt^$tLTV>^^t>L<{4*ig^(DCl~l 5 

(iii) l~5l@<7)R 17 T-fim$;ft/CV^/^L< te^g&t/DC 2-1 5 7/^ 

25 (iv) l~5^®OR 17 ^g^$tLTV^5^t i L<{iilg^(3DC2~l 5 7;^ 
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I 

i 

(v) l~5{iOl* 18 T-ffi&£*lT^5;&^ XOiliiOC 3~1 5<2^ 

(vi) i~ 5mon i8 x~w.wi:£friT^%frh t< ^e^(D i ~4m<Dmmm 

10 -^Sfll^R^-trg^tVtV^/^k t< «:lSffii&tf>5£ 




v o q 0 0 0 0 

I I I I I I I 

0 o o 0 0 0 

1 i i i i i 
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15 5 E 

**v&k o&y*^ -}-b»tJ»m om.. 7**y ±m&m i**^ 

20 ;K7 5^ N ^D^y^7^^ -^y^7^, 7i^f/V7^y, 
^yv^ N ^/^y-/kT$>\ ifa^jry ~-)VT % >\ }> y * (t Kn^ 
v^fv^) 75;^y, N-*fyi— d-^# 5 
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t 



tit, (i) T^^tt^«W^tiiJJ;«^^ ^o^rfe 

10 -JS5t (I -A) 



15 a-is-ffc^*^ (n-i) 



(m-i) 




R 




■a 



(n-i) 
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^^/COOEt 



(5tf s • A a gtttel&fq £ ^cfi— fUia^QO C 4 ~ 6 F*|f gi£ fete 4 ~ 6 

±fE-^'(n) (m) ^$H5fc£&©&j&fa&&T-ifc!) N #j 

A, ^7i?!)AIi) 4r/fil*T, 0°C~ 2 5 OtTtT^^tlSo 

(B) — ttS; (I) eK RMiOH^^^-f, ^>7y, =n-OR 6 * 
fcf^ttfe^#i-^S N fcilFC 3 ~ 1 0 ©Mt) L< ttZSiS^iS, 
l ~ 4 fi©£*JSC^ i ~ 2 ffi©Bfe*JSt-?*5 <k fc fi l ~ 2 flo^jg 

o£ t>— JRSC; (I -B) 

R 1-a 

(a i: y 



a-B) 



R 3 " 3 



A =N-OR 6 ^fcfi-?:nb^^r-t-6S, :fcJ;tfC3~l 0O||U< 
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(IV) 



X 




5 XJ2/NP^>jj!^£»U ^©tof2-i-«MBBi:l^«*^^ 

"To ) 

-f« (V-l) 

H _ R i- 8b (v .^ 

10 7;, =N-OR 6 tfc(i^^b^W1-5£x *5<fcT>*C 3-1 O^It L 
tt l ~2«©«to»W?-«r^#i-5 3-1 oMa^SSfc L< 

15 £fc{*-J&5£ (V-2) 

R l-ac ^y_ 2 -j 

JflFK l~2{®^^lg^J:iJ« / /^fcfil-2|@0^^^-a^t-'5 3 
-1 0*ol|ij|t>U<f4-ai*tt*ai*r*bi- 0 ) VTPiStiZfc&mtZB. 

37 



WO 02/053565 



PCT/JPOl/11581 



±aB-«^ (IV) k-®& (V-l) X«7F£tl5fc&®(DRfctt&%iX»k 
9> (^yyn hr^Tyu=-/K h/v^^ ;->v s 

5 MJfr^h^KS) <D#£T* fcl^#fiT, 0-2 0 Ottff4i)fc 
-hf5-^ (TV) t-K (V-2) T^$ti5^#l©^(±^T*fe 

*tc, -K (I-B) t*^5Mt N R 1 - a ^l~2i@coOR 6 ^ 
fc fi C O N R 4 R 5 $ntV^Cl~47M/K*fc5 <ft^fe o * & 

-K (I -B- 1) 



0**, R 1 "' *f± % l~2|@©OR 6 £fc(3CONR 4 R 5 Tg&£nTl^ 
-j&it (i-b-2) 



15 




1 3-a 



R 
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1-a-2 




(I-B-2) 



(5£fU R 1 -a ~ 2 {i A l~2{i©COOR 6 -Cfi&£tlTl^C 1~4 7;^ 

Sr3S7DSJcS^f+i-*\ t>L<fi3S5nRjS^Lfc^ -j&5£ (VI) 
5 X-R 6-a_2 (VI) 

(5£*\ R 6 - 8 - 2 tt, (i)Cl~107/^;K GO C 2 ~ 1 0 T/^^K ' 
(iii)C2~l 0 7/^=/K (iv) 1 ~ 5 |gl©R 1 8 -eg^^nTV^^^ t< 
te&S©&OC3~l 5©litU< (v) l~5i©R 18 T'f 

10 ^ e fct; / /*fcfil~2{i(D«mT-^^-r5 3~1 5M<£>¥Ptkb< «~ 

m^mmm, ^fcttCvo i~5{@<aR i8 Tg&£;hrcv^;^L<te«& 

;ft,W5^ L< fi^g^ l ~4j||(D^J^^ s l ~ 2#|(D^Jg^-jo J: 

if/^fcte i ~ 2m(Dmmw.T*^-tz> 3~ioi©¥i'bL< i^-at^ 

15 1i*m^b^«tl§Sl~2#l-eg^$tlTV^C l~4X/l^^£» 

-fo ) T^$ft5ft^iEJ&£ii:5#\ fc£VMt-j« (vn) 

H N R 9 R 1 0 (VE) 



39 



10 



15 
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Sr^T, 1^,7 8-5 0°CT^^tl5 o 
-«5£ (I-B-2j (VI) 

i 

-#5t (I -B-2) T^$tLS^«te©315cSJS^©-^ (vn) Xt* 

-«5S (I-B) R^NR^R'^fet), R 4 fc J;tfR S #^;M 
^tl$:£r yT N 1 ~ 5j@£)R 1 7 Xg&£tLXl^^t> L< tt»g»©C 1 - 
15 7^;VTfc5, ^oR 2 fej;0R343(cOH, ^77, =N-OR n f 

fctt^nb^^ri-sssr^fc^/iv^t:^ -fft^-j« d_ B -3) 



D 4b-3 D 5b-3 




a-B-3) 
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(I-B-7) 



>- 



o 

,4b-6 A 




NH 
Y 



3-a 



(I-B-6) 



-,4b-3 



5b-3 




(I-B-3) 



S5c 



B5E 



,4b-3 




(I-B-S) 



T5 Kft 



R 4b ^ N A R 5b-4 

M W 




,3-a 



(l-B-4) 



10 



SJ^X^SC (1) ^ R 4b - 6 «l~5{gl^R 17 -<:-fim$^TV^^t) t< 
{i*Sg^<DC 1~1 4 7^^r^^Sfcl, R 5b ~ 4 (t 1 ~5 i@tf)R 1 7 rCg$&$ 
nTV^^^t) L< fiilgmoc 1~1 4 7V^;Hr»U ^rO^OlB^-fi 

X\ m^yJ K /u*n 7^ h\ ft^oy'f K#) £-2 0°C 

^^/wt^^> v^^vKr-y i?*7-/vT$; t°y ©#4t> 

f«I (^pptJvW^ i£fl^^v^> r/K f h7tKa 

<DEfoi$, ^m&tf* (T/v=fv, mmm ti^r, ^k^t^?^ 



41 



WO 02/(153565 

PCT/JP01/U581 



(I-B-7).» % -jK5£ (n-2) . 

i: ?u a (n-2) 

H 2 N' W 

(m-2) 




i£.x%%> 0 

±K-*5t (n-2) (m -2) x^n^t^comn^x 

(fb7tKn77^) jftX (y^^A^y^ntVbT^ 
K«) fcJBV^, -1 0-5 0 o CTfT^^tl^ o 
(O (I) <t\ R'ftiotR'^tit, W<HiWoh 

*fctt-t*tSr^^ri - «aSraft)-f<t;^*, o^^)-^ (i-c) 
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(I-C) 



i 

5 i- 0 ) ■VTFZfrSlh&mt, (I -B) "e^£*i5te£$i<K R 2 *3i 

l-ftfr*>-$5£ (i-b-8) 




0£<K Z b-s^ u b - 8 joJ:^R 3 - b - 8 {i^^ti. Z, Ujoj:0R 3 tPlS 
10 ^LZ b " 8 , u b - 8 fc c tt/R 3 - b - 8 ^*^i-S> : f, 4»ft< 

~8 o , c-efTJfc^Hs 0 

(D) -jRS; (I) $ N R\ R 2 *3«fcT*R 8 ;&s^;b1-gt\ '>^<HlW 
= N - O R 6 $ fc W: = N - O R 1 1 fc^f 5 £ £31 o 4 <9 — «5£ 
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(I-D) 



0C 




(I-D) 



R 



3-d 



(1) -#5£ (I-B) f*^5^ft^, R\ R 2 #£VR 3 tfmfr-tM 

^fe N -ttet)ib-mR (i-b-9) 



tcti 

(2) (I-B) T^^^S^tl^, R^^^OH^^I-SS-efe 




,3-b-9 



R 



(5*# N R 
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( 1 -B- 1 0) 



1-b-10 




(I-B-10) 



Ufc<fcl>*R 3 kmCHMZmfriTo fcfctR 1 - b - 10 ^OH«t)i-/5\ t)L 
5 <«Z b - 10 , U b - 10 *5j:t/R 3 - b - 10 ^^^-t-^c| 3 ^ £ ^ i ISHOH 

io if, & (m mstm &jswt, o~i o oicwifcns. 

/v#/v#v^ 5: K> tfc^^-f y /i^ n y K%SrfflV>T, 0~5 O t CT-fr 

N-0-R\ tfcltf^N-O-R 11 ^"?:, 0 ~ 5 0 'CT'fT^^tl^o 
(E) (I) R\ R«:|3j:tfR '><C<itlfltt 

20 (I-E) 
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3-e 



(5£<K R 1- \ Z\ U e 4oj;t;R 3 - e 



5 ) T^SftS-fk&ttB^ (i-d) T*^£ 



(:*<K R 1-d-1 s Z d "\ U d - 1 *5i^R 3 - d -Mi, WaxR\ Z N U 
10 tetWR 3 tmCMMZmfrl-tiK tctzLR 1 -*- 1 , Z A ~\ U d " 1 *3j;t>'R 3 

~5 o°c-efT^^§ 0 

(IV) T^tisib-^te, (I -A) "e^tl-Mfc 



OHSr^^5SSr**>i-^4fc % oS-fl-flES (I-D-i) 
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*^©tolS^'Cife5-«S; (n) , (ni) N (v) N (vi) *5iir (vn) 



(5fccK R 2 - a '{$R^[WlC^^^^-r^ N OH N v-T/s =N-OR n l 



10 (5£"K ^TOfB-^ttWIE^BIDKi***^. ) -C^aiSte^^ 
t K7^S:R^$*5ri:^J;«3»!jt$tLS 0 (EI) TO£ 

flR$;fc/tV>5 0 (VI) T^£ftSte£*J<05*>x 1-^77- 

1 - (2 Ki/7x^/V) /n/-!y- 2 -^Vf^Bioorganic 

15 & Med. Chem., £, 181-189 (2000) {Cffitt^tlTV^o 

i,^ ovf^77^ -SfcfiftBK S*&i&$©:£ifcfc J: 0 - £ 




H 

N 



O 




(VIII) 
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5 Bill, 3, 1 0fcW3 Omg/k gg4-Ufc7..y 

@2H #36813^* & U 3, lOfci03Omg/kgft4Lfc7j/ 

(i) ^^s^KM^cr F^MKitt^f t5i 

15 ucrf i mmmm®%m mmt cho-k.i mm * =» ^ 

P B S X* 2 lalffi^LfcgU tR7# Lfc^-Y yfV y*>f »«« 

(Tris-HC 1 (5 0mM N p H7.0) N EDTA ( 2 mM x p H8.0) N MgC 
1 2 (1 OmM) ) tilLfc. H»tfc*M&S:^l>^ai©**i?^->f-if- 
20 fc^-C«H*Lfc«, 10000 gT'M'bU Wm£&®$lL1t 0 HHR tfcJKll^ 

%'pm<D/<4 >7*j i/jfT y^^mmmxnmm LfcSK im g / m 
i i-^siv^ ^i?^f n ufco ^-b^^®^t u 

-cvm >tm V±j fcJBV^. 

25 1 25 I -CRF^0.5nMI^5 j;5i^ >f >^'T ^ir^»^T'% 
RU v-11 at^XL fc 1.5m 15" ^-^^5 0 m L7Jnx.rt c 
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I 

LtcmkM. tiMsp w^fjyym , tfcm oo m m©crf m 
2zmjy*x.'<+- v tfc 0 s»t^> mm'Mm&i-zM 15000 r pm 

5 T*jtn> D/d& N Ji^^T, tfc P B s'/0.01%Triton X- 1 0 0 T* 2 HI 

-tO&m* ^P^^^V^^^tt (I C 50 jt< 1 /xM) 

10 (2) itj^+^^^iSH^S-tt 

^®<fc D 5 0 c mfDM^l^s (5 0X1 Ocm) <D2^(D^'—-f 

>T—^t, (5 OX 10 cm) ©2*©^P-X7-i (4 0 c 

15 Lfc 0 

MO3 0^ff^S*«S©*^H (5ml/kg) Sr^nS^L/cSD 

m) i3£i?&T-MzAz®&* sftmnm Lit. mm^immmm*. 

20 1 ~ 2 f^-fc ' 

0lfcJ:t;2 J; 9, *%W<DmifeM2 (7 8) ©{b-a-fefi, S-^*3*>J; 

mm 
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«JSSr-&tp^«*l»**fct±S#!U:fat?ife5. ?o|, ^-^k° 

y-K5oj» % BSSftpo^ /hJfc/S#«3&tt$o« % ^ 

, £WMR&*M^* (PTSD) % 
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fcZtiK f&A-AhtcV, 1|eI^o# n lmgH 1000m g ©ffiffl-C; 

0.1mgi^lOOmg©®ffl^ 1 0 10}&>fc«fclEl#gnS!-¥- (^L<f^ 

15 Z<D$.t.i)\ titiftm&ffl {??Y-*s -?>~h-JK ^>=-^ N m& 
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it. mmm. mmtm: %im, ittiffl. m&m. mmn 

i 

mnt \^x^m?Lif'&MFaM i g7k, ^M±m.^ mm, ^tw^ 

#J (^V^S-^Bk T^/^^r^ /J>°yy^-b8 0 % 

15 w<Dm&Rmm*tt\*fo(D?miz.mmLxtimir5c\b t-c**. 

Sfet-iO^^tbS^ffi^K fcWflU M»k »A*!U * 

?v-m(omw5m±, m^mmmtw, 2,868,691 ^*5,tra& 3,095,355 

25 ^SKSrHJfet-SfcftofrS^ii 
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5 LTl^ 0 , . ' ' ' • 



10 7VV=f>«Ts 1, 2-S^5vV-4-7< h^rv-^^if^ (13.6 g) CO 123 
ttfcft* (2,0,0ml) K (17.8 g) *5«fctf2, 

2'-7yWy^fn - MJ/U (4 9 2mg) ©i^ft^lfli, 6.5 

#Lfc 0 5^^«TliliLfCo SKS&N, N-^f/u*W5K (1 
15 0 0ml) fcHS#U "yT>iti- V V (9.86 g) SrJn*., MLT—lfe«# 

? JWb 7 PV^77^- (^^zz.=f-;V \ n — MMf-^*= 1:6^1 : 
4) tillt, «T©*MM&^i-5«iafc£4& (11.78g) 
20 TLC : Rf 0.20 (n-^fy : »xf ;i/=9 : l) ; 

NMR(300MHz, CDC1 3 ): 8 7.24 (d, J = 8.0Hz, 1H), 6.78-6.72 (m, 2H), 3.79 (s, 3H), 
3.60 (s,2H), 2.32 (s, 3H) 0 




#ffij2 
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Ttv*is%m~T> &%m~?m&\,iti\&m (n.7g) os»xf^ (60 

5 ml) »^ &mi-VV$J* (2.3 g) **IsI^rtTjPxL, 5 0°C-C2BHf 
TO#Lfc 0 RfcMmzWtm^^ (40ml) iMtLs 2.5 B#Fb1j1$5c U $ 

bftfcfeiii&* (3 0 0ml) fctS$Lfc 0 2Nl»fpH4iU ^x. 
^•ettW Lfc„ W^jfSrli7K«^ h 5 DAT«U IfiLt, £(T<£ 
10 4W4fcS:W1-5«Sfc£4fe (12.06 g) &#fc„ 

TLC : Rf 0.45 (n-^fy : Slfx^=l : l) 0 

/^/B(OH) 2 



3-* P o-4-^n^T^y-/l-(2.14g)CD«7K7 L h7t Kp77>(1 
0ml) WW.*- 7 8°C^/£*PU 1.56Mfl5n-^/HJf-»7A/^^f-> 
(6.5m 1 ) J&Jft&jflTU 3 0#Kjfc#Lfc o S^^tH-s h JJ 

V^PkVP (2.3ml) Sr»TU -7 8°CT*2B#TO^tfc 0 E]£iS£fefc: 




15 
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t -^/Mfv^-TV^ (4ml) T»U 8*1 LT, .ETF© 1 

4fett«&^5«Sfc£* (681mg) £#7c„ 
TLC:Rf 0.55 TOb^ : 7< 9 J 19:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.22 (d, J = 8.4Hz, 1H), 6.93 (d, J = 2.4Hz, 1H), 6.86 
5 (dd, J = 8.4, 2.4Hz, 1H), 3.79 (s, 3H) 0 

4- (2-^od-4-^ Y3ci/7^~;V) - 5 fvW V 



df-f-y-^ ( 6 5 8 m g ) % *5i^»**t M)^ ( 7 9 1 m g ) (Dv 5 
p< h^ri^^ (2.5ml) /7k (2.5ml) ISit, 7h7^M)7x^ 
7 ^V/^^* A (3 6mg) «rJn*. % 8 0 1 6 B#FpSM&# Lfc„ 

«HU7t 0 ai^*W7^D-7h^77^ (n- 
: @^n^= 1 9 : 1^1 5 : 1) -CDtMU ^T^tM^ 
-tZWMQ&m (6 3 7mg) £#7c 0 
TLC:Rf 0.44 (n-^ty:^ixf;u=3 : 1) ; 
20 NMR (300MHz, CDC1 3 ) : 8 8.29 (brs, 1H), 7.16 (d, J = 8.4Hz, 1H), 7.04 (d, J = 
2.4Hz, 1H), 6.87 (dd, J = 8.4, 2.4Hz, 1H), 3.84 (s, 3H), 2.41 (brs, 3H) C 




10 



WJ3T?»l5SL^k^ (6 4 4mg) % 4 — 3 *- K— 5 — ^ V 



%M5 
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#%^j4T^3tt/c^#? (6 2 3mg) ^ttJ-fV (2.8ml) tm\Z. 
5 1.5M^ h y £ A> h ^v- K/^ * 7 -;HS8ft (2.8m .1 ) %MtL, Sfflt4«f 

1 

^(lOml ;,1/1) Tft^Lfc. tKS.^4N^ (1ml) SrJPfcT, 

*$£TfimfQ&&&'?imu i*ni-7^^^t*«, mux, 
io eiT©«w4tt*^ri-5aijB^* (4 9 7m g ) &ntc 0 

TLC:Rf 0.13 (n-^1^ : ftRxf;l/= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 8 7.38 (d, J = 8.4Hz, 1H), 7.00 (d, J = 2.4Hz, 1H), 6.89 

(dd, J = 8.4, 2.4Hz, 1H), 5.11 (s, 1H), 3.83 (s, 3H), 2.29 (s, 3H) 0 

15 ##ffj]6 

HN — IS! 
H 2 N-^y^CH 3 

OCH 3 

#%0»J 2 T^it Ltiik&m (8.63 g) <£> hAo^ (2 0 0ml) jgjftfc, Wt 
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m (8.0ml) teXtft K7^V- lTKfP^J (4.5ml) ^P^fc 0 EJ&M&Vo 
N&lfcfcJn*, I^^^^/n—.^f-y (3 Oml /3 0ml) fttWL 

(8.38 g) &»fc„ 
T L C : R f 0.30 (^ d p */VA : * / — )V= 9:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.08 (d, J = 8.0Hz, 1H), 6.84 (d, J - 2.5Hz, 1H), 6.77 
(dd, J = 8.0, 2.5Hz, 1H), 4.10 (br s, 3H), 3.83 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H) C 

0 . 

8-fc Kndf-V-2-^^-3- (2-^^-4-^ h^rV7x^) 
-6, 7-^tKn-5H-^n^ [d] t"r/p [1, 5- a] t° 

y 5 



OH 




#%0j6T-$BtLfcte£4& (5 0 0mg) Oiftifc (3ml) Sill, 

/ 2 -tf^V^fvK^xA' (0.40m 1 ) 3 f$TO 

MLtc 0 R&fflfct:Mmz:titm&, ^^)V^.-y- jv/ n-^^rV (10 
ml ; 2 : 1) SrJtJPfcfc. #ftU tfc^ H B^5^ U v^^A^-r/K/n - 
20 (1 0ml ; 2 : l) T'Sfc^U KiLT, 

tlJU^fe (4 8 0mg) £#fc„ 
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T L C : R f p.47 n d ftjUA. : J. ? j —;V= 9:1) ; 
NMR (300MHz, DMSO-d^ : 8 11.90 (br s,iH), 7.10 (d, J = 8.0Hz, 1H), 6.93 (d, J 
= 3.0Hz, 1H), 6.83 ,(dd; J = 8.0, 3.0Hz, 1H), 3.78 (s, 3H), 2.81 (t, J = 7.5Hz, 2H), 
2.66 (t, J = 7.5Hz, 2H), 2.07 (s, 3H), 2.05 (s, 3H), 2.03 (m, 2H) C 

8-^DD-2-^f^-3- (2-^^/U-4-^ h^r^^/V) -6, 

i > 

7-i?kKn-&H-^D^ [d] t'yy'n [l, 5- a] t° U ^ v> 




10 OCH 3 



Sfe*«l-^»5ftL/t^* (4 0 0mg) ©h;l/xy (4ml) 
ttismk V y (0.60m 1 ) fccfctfv^^vVT^ U ^ (0.25m 1 ) ^Pxi N 1 

&m (4 1 lmg) £#7c„ 

TLC : R f 0.52 (n-^^rf-> : @^^^U-= 1 : 1) ; 
20 NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.5Hz, 1H), 6.88 (d, J = 2.5Hz, 1H), 6.81 
(dd, J = 8.5, 2.5Hz, 1H), 3.83 (s, 3H), 3.09-3.00 (m, 4H),.2.40 (s, 3H) , 2.23 (m, 2H), 
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I 

i 

2.15 (s, 3H) 0 

8- (3-^^/VT5/) -2-^^-3-/(2-^^-4-^ 
5 ^li/l'J-fe, Kd-5H-^o^ [d] t°7^P [l, 

5- a] try 




OCH 3 

7 XM^frit-km (15 0mg),ioirJ«3 -^vj-jvt ^ V (0.6 
m 1 ) <D&£m% 14 0 °CT 1 H#^Jt# L7c 0 £J&S£&£?friPgL v- JJ # 

10 t?JV(D%7 J*-? u^r f^77^- (gflgjx^/i/ : n -^drf->-=i : 3) ~e 
!MLT N &TO«£«te^1-5&£<b£4& (169mg) £#fc 0 
T L C : R f 0.57 (n -^^fV : i^xf /k= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.78 
(dd, J = 8.5, 3.0Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.08 (t, 

15 J = 7.0Hz, 2H), 2.89 (t, J= 8.0Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 2.14 (m, 2H), 1.69 
(m4H), 1.02(m,6H) o 

mmm 2 ( 1 ) - 2 (3 6 5) 

1, 2-^^^/1—4-^ b^ri/^y^y <Di\%> V) l£ N ffi^f 5<k^Sr 
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8- (N-if/l/-N-n-^75y) -2-* (2 
-^^-4-^ -6, 7-i?kKo-5H-^DX>; 

* [d] fyy'o [1, 5- a] t°JJ$^ 




OCH 3 

T L C : R f 0.43 (n -^dp-f-^ : |^|fxf-/p= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.22 (d, J = 8.7Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.77 
(dd, J = 8.7, 2.7Hz, 1 H), 4.49 (m, 2 H), 3.81 (s, 3 H), 3.67 (q, J = 7.2Hz, 2 H), 3.61 
(t, J = 7.2Hz, 2 H), 3.33 (s, 3 H), 2.97 (t, J = 7.2Hz, 2 H), 2.91 (t, J = 7.8Hz, 2 H), 
2.19 (s, 3 H), 2.13 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.17 (t, J = 7.2Hz, 3 H), 
0.89 (t, J = 7.2Hz,3H) 0 
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| ( 
i 

mmm2 (2)' - . , ' ; 

-3-(2^f^-4-n^7^) -6, 7-^tKta-5H- 
v^n^* [d] k'^yn [1, 5- a] try 5 5^ 




och 3 



TLC : R f 0.80 (n-^-^ : Stxf^= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.4Hz, 1 H), 6.86 (d, J = 2.7Hz, 1 H), 
6.79 (dd, J = 8.4, 2.7Hz, 1 H), 3.90 (t, J = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.64 (m, 2 H), 
3.43 (m, 2 H), 2.98 (t, J = 7.2Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 
10 3 H), 2.15 (m, 2 H), 1.58 (m, 2 H), 0.95 (t, J = 7.2Hz, 3 H) 0 

3HfeflH2 (3) 

8- (3-^>f^7^) -2-^^-3- (2-^f^-4-^^ 
^7i^) -5, 7 -Pt Vv-J-^J [3, 4-d] t°7/P [1, 5 

15 -a] try 
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TLC:Rf 0.51 (n-^fy :itxf;u=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.44 (d, J = 10.0Hz, 1H), 4.32 (br s, 2H), 4.14 (br s, 2H), 
5 3.82 (s, 3H), 3.76 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.84-1.57 (m 4H), 1.03 (t, J = 
7.0Hz, 6H) 0 

t 

10 ^7^^) -2,.3-^tKn-fxy [3, 2-d] fcT^^n-tl, 5 

-a] try 




T L C : R f 0.40 (n-^dp-f-^ : g^ggjx^vi^ 2 : l) 
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NMR(300MHz^ CDC1 3 ) : 5 7.15 (d, J = 8:5Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 8.5, 3*0Hz, 1H), 6.17 (d, J = 10.0Hz, 1H), 3.99 (m, 1H), 3.82 (s, 3H), 3.36- 



3.20 (m. 4H)i 2.30 (s, 3H), 2.18 (s, 3H), 1.82-1.56 (ra 4H), 1.03 (t, J = 7.5Hz, 6H) 0 

5 mmm2 : (5) 1 

8- -2-^^-3- (2-^^/1—4-7^ 



^7j=;V) -5, KO-7D [3, 4-d] t°7>/a [l, 5- 

a] t°y ^v>^ . , 



10 TLC : R f 0.33 (n-^-fy : g£g&t^vu= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.5Hz, 1H), 6.86 (d, J = 2.5Hz, 1H), 6.79 
(dd, J = 8.5, 2.5Hz, 1H), 6.32 (d, J = 10.0Hz, 1H), 5.29 (s, 2H), 4.90 (br s, 2H), 3.82 
(s, 3H), 3.24 (m, 1H), 2.33 (s, 3H), 2.18 (s, 3H), 1.84-1.56 (m 4H), 1.02 (t, J = 7.5Hz, 
6H) 0 

15 

g|j2 (6) 

9- (3-^f^7$/) -6-7«^-5- (2-^^-4-7* V* 
V7i^) -2, 3-v f tKn-7P [3, 2-d] [ 1 , 5- 

a] t°y Sv^ 




OCH 3 
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TLC.Rf 0.43 (n-^=HJ-> : ffi%fe^J-;V=2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.31 (brs, 1H), 7.12 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.76 (t, J = 9.0Hz, 2H), 4.30 (m, 1H), 3.83 
5 (s, 3H) S 3.74 (t, J = 9.0Hz, 2H), 2.34 (s, 3H), 2.19 (s, 3H), 1.90-1.70 (m, 4H), 1.04 (ni, 
6H) 0 

i 

(7) 

9- (3 ^W^y) -2-^^-3- (2-^^-4-^ 

10 l/y^~;v) -5, 6, 7, 8-rh7tKn-t'7/n [3, 2-b] ^ 




och 3 



TLC:Rf0.45 (n -^-fy : mSt=^^= 2 : 1 ) ; 
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NMR(300MHz ; CDC1 3 ) : 5 13.04 (br s, 1H), 7.91 (br s, 1H), 7.15 (d, J =f 8.5Hz, 
1H), 6.96 (d, J = 2.5Hz, 1H), 6.87 (dd, J = 8.5, 2.5Hz, 1H), 5.65 (br s, 1H), 3.79 (s, 
3H), 2.75 (m, 2H), 2.58 (m, 2H), 2.19 (s, 3H), 2.05 (s, 3H), 1.8S-1.64(m, 8H), 0.91 (t, ' 
J = 7.5Hz, 6H) 0 



mmm2 (8) 

6-^^-5- (2-^^-4-^ h=ar->7rcnyw) -9- [ (2S, 
4R) -4-/ 2-;* h^^fvU^n V 1 — f^] -2, 

3-v i tKn-7n [3, 2-d] t°7^/n [1, 5-a] tT U § i?^ 



T L C : R f 0.24 (n - ^dffy : ffiif^= 1:1) ; 
NMR(300MHz, DMSO-d 6 ) : 6 7.09 (d, J = 7.5Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 
6.81 (dd, J = 7.5, 2.4Hz, 1H), 5.07 (brs, 1H), 4.66 (dt, J = 9.0, 9.0Hz, 1H), 4.56 (dt, J 
= 9.0, 9.0Hz, 1H), 4.24 (dd, J = 12.6, 3.6Hz, 1H), 4.05 (brs, 1H), 3.85 (d, J = 12.6Hz, 
15 1H), 3.77 (s, 3H), 3.42 (dd, J = 10.2, 3.9Hz, 1H), 3.33 (dd, J - 10.2, 5.1Hz, 1H), 3.22 
(dd, J = 9.0, 9.0Hz, 2H), 3.21 (s, 3H), 3.18 (s, 3H), 2.18 (s, 3H), 2.07 (s, 3H), 2.30- 
1.95 (m, 2H) 0 




OCH 3 
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9 ~ -6-^^-5- (2-^^/U-4-^ 

'>7*^ T 2; 3— SJfc Kn-fnp [3, 2-dJ t c 7/p [1, 5 

-a] t c ysi» 




OCH 3 

5 TLC :Rf 0.37 (n -^^y : g^ggji*F-^= 1 : 1 ) ; 

NMR(300MHz,CDCl 3 ): 5 7.16 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 5.86 (d, J = 10.5Hz, 1H), 4.07 (m, 1H), 3.82 (s, 3H), 3.58 (t, 
J = 8.1Hz, 2H), 3.06 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 1.52-1.82 (m, 4H), 
1.01 (m, 6H) B 

10 

IMLi (1 0) 

2-^^-3- (2-/?-/\s-4-J h*^7^=-;U) -8- [ (2 S, 
4R) -4-^ h*is- 2-^ h^v^^/H^p y 1 -^jv\ -6, 

7-^Kp-5H-^p^ [ d ] t°7^P [1, 5-a] 

15 > • mmm. 



& 
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H 3 CO 




T L C : R f 0.30 "(n -^Mf^ : ftlfcrf7V= 1:1) ; 
NMR (300MHz, CDC1 3 ).: 6 7.15 and 7.07 (d, J = 8.4Hz, two comformers, 1H), 
6.89 and 6.87 (d, J = 2.7Hz, two comformers, 1H), 6.83 and 6.80 (dd, J = 8.4, 2.7Hz, 
5 two comformers, 1H), 5.65 (brs, 1H), 4.32-4.10 (m, 3H), 3.82 (s, 3H), 3.50-3.40 (m, 
4H), 3.367 and 3.361 (s, two comformers, 3H), 3.29 and 3.28 (s, two comformers, 
3H), 3.23-2.99 (m, 2H), 2.42 (m, 1H), 2.30-2.10 (m, 3H), 2.245 and 2.240 (s, two 
comformers, 3H), 2.22 and 2.14 (s, two comformers, 3H) C 

10 mmm 2(11) 

2-/f-/U- 3- (2-^^/1^-4-^ -8- [ (2 S, 

4 R) ~4-/ b^r->- 2-7i h=3rv^^k°P V 1 ->T^3 -5, 

7-^tKn-7P [3, 4-d] c^y'o [l, 5 -a] t'y^v^y-^ 



67 



WO 02/053565 



PCT/JP01/U581 



H 2 CO^ 




TLC : R f 0.22 ( n -^^-^^ : |^^^= 1 : l) ; 
(300MHz, DMSO-d 6 ) 7.10 (brs, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.1, 
2.4Hz, 1H), 5.33 (d, J = 10.8Hz, 1H), 5.25 (brs, 1H), 5.15 (d, J = 10.8Hz, 1H), 4.85 
5 (d, J = 14.4Hz, 1H), 4.75 (d, J = 14.4Hz, 1H), 4.10-3.85 (m, 3H), 3.77 (s, 3H), 3.39 
(dd, J = 9.9, 4.5Hz, 1H), 3.28 (dd, J = 9.9, 5.1Hz, 1H), 3.22 (s, 3H), 3.15 (s, 3H), 
2.25 (m, 1H), 2.21 (s, 3H), 2.15-2.00 (m, 4H) 0 

mmm 2 (12) 

10 6-^^-5- (2-^^-4-^ h^7x^;l/) -9- [ (2S, 
4R) -4-* h*^*J-/U¥u ]) i -JjU] - 2, 

[3, 2-d] \?7V*X2 [i, 5- a ] fy^^y 



H 3 C(^ 




OCH 3 
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TLC : R f 0.43 (^nn/JvWi* : *$J~ ;V=2 0 : l) ; 
NMR(300MHz, CDCU) : 5 7.16 (d, J = S.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 4.71 (m, 1H), 4.20 (m, 1H), 4.06 (m, 1H), 3.82 (s, 3H), 3.60 
(t, J = 7.8Hz, 2H), 3.54 (m, 1H), 3.48 (dd, J = 4.5, 9.6Hz, 1H), 3.39 (m, 1H), 3.34 (s, 
5 3H), 3.28 (s,3H), 3.09 (m,2H), 2.24-2.40 (m,4H), 2.18 (s,3H), 2.01 (m,lH) 0 



'!) 2 (13) 



tv^T5;y-2-^5 1 ^-3- (2-^^-4-^ f^>7 

^-/l.) -5, 7-^tFn-7P [3, 4-d] fc^^o [l, 5 -a] 
10 t°V^i» 




OCH 3 



TLC : R f 0.34 (n-^*-f> : gfsgg3:?vW= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 6.39 (d, J - 9.6Hz, 1H), 5.32 (s, 2H), 4.90 (s, 2H), 3.82 (s, 
15 3H), 3.74 (m, 1H), 2.32 (s, 3H), 2.16 (s, 3H), 1.41 (d, J = 6.6Hz, 6H) e 



(14) 



8- [ (2S) -1, l-v^ Y*i/-f$^- 2 — f/U] 

(2-^f;U-4-^ h^>7i^) -5, 7-v ! kKo-7D 
20 [3, 4-d] t'yy'n [1, 5-a] K'V 
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OCH 3 



T L C : R f 0.26 (n -^^f->- : ^^^jV= 2:1) ; 
NMR(300MHz, CDCl 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.1, 2.4Hz, 1H), 6.57 (brd, J = 11.1Hz, 1H), 5.36 (d, J = 9.9Hz, 1H), 5.26 (d, ' 
5 J = 9.9Hz, 1H), 4.90 (s, 2H), 4.33 (d, J = 3.9Hz, 1H), 3.82 (s, 3H), 3.50 (s, 3H), 3.48 
(s, 3H), 3.39 (m, 1H), 2.32 (s, 3H), 2.17 (s, 3H), 1.88 ( m , 1H), 1.68 (m, 1H), 1.04 
(brs, 3H) 0 



mmm2 (15) 

10 8-[(2S)-l, h*i''7fi>-2-jA'l T%y~2-?f- 

A>-3- (2-^^-4-^ _ 6> 7-v?tKu-5H 

[d] k'yy'p [1, 5 -a] h'Ur^ 




OCH 3 
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TLC:Rf 0.30 (n-^fy : «xf;V= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J= 8.1Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 6.77 
(dd, J = 8.1, 3.0Hz, 1H), 6.47 (brd, J = 11.8Hz, 1H), 4.34 (brs, 1H), 4.01 (m, 1H),' 
3.81 (s, 3H), 3.49 (s, 6H), 3.19-3.00 (m, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.3Q (s, 3H), 
5 2. 1 8 (s, 3H), 2. 13 (m, 2H), 1 .86 (m, 1H), 1 .65 (m, 1H), 1 .04 (brs, 3H) C 

m&m 2 (16) 

8- (1, 3-^ f^^0^-2— f^) T^/-2-7<?vV-3- 
(2-^ Y$r*yy^~)V) -5, 7-^tKo-7D [3, 4 

10 -d] fr/n [1, 5- a] t°y %w 

0CH3 



TLC:Rf 0.42 (n-^fy : H^x^= 1 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.87 (brd, J = 8.1Hz, 1H), 
6.85 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 5.33 (s, 2H), 4.89 (s, 2H), 3.81 
15 (s, 3H), 3.75 (m, 1H), 3.62 (d, J = 4.8Hz, 4H), 3.42 (s, 6H), 2.33 (s, 3H), 2.16 (s, 3H)„ 

mmm 2(17) 



4-7< ^-Jls) -5, 7-^tKn-7P [3, 4-d] t'7 v /o 
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[1, 5 -a]. t°y 



M 3 CO^\ N /^,OCH 3 




OCH 3 



T L C : R f 0.24 (n-^$-fy : g£^9vV= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.79 
5 (dd, J = 8.1, 2.7Hz, 1H), 5.22 (s, 2H), 4.89 (s, 2H), 3.88 (t, J = 6.0Hz, 4H), 3.82 (s, 
3H), 3.55 (t, J = 6.0Hz, 4H), 3.30 (s, 6H), 2.33 (s, 3H), 2. 16 (s, 3H) 0 



Ittg ( i 8) 

8- (1, 3-i>pi y*is-7viAy-2-4 )V) 7^7-2-^^-3- 
10 (2-^f/l/-4-y ^V7x^) -6, Kp- 5H-iX^ P 

[d] fc^V'n [l, 5-a] h°y$v?^ 

,OCH 3 
,OCH 3 




T L C : R f 0.53 ( n : |t@£:^^vV= 1:1) ; 

NMR(300MHz,CDCl 3 ): 6 7.01 (d, J = 8.4Hz, 1H), 6.72 (d, J = 2.7Hz, 1H), 6.64 
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(dd, J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 4.14 (m, 1H), 3.69 (s, 3H), 3.50 (d, 
J - 5.4Hz, 4H),'3.30 (s, 6H), 2.99 (t, J - 7.2Hz, 2H), 2.76 (t, J - 7.8Hz, 2H), 2.18 (s, 
3H), 2.04 (s, 3H), 2.01 (m, 2H) 0 

5 mMM2 (JL 9j 

i 

^^.^^-/p) -6, 7-^tKn-5H-^n^ [d] t° 
7)/P [1, 5-a,] t c V$V^ 

H 3 CO^^ ^^OCHg 




OCH 3 



10 T L C : R f 0.41 (n -^^fy : ftK^f ^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.4, 2.7Hz, 1H), 3.88 (t, J = 5.7Hz, 4H), 3.82 (s, 3H), 3.52 (t, J = 5.7Hz, 4H), 
3.30 (s, 6H), 3.00 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14(m,2H) 0 

15 

mmM2 (2 0) 

(5RS) -8- -2, 5 (2- 

^^- 4 _^ b^v/^^-y^) -5, 7-^tKn-7P [3, 4-d] 
[1, 5-a] fy^^^-^m 
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OCH 3 



T L C : R f 0.44 (n -^-fV : ffl&£aL<f-/i,= 2 : 1) ; 
NMR(300MHz, DMSO-d 6 ) : 8 8.71 (br s, 1H), 7.15 (d, J = 8.5Hz, 1H), 6.93 (d, J 
= 2.5Hz, 1H), 6.85 (dd, J = 8.5, 2.5Hz, 1H), 5.70 (br s, 1H), 5.25 (dd, J= 10.0, 2.0Hz, 
5 1H), 5.17 (d, J = 10.0Hz, 1H), 5.11 (m, 1H), 3.79 (s, 3H), 3.26 (m, 1H), 2.26 (s, 3H), 
2.10 (s, 3H), 1.83-1.57 (m 4H), 1.41 (d, J = 5.5Hz, 3H), 0.93-0.83 (m, 6H) C 

mmm 2(21) 

8- (3-^yf/U7 5y) -2-^^-3- (2, 4-^an7x^ 
10 /V) -6, 7-^tFn-5H-^P^ [d] t°^y'n [l, 5-a] 




CI 



T L C : R f 0.50 ( n -^-fy : g^ac^vv= 2:1) ; 
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NM R (300MHz, CDC1 3 ) : 8 7.50 (d, J = 2.0Hz, 1H), 7.35 (d, J = 8.5Hz, 1H), 7.29 
(dd, J = 8.5, 2.0Hz, 1H), 6.23 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.5Hz, 
2H), 2.91 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2.15 (m, 2H), 1.82-1.55 (m 4H), 1.01 (t, J 
= 7.5Hz, 6H)o 

Hjfeffil 2 (22) 

8- (3-^yW5y) - 3- {1-*^-}V- A-t h=¥ 

'yy^=.;v) -5, 7 -v>fc Kn-t'cn [3, 4-d] f^'p [1, 5 
-a] t'y-v'y 



T L C : R f 0.48 n n /jvi/A : t< ^ / — /U= 10:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J - 8.1H, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 6.29 (d, J = 10.2Hz, 1H), 4.43 (s, 2H), 4.10 (s, 2H), 3.82 (s, 
3H), 3.49 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1.55-1.84 (m, 4H), 1.02 (m, 6H) 0 



HMJ 2 (23) 

8 _^ Jc ^ T ^y_ 2 -^^7U-3- (2-^^/1.-4-^ h^^^rc^ 
-6, 7-v?tKD-5H-^n^ [d] f^n [l, 5-a] 
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OCH 3 



T L C : 'R f • 0.67 ,(n : I^:x^vk= 1:1) 



NMR(300MHz, CDP 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.66 (q, J = 7.2Hz, 4H), 2.99 (t, J = 7.5Hz, 2H), 
5 2.91 (t, J = 7.5Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.18 (t, J = 7.2Hz, 
6H) 0 , 

mMM 2(2 4>)- 



8- (N-xf^-N-n-T'W?/) - 2 - ^/V- 3 - (2, 4- 



T L C : R f 0.78 ( n : ^k^f-;v= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 3.0Hz, 1H), 6.79 
15 (dd, J = 8.4, 3.0Hz, 1H), 3.82 (s, 3H), 3.70-3.56 (m, 4H), 2.97 (t, J = 6.9Hz, 2H), 




10 ^PD7i^) -6, 7-v?t Ko-5H-^P^y^ [d] M'^y 
D [1, 5 -a] t°ll 




OCH3 
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2.91 (t, J = 7.7Hz,' 2H)„2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.32 
(m, 2H), i.l7*(t,' J = 7.2Hz, 3H), 0.90 (t, J = 7.2Hz, 3H) C 

HffiflJ 2 (25) 

* Y*i/7*.~M -6, 7-^tKn-5H-^n^ [d] t'yy? 

i 

n [1, '5 -a] tf!) ^ v?^ 




och 3 



TLC :Rf 0.40 (n-^fy :S^f;l/=3 : 1) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.36 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 3.41 (m, 1H), 3.01 (t, 
J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 2.10 (m, 2H), 
1.20-1.08 (m, 2H), 0.66-0.32 (m, 8H) 0 

15 MMffl 2 (26) 

8- (N-:/p tV^-N- 7^) 

-3- (2-^^-4-^ h^-v^7oi^^) -5, KP-7D [3, 

4-d] t'yyu [1, 5-a] tl^-^-Mi 
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OH 



T L C : R f 0,26 (n -^fy : ft^xf ;v= i : 2) ; 
NMR (300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.4Hz, 1 H), 6.87 (d, J = 2.7Hz, 1 H), 
6.80 (dd, J = 8.4, 2.7Hz, 1 H), 6.54 (brs, 1 H), 5.21 (s, 2 H), 4.89 (s, 2 H), 3.96 (brt, J 
5 = 4.8Hz, 2 H), 3.83 (s, 3 H), 3.80 (m, 2 H), 3.29 (t, J = 7.5Hz, 2 H), 2.33 (s, 3 H), 
2.17 (s, 3 H), 1.63 (m, 2 H), 1.00 (t, J = 7.5Hz, 3 H) 0 



mmm 2 (27) 

8- (3— ' <W7U) -2-* h^v^fyl— 3- (2-^^-4 
10 h^rV7^=;w) -6, 7-^tKP-5H-^a-<y^ [d] fc°? 

y n [l, 5 -a] t'^v^ 



T L C : R f 0.27 (n -^^-^ : ^31^-^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.19 (d, J = 8.5Hz, 1H), 6.85 (d, J = 2.5Hz, 1H), 6.78 




OCH 3 
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(dd, J = 8.5, 2.5Hz, 1H), 6.32'(d, J = 10.5Hz, 1H), 4.54-4.40 (m, 2H), 3.82 (s, 3H), 
3.81 (m, 1H)*'3. ! 37 (s, 3H), 3.10 (t, J = 7.0Hz, 2H) , 2.91 (t, J = 8.0Hz, 2H), 2.20 (s, 
3H), 2.14 (ni, 2H), 1.80-1 .53 (m, 4H), 1.08-0.94 (m, 6H) 0 



5 MMM2 (2 8) 



8- (3—<V^T^y) -2-^^-3- (1, 3-v^^iM 



10 T L C : R f 0.61 (n -^^fy : ftixf /V= 2:1) ; 

NM R (300MHz, CDC1 3 ) : 6 7.22 (d, J = 1.5Hz, 1H), 7.10 (dd, J = 1.5, 8.1Hz, 1H), 
6.89 (d, J = 8.1Hz, 1H), 6.20 (br d, J = 10.5Hz, 1H), 5.96 (s, 2H), 3.80 (m, 1H), 3.08 
(t, J = 7.5Hz, 2H), 2.94 (t, J = 8.1Hz, 2H) 5 2.52 (s, 3H), 2.15 (m, 2H), 1.51-1.80 (m, 
4H), 1.00(t,J = 7.5Hz,6H)„ 

15 

&mm 2(29) 

8- (3-^^/VT^y) - 2-^/1^- 3 - (3, h^rW:* 
n/t/) -6, 7-v?tKn-5H-^n^ [d] t'^/n [1, 5- 
a] t°y 



>-5-'^;P) -6, 7-S?fc Kn-5H-v-^D^y^ [d] fc 0 7y'n [l, 



5- a] t°y ^ v>>i 
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jG 



TLC : R f 0.56 (n-^fy : H^f;l/=1 : 1) ; 
NMR (300MHz, CDClj) : 8 7.29 (d, J = 2.1Hz. 1H), 7.19 (dd, J = 2.1, 8.1Hz, 1H), 
6.96 (d, J = 8.1Hz, 1H) : 6.20 (br d, J = 10.5Hz, 1H), 3.93 (s, 3H), 3.91 (s, 3H), 3.80 
5 (m,lH), 3.09 (t, J = 7.2Hz, 2H), 2.94 (t, J = 7.5Hz, 2H), 2.55 (s, 3H), 2.16 (m, 2H), 
1.53-1.81 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) C 

mmm2 (3 0) 



8-v'^D7 P ntVl-T5/-2-^^-3- (2-7*^-4-^ h^cis 
10 7^~;v) -5, 7-^tFn-7P [3, 4-d] [1,'5-a] 



TLC :Rf 0.33 (n -^fy : ftixf ;i/= 3 : 2) ; 
NMR(300MHz, CDC1 3 ) : 8 7.14 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

80 




A 



0CH3 
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(dd, J = 8.1, 2.7Hz, 1H), 6.62 (brs, 1H), 5.54 (brs, 2H), 4.91 (brs, 2H), 3.82 (s, 3H), 
2.89 (m, 1H), 2.30 (s, 3H), 2.15 (s, 3H), 0.98-0.84 (m, 4H) 0 

mmm 201) 

5 8- (3-^>-^T?y) -2-^0^-3- (2-^^-4- 
* -6, 7-^tKn-5H-^P^ [d] fc°7^ 

o [1, 5 -a] k'Dv^y 




TLC : R f 0.62 (^^ifV : @^^fvV= 5:1) ; 
10 NMR(300MHz, CDC1 3 ) : 8 7.09 (d, J = 8.1Hz, 1H), 6.83 (d, J = 2.7Hz, 1H), 6.75 
(dd, J = 8.1, 2.7Hz, 1H), 6.35 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.81 (m, 1H), 3.53 
(m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.41 (m, 2H), 2.28-2.06 (m, 
4H), 2.15 (s, 3H), 2.01-1.58 (m, 6H), 1.05 (t, J = 7.5Hz, 3H), 1.02 (t, J = 7.8Hz, 3H) 0 

15 mmm 202) 

8- 5. J) - 3 - (2-^^-4-^h^ 

v^7i^) -6, 7-^tKn-5H-^P^ [d] t°7 v /n [1, 
5-a] fc°D 
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HN 




och 3 



T L C : R f 0.59 .(^if > : g^ni?vU= 5:1) ; 
NMR(300MHz; CDC1 3 ) : 5 7.15 (d, J = 8:iHz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.27 (d, J = 10.5Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.08 (t, 
5 J = 7.5Hz/ 2H), 2.89 (t, J = 7.8Hz, 2H), 2.67 (m, 2H), 2.17 (s, 3H), 2.13 (m, 2H), 
1.81-1.52 (m, 4H), 1.16 (t, J = 7.2Hz, 3H), 1.04 (t, J = 7.5Hz, 3H), 1.01 (t, J = 7.8Hz, 
3H) C 

MMM 2 (33) 

10 8- (3-^f^7 5;) -2--fy^nt>-3- (2-7^^-4- 
^ bdrv/7x^;V) -6, T-v'tKo-SH-v'^n^ [d] fy/ 
n [l, 5 -a] t°y 
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i; 

i 

T L C : R f 6.60 (n — -^f-V : g^^^k= 3 : 1) ; 
NMR(300I^Hz, CDCI3) : 5 7.28 (m, 1H), 7.09 (d, J = 8.4Hz, 1H), 6.90 (d, J - 
2.4Hz, 1H), 6:81 (dd, J = 8.4, 2.4Hz, 1H), 3.99 (m, 1H), 3.84 (s, 3H), 3.49 (m, 2H), 
3.12 (t, J = 7.2Hz, 2H), 2.99 (m, 1H), 2.28 (m, 2H), 2.20 (s, 3H), 1.85 (m, 2H), 1.74 
5 (m, 2H), 1.24 (d, J = 6.9Hz, 3H), 1.19 (d, J = 7.2Hz, 3H), 1.08 (t, J = 7.5Hz, 3H), 
1.06 (t, J = 7.5Hz;3H)o 

i 

i < 

mmm2 (34) , 

8- {2-^;vzf^-;VT\ J) -2-^^-3- (2-^^-4-^ 
10 h^rV7^^^) -6, 7-^Fo-5H-^n^ [d] t°y^/p 
[1, 5 -a] t°!J 5 • jftiftjft 




OCH3 



T L C : R f 0.55 (n -^^rfy : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.46 (m, 1H), 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
15 2.4Hz, 1H), 6.82 (dd, J = 8.4, 2.4Hz, 1H), 3.83 (s, 3H), 3.74 (t, J = 6.0Hz, 2H), 3.49 
(t, J = 7.8Hz, 2H), 3.21 (t, J = 7.5Hz, 2H), 2.28 (s, 3H), 2.26 (m, 2H), 2.19 (s, 3H), 
1.68 (m, 1H), 1.53 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) D 

MMM 2 (35) 
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8- (3-^>-fvVTS: y) - 2-}^)\s=$-jr*^-)\/- 3 - (2-^f-/u~. 
4-/ Y*i/7z,L-;V) -6, 7-^kKo-5H-^D^ [d] k° 



5 TLC : R£ 0.31 (n-^MfVrfl^ac^yl^a : 1) ; 

NMR(300MH2, CDC1 3 ) : 5 7.31 (brd, J = 10.8Hz, 1H), 7.16 (d, J = 8.4Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz, 1H), 4.00 (brs, 1H), 3.83 (s, 3H), 
3.70 (d, J = 13.5Hz, 1H), 3.60 (d, J = 13.5Hz, 1H), 3.50 (m, 2H), 3.14 (t, J = 7.2Hz, 
2H), 2.29 (m, 2H), 2.32 (s, 3H), 2.04 (s, 3H), 1.95-1.65 (m, 4H), 1.07 (t, J = 7.2Hz, 
10 3H), 1.05(t,J = 7.5Hz,3H) o 

H»J 2(36) 



8- (N-^f/P-N-^P^oW^/) -2-^^-3- (2- 
h^V7x-/H -5, 7-v i kKo-7D [3, 4-d] 
15 t°7^D [1, 5- a] fHi/y 




OCH 3 
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A 



o 



T L C : R f 0.16 (n-^U-^ : ^^^=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz. 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 5.47 (brs, 2H), 4.90 (brs, 2H), 3.82 (s, 3H), 3.45 (s, 3H), 
5 2.80 (m, 1H), 2.33 (s, 3H), 2.16 (s, 3H), 0.84 (d, J = 6.0Hz, 4H) D 

mmm 2 (37) 

8- -2-7^^-3- (2, 4-^f/V7x = 

/W) -6, Ka-5H-^D^ [d] fc 0 ?y*P [l, 5-a] 

10 trys^ 



T L C : R f 0.50 (<<yiiy : ^^f-;v= 10:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.13 (d, J = 7.5Hz, 1H), 7.11 (br s, 1H), 7.03 (m, 1H), 

6.21 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, J = 7.5Hz, 
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2H), 2.34 (s, 3H),.2.31 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.56-1.82 (m, 4H), 1.02 
(m,6H) c ,. , A . t , 



5 8- (3;-^fvU7^y) -2-^^/1—3- (2, 5 - 5vH7 a. - 
/l") -6, 7-VtKn-5H-^n^ [d] t'^/o [l, 5-a] 



T L C : R f 0.54 (n-^drlf-;/ : @^g£aLfvi^= 3 : i) - 
10 NMR(300MHz, CDC1 3 ) : 6 7.31 (br d, J = 10.2Hz, 1H), 7.24 (d, J = 7.5Hz, 1H), 
7.15 (br dd, J = 1.2, 7.5Hz, 1H), 7.01 (br s, 1H),3.99 (m, 1H), 3.49 (t, J = 7.5Hz, 2H), 
3.14 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.32 (s, 3H), 2.29 (m, 2H), 2.18 (s, 3H), 1.64- 
1.94 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

15 gjjffil 2 (39) 

8-^0^1/7^-2-^^-3- (2-^^-4-^ J.^v- 7 
-6, 7-^kKn-5H-^P^ [d] t°yy*n [l, 5 

-a] ti-ysv^ 



Hjfeff] 2(38) 
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OCH 3 



T LC : R f 0.36 (n : IM^^= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.7, 2.7Hz, 1H), 6.50 (brd, J = 8.4Hz, 1H), 4.46 (m, 1H), 3.81 (s, 3H), 3.12 (t, 
5 J « 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.43 (m, 2H), 2.30 (s, 3H), 2.23-2.08 (m, 4H), 
2.16 (s, 3H), 1.90-1.70 (m, 2H) 0 

l 

mmm 2 ( 4 0 ) 

8- (N-xf ;i/-N-i/^ n^;l/7 5 7) -2-^^/1—3- (2-^ 
10 Y^r-yy *.=-;v)-Q , Ko-5H-^n^^[d] 

t°7^o [i, 5- a] t°y -m.mm. 



T L C : R f 0.38 (n -^^-y : g^gg^/i^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 




OCH 3 
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I 

» 

(dd, J = 8.7, 2.7Hz, 1H), 4.74 (m, 1H), 3.99 (m, 2H); 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 
2H), 2.98 (t, J,=, 7.5Hz, 2H), 2.20-2.10 (m, 6H), 2.30 (s, 3H), 2.17 (s, 3H), 1.90-1.70 
(m, 2H), 1.1,6 (t, J = 7.2Hz, 3H) 0 

5 Hjfcff!l2' (4 1). 

8- '(/o^y.-l, 3-i?*—jU-2-4jyj T ^ / — 2 — / J-;V— 3 — 
(2-^ i ^-4-^f^v^7x-;V) -6', 7 — t?fc Kn-5H-^n 
[d]' Wo [1, 5- a] fy^v^ 




10 T L C : R f 0.44 (^ n n jft/u^ : ^ ^ / — 9 : l ) ; 

NMR (300MHz, CDCI 3 ) : d 7. 1 7 (d, J = 8. 1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H) ; 6.79 
(dd, J = 8.1, 2.7Hz, 1H), 6.73 (d, J = 10.2Hz, 1H), 4.12 (m, 1H), 3.98-3.83 (m, 4H), 
3.82 (s, 3H), 3.05 (t, J = 7.2Hz, 2H), 2.87 (t, J = 8.1Hz, 2H), 2.30 (s, 3H), 2.16 (s, 
3H),2.11 (m,2H) D 

15 

mmm2 (4 2) 

8- (3-^^V^T^y) -2- (2-37 JJ/l.) -3- (2-^^-4 
-/ h*i/7^~;U) -6, 7-^tKn-5H-^n^ [d] t°7 
^/d [1, 5 -a] fc°y 
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1 ' 




OCH3 1 



T L C : R f 0.33 Xn-^-f > : |^ai^= 4 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.47 (m, 1H), 7.21 (d, J = 8.1Hz, 1H), 6.87 (d, J = 

2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 6.38-6.30 (m, 2H), 6.05 (m, 1H), 3.84 (s, 

1 

3H), 3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.15 (m, 2H), 2.10 
(s, 3H), 1.70 (m, 4H), 1.04 (t, J = 7.2Hz, 3H), 1.01 (t, J = 7.2Hz, 3H) C 



10 



nmm2 (4 3) 

8- O-^^/kt - 3 - {z-t^-jv- 4-p< h 

^^71^) -6, 7-v>fc Kd-5H-^u^ [d] t°7 N /D [l ( 
5 -a] t°y -jfttttt 




HljT v . HQ 




T L C : R f 0.41 (n -^^rls : ;V= 4:1) ; 
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5 



NMR (300MHz, CDC1 3 ) : 5 7.59-7.54 (m 5 2H) 3 7.45-7.19 (m, 5H), 6.88-6.82 (m, 
2H), 4.04 (m, 1H), 3.85 (s, 3H), 3.55 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.8Hz, 2H), 2.32 
(m, 2H), 2.05 (s, 3H), 1.97-1.55 (m, 4H), 1.10 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 
3H) C 

H»]2 (4 4) 

8- 75y-2-^;V-3- (2-p^/U 

-4-p< h^v-?^^) - 6( 7-i>tFd-5H-^D^ [ d ] 
t'^/o [1, 5 -a] h°y 




10 OCH 



TLC : R f 0.30 »fl/y : / J ~-,v= 1 9:1); 
NMR(300MHz,CDCl 3 ): 5 7.15 (d, J = 8.4Hz, 1H). 6.85 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.4, 2.7Hz, 1H), 6.71 (t, J = 5.7Hz, 1H), 3.82 (s, 3H), 3.75 (dt, J = 5.7, 6.3Hz, 
2H), 3.19 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.63 (t, J = 6.3Hz, 2H), 2.33 (s, 
15 6H), 2.31 (s, 3H), 2.17 (s, 3H), 2.12 (m, 2H) D 



8- (N-^A—N- (2-v^?vl^/^A) 7^/) 
/k-3- (2-^^-4-p( h^v-^^-zl.) -6, 7-^tKn-5H 
20 -isfu^y? [d] t ^ y - D Cl> 5 _ a] ep^^. 2j|aW[ 
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TLC : R f 0.46 (MAttf-Vl/ : * )V- 9 : l) ; 

NMR(300MHz, pyridine-dj 0.5ml + CDC1 3 0.1ml) : 5 7.42 (d, J = 8.4Hz, 1H), 
7.04 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 8.4, 2.7Hz, 1H), 4.21 (t J = 7.5Hz, 2H), 3.85 (t, 
J = 7.5Hz, 2H), 3.75 (s, 3H), 3.14 (s, 3H), 3.00 (s, 6H), 2.90 (t, J - 7.5Hz, 2H), 2.80 
(t, J = 7.5 HZ, 2H), 2.41 (s, 3H), 2.36 (s, 3H), 1 .90 (m, 2H) 0 

SMM 2(46) 

8- (N-^^-N- (2 - '^W? J ^fvU) T^J) -2-*f- 
JU-S- 4-^ Y**yy -6, 7-i?tKu-5H 

-*S?X2^$ [d] t'^yn [1, 5- a] t^^v 5 ^ 




OCH 3 

TLC : R f 0.46 (M4£* f \sV : * $ J —JV= 9:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J - 8.4Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
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(dd, J = 3.4, 2.7Hz, 1H), 3.82 (s, 3H), 3.80 (t, J = 7.2Hz, 2H) ; 3.64 (q, J = 7.2Hz, 2H), 
2.99 (t, J = 74Hz, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.56 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 
2.25 (s, 6H), 2.17 (s,.3H)/2.12 (m, 2H), 1.17 (t, J = 7.2Hz, 3H) 0 

mmm2- (47). 

8- '(4 ^?VT%;) -2-^^-3- (2-^^-4-^ 

*>7^-jU) -6, 7-^hFD-5H-^n^ [ d ] t '7/ D [ 1( 

5- a] t°y ^> -mtm. 




0CH3 

T L C : R f 0.50 ( n : ffc^^=?-j\,= 3 . 1 ) . 

NMR(300MHz ; CDC1 3 ) : 5 7.27 (brd, J = 9.6Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.12 (m, 1H), 3.82 (s, 3H), 
3.49 (t, J= 7.5Hz, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.32-2.20 (m, 2H), 2.28 (s, 3H), 2.20 
(s, 3H), 1.82-1.60 (m, 4H), 1.60-1.36 (m, 4H), 0.99 (t, J = 7.2Hz, 3H), 0.98 (t, J = 
7.2Hz, 3H) C 

8- (2-^^T^/) -2-/^jU~ 3 - (2-^^-4-^ 
y^-;V) -6, 7-v>k Kn-5H-^ D ^ [d] t^^D [1, 
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5 -a] W 5. 




• HCI 



OCH 3 



T L C : R f 0.40 (n : 8£8fcjcfvv= 3 : 1 ) ; 

NMR (300MHz, CDCI3) : 6 7.36 (brd, J = 9.9Hz, 1H), 7.12 and 7.11 (d, J = 8.4Hz, 
5 two comformers, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.18 (m, 
1H), 3.83 (s, 3H), 3.48 (t, J = 7.5Hz, 2H), 3.16 (t, J = 7.5Hz, 2H), 2.40-2.20 (m, 2H), 
2.28 (s, 3H), 2.19 and 2.18 (s, two comformers, 3H), 1.80 (m, 2H), 1.48 and 1.47 (d, 
J = 6.6Hz, two comformers, 3H), 1.09 and 1.08 (t, J = 7.2Hz, two comformers, 3H) D 

10 mmm 2 (49) 

8- (N-yo fcVV-N-^ n^n VjVtf-jVT % 7) -2-^fvV-3 
- (2 -ff-jv- 4 Y^-'yy au=.;v) -6, Ko-5H-^ 

p^:/^ [d] t o yy~p [i, 5- a] try aafcjfc 




OCH 3 
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TLC:Rf 0.42 (n-^fy :^iif^=3 : i) . 
NMR(300MHz. CDC1 3 ) : 5 7.13 (m, 1H), 6.88 (br s, 1H), 6.82 (m, 1H), 3,88 (m, 
2H), 3.83 (br s, 3H), 3.77 (br s, 2H), 3.37 (m, 2H), 3.06 (m, 2H), 2.29 (s, 3H), 2.24 
(m, 2H), 2.19 (s, 3H) ; 1.73 (m, 2H), 1.12 (m, 1H), 0.96 ( m 5 3H), 0.62 (m, 2H), 0.26 
(br s, 2H) 0 

H»J 2(50) 

8- (3— -3- (2-^^-4-^K^ 73 :-/H 
-6, 7-^tFo-5H-y^^ [ d ] M'yVn [i, 5 -a] tf 

y ^ s?^ • mm 




och 3 

TLC:Rf 0.46 (n-^fy : ft|fif/i/=3 : 1) ; 

NMR (300MHz, DMSO-d 6 ) : 6 9.25 (m, 1H) S 8.31 (s, 1H), 7.23 (d, J = 8.1Hz, 1H), 
6.95 (d, J = 2.4Hz, 1H), 6.86 (dd, J = 2.4, 8.1Hz, 1H), 3.99 (m, 1H), 3.78 (s, 3H), 
3.15 (m, 2H), 3.02 (t, J = 7.8Hz, 2H), 2.20 (s, 3H), 2.18 ( m, 2H), 1.60-1.88 (m, 4H), 
0.89 (t, J = 7.5Hz, 6H) C 

HM1 2 (51) 

8- [ (2R) -\~* y**s7*? V ~ 2 -4)V\ T$y- 2-^^-3 



94 



WO 02/053565 PCT/JPOI/11581 



10 



- (2-^f-;^-A-/ h*is7*-fr) .-6,, 7-5?tKo-5H-i/^ 
P^£' f^/p [1, 5 -a] fc°!J 5 • i^it 




OCH 3 



TLC : R.f 0.21 (n-^^i^> : iixf^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.63 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 8.7Hz, 1H), 
6.87 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.19 (m, 1H), 3.81 (s, 3H), 
3.65-3.53 (m, 2H), 3.45 (t, J = 8.1Hz, 2H), 3.43 and 3.41 (s, two comformers, 3H), 
3.26-3.01 (m, 2H), 2.30-2.20 (m, 2H), 2.28 (s, 3H), 2.18 (s, 3H), 1.96-1.58 (m, 2H), 
1.08 and 1.07 (t, J = 7.5Hz, two comformers, 3H) C 

(5 2) 

8- [ (2 S) -1-^ Y**y~?$V-2-y()V\ 75/-2-^f^-3 
- 4-/ Y*i/7 ^=-)\s) -6, 7-i^tKn-5H-^ 

p-<^ [d] t°7^P [1, 5-a] t°U ^v>>- >tt6Mft 



95 



WO 02/053565 



PCT/JP01/1I581 




OCH 3 



TLC : Rf 0.21 (n : |^3i^= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.59 (brd, J - 10.2Hz, 1H), 7.11 (d, J = 8.4Hz, 1H), 
6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 4.19 (m, 1H), 3.83 (s, 3H), 
5 3.66-3.53 (m, 2H) ; 3.48 (t, J = 8.1Hz, 2H), 3.44 and 3.42 (s, two comformers, 3H), , 
3.26-3.02 (m, 2H), 2.30-2.20 (m, 2H), 2.29 (s, 3H), 2.20 (s, 3H), 1.98-1.69 (m, 2H), 
1 .09 and 1 .08 (t, J = 7.5Hz, two comformers, 3H) C 

mmm 2 (53) 

10 8--y^a^<^^/ur^y~2~^f-/U-3- (2 -?=f-jV-4 - p( h$-> 
7^~jV) -6, 7-i/tKn-5H-^n^ [d] t 0 yy*n [1, 
5 -a] t°U $v : ^ 




OCH3 
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TLC:Rf 0.30 (n-^f y :»if"^=3 : l) ; 
NMR(300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.7Hz 3 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J= 8.7, 2.7Hz, 1H), 6.34 (brd, J = 9.0Hz, 1H), 4.38 (m, 1H), 3.82 (s, 3H), 3.15 (t, ' 
J = 7.2Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 (m, 4H), 
5 1.95-1.65 (m, 6H) 0 

MMM2 (5 4) 

8- -1-}^)V- 3- (2, 4-^7MP7x 

-6, 7-^tKo-5H-^o^ [d] t°7^/p [1, 5- 
10 a] fn-yy 



TLC : Rf 0.57 ( n -^-fy : g^gg:r^vu= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.50 (ddd, J = 6.6, 8.4, 8.4Hz, 1H), 6.86-6.99 (m, 2H), 
6.23 (d, J = 10.8Hz, 1H), 3.80 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J =8.1Hz, 2H), 
15 2.39 (d, J = 1.5Hz, 3H), 2.15 (m, 2H), 1.53-1.81 (m, 4H), 1.01 (t, J =7.2Hz, 6H) 0 

mmm 2(55) 

-4-^^7i=;l/) -6, 7-^kKo-5H-^o^ [d] 

20 t7/o [i, 5-a] try ss^-jfiiBfi 
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och 3 



T L C : R f 0.42 .(n-^-^^ :SBK^^V=3 : 1) ; 
NMR(300MHz; CDC1 3 ) : 8 7.33 (br d, J = 10.2Hz,. 1H), 7.13 (d, J = 8.7Hz, 1H), 
6.89 (d, J = 2.4Hz, 1H), 6.81 (dd, J = 2.4, 8.7Hz, 1H), 4.04 (m, 1H), 3.83 (s, 3H), 
5 3.56 (m, 2H), 3.20 (m, 2H), 2.33 (m, 2H), 2.19 (s, 3H), 1. 70-2.22 (m, 4H), 1.08 (m, 
6H) 0 

HftSffll 2 (56) 



8- (N-^^W-N- (2 -p< j^y) -2-^^-3 

10 - (2-^3-;U-4-t Y*^-7^~;V) -6, 7-^kKn-5H-^ 

u^y? [d] t°7^n [1, 5 - a ] trv $i?y-msm 



TLC:Rf 0.20 (n-^fy : i^xf^=3 ; 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 




OCH3 
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(dd, J = 8.4, 2.7Hz, 1H), 4.34-4.17 (m, 2H), 3.91 (q, J = 7.2Hz, 2H), 3.83 (s, 3H), 
3.68 (t, J = 5.iHz, 2H), 3.47 (t, J = 7.8Hz, 2H), 3.32 (s, 3H), 3.06 (t, J = 7.2Hz, 2H), 
2.28 (s, 3H), 2.30-2.20 (m, 2H), 2. 1 8 (s, 3H), 1 .38 (t, J = 7.2Hz, 3H) 0 



i 

7i-^) - 6, 7 -v^t Kn-5H-v^ d^<^^ [dj fcf^y'P [1, 
5- a] b°y ^ v?>-, 



10 TLC : Rf 0.30 (n — : @^g£^fvix= 3 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 6 7.15 (d, J = 8.1Hz, 1H), 6.84 (d, J = 2.7Hz, 1H), 6.77 
(dd, J = 8.1, 2.7Hz, 1H), 6.34 (brd, J = 9.6Hz, 1H), 3.81 (s, 3H),3.80(m, lH),3.10(t, 
J= 7.2Hz, 2H), 2.88 (t, J= 7.8Hz, 2H), 2.30 (s, 3H), 2.17 (s, 3H), 2.18-2.00 (m, 4H), 
1.90-1.80 (m, 2H), 1.75-1.60 (m, 1H), 1.50-1.20 (m, 5H) D 



gljfeffi] 2 (58) 

8- (N-7°n fcVU-N- (3-^>^/P) 7^/) -2-^^-3- (2 
-^^-4 f^rv^^^U) -6, Kn-5H-^n^> 
^ [d] M°7V*u [1, 5-a] fc°J^ ■ 



5 





OCH 3 



15 
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jC 



T L C : R f 0.43 (n -^3MM/ : g£^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.14 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 8.1, 2.7Hz, 1H), 4.20 (m, 1H), 3.83 (s, 3H), 3.60 (m, 2H), 3.38 (t, J = 7.5Hz, 
5 2H), 2.97 (t, J - 7.5Hz, 2H), 2.30-2.15 (m, 2H), 2.27 (s, 3H), 2.20 (s, 3H), 2.00-1.70 
(m, 4H), 1 .42 (m, 2H), 0.98 (t, J = 7.5Hz, 6H), 0.90 (t, J = 7.5Hz, 3H) C 

i 

mm\2 (59) 

8- (3 °^^JVT%;) (4-/ Y**/7zl~;V) 

10 -6, 7-^tFn-5H-^a^ [d] [l, 5 - a ] t° 




och 3 



T L C : R f 0.57 ( n -^f-> : ffl&^J-^ 2:1) 
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NMR (300MHz, CDC1 3 ) : 5 7.60 (d, J = 9.0Hz, 2H), 6.99 (d, J = 9.0Hz, 2H), 6.10 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J = 
7.8Hz, 2H), 2.53 (s, 3H), 2.15 (m, 2H), 1.53-1.82 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) 0 

5 mm 2 (6o) 



8- (3-' O^frT^/) -2-- <y^otT^-3- (4-* Y*i/7 * 
-6, 7-i>bKo-5H-^n^y^ [d] t°7 N /P [1, 5- 
a] t°y 5 v>> 



10 TLC : Rf 0.54 (n -^fy : ii^f ^= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.48 (d, J - 8.7Hz, 2H), 6.97 (d, J = 8.7Hz, 2H), 6.29 
(br d, J = 10.5Hz, 1H), 3.84 (s, 3H), 3.80 (m, 1H), 3.32 (sept, J = 6.9Hz, 1H), 3.07 (t, 
J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.13 (m, 2H) , 1.63-1.83 (m, 4H), 1.33 (d, J = 
6.9Hz, 6H), 1.01 (t, J = 7.5 HZ, 6H) 0 

15 

mmm 2(61) 

8- t AST ^ J- 2-^^-3- {l-t^iV- 4- * Y^-iyy^. 

~M -6, 7-^tKD-5H-^n^ [d] fc'^/n [1, 5- 
a] t°y %W 
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OCH 3 , 



TLC : Rf 0.35 (n-^^rf-^ : gM^^= 3 : 1) ; 
NMR (300MHz, CDP 3 ) : 6 7.15 (brd, J = 8.7Hz, 1H), 6.97 (brs, 1H), 6.85 (d, J = 
2.7Hz, 1H), 6.78 (dd, J = 8.7, 2.7Hz, 1H), 3.81 (s, 3H), 3.15 (t, J = 7.2Hz, 2H), 2.91 1 
5 (t, J = 7.5Hz, 2H), 2.30 (s, 3H), 2.18 (s, 3H), 2.11 (m, 2H), 1.57 (s, 9H) C 

Mti&M 2 (62) 

8- ( 3 — <y^/ur * j ) -3- (2, 4, 6- h y ^^v^^/v) - 

6, 7-^kKo-5H-^n^y;S' [dj tyy'n [l, 5-a] 
10 ^ v 5 ^ • 




T L C : R f 0.58 (n -^MJ-y : ^01^7^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.91 (s, 1H), 7.39 (brd, J = 10.2Hz, 1H), 6.99 (s, 2H), 
4.03 (m, 1H), 3.52 (t, J = 7.8Hz, 2H), 3.17 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.31 (m, 
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2H), 2.13 (s, 6H), 1.67-1.96 (m, 4H), 1.07 (t, J = 7. 5Hz, 6H) C 

mmm 2(63) 

8- ( 1 -v-^ X37*3-;V^;V) 7 ^ y - 2 ~t< 3 - 

5 4 bdri/y^n/u) -6, Kn-5H-^n^^ [d] t° 

[1, 5- a] IflU^-iH&fi 



TLC : Rf 0.28 (n-^fy : itxf-;i/=3 : l) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 8 7.46 (d, J = 8.1Hz, 1H), 
10 7.06 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.1, 2.7Hz, 1H), 6.80 (d, J = 10.2Hz, 1H), 3.96 
(m, 1H), 3.74 (s, 3H), 2.97 (ddd, J = 14.1, 7.2, 7.2Hz, 2H), 2.86 (t, J = 7.5Hz, 2H), 
2.50-2.36 (m, 1H), 2.47 (s, 3H), 2.39 (s, 3H) ; 2.05-1.65 (m, 8H), 1.15 (d, J = 6.3Hz, 
3H) 0 

• 

15 MMM 2 (64) 

8- (3-^yW$;) -2-p<^-/V-3- (2, 3-^^-4- 
y b^v^^/v) -6, y-v'tKo-SH-v'^D^y^ [a] t^y* 
n [1, 5 -a] 




OCH 3 
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T L C : R f 0.37 l-O^y : ffcj£x.<?-j\,= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.08 (d, J = 8.1Hz, 1H), 6.78 (d, J = 8.1Hz, 1H), 6.21 
(d, J = 10.8Hz, 1H), 3.84 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.6Hz, 2H), 2.88 (t, J = 
5 8.1Hz, 2H); 2.29 (s, 3H), 2.21 (s, 3H), 2.13 (m, 2H), 2.10 (s, 3H), 1.56-1.82 (ra, 4H), 
1.03 (t, J = 7.5Hz, 3H), 1.01 (t, J= 6.9Hz ; 3H) e 

mmm2 (6 5) 

8- (3-^^/^T^y) -2-^/U-3- (2, 5-^^-4- 
10 7< Y*i/7jL^;V) -6, 7-^kKn-5H-^D^ [<j] k^y 
P [1, 5- a] fHi^y 




OCH 3 

T L C : R f 0.43 ; gfcg^fvl^ 10:1) ; 
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NMR(300MHz; CDC1 3 ) : 6 6.99 (s, 1H), 6.76 (s, 1H), 6.20 (d, 3 = 10.5Hz, 1H), 
3.84 (s, 3H);*3.82 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.89 (t, 3 = 7.2Hz, 2H), 2.31 (s, 
3H), 2.19.(s, 3H), 2.17 (s, 3H), 2.14 (m, 2H), 1.54-1.80 (m, 4H), 1.01 (m, 6H) D 

(6 6j 



8- [N- (2', '2, 2 -Ml ^/l^o^/V) -N-v^ P^nf^^ 
A-] 7^7-2-^ S 5~)V— 3 — (2-^5vV-4-7 - 6, 

Ko-5H-^n^ [d] t°7i/o [l, 5-a] t'V^i? 




10 0CH 3 



T L C : R f 0.62 (n-^-fy : gt=g|:nfvU= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.17 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.1, 2.7Hz, 1H), 4.64 (q, J = 9.6Hz, 2H), 3.82 (s, 3H), 3.41 (d, J = 6.6Hz, 
2H), 2.98 (t, 3 = 6.9Hz, 2H), 2.94 (t, 3 = 7.5Hz, 2H), 2.34 (s, 3H), 2.21-2.09 (m, 2H), 
15 2. 1 8 (s, 3H), 1 .03 (m, 1H), 0.57 (m, 2H), 0.21 (m, 2H)„ 



r !l 2 (67) 



8- (2, 2, 2 - ^I^p^AO 7^7-2-^/1—3- (2- 
7^-4-7 h^r^^oi^^) -6, 7-i/t Kn-SH-^n^y^ 
20 [d] [1, 5-a] t'U^v^ 
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T L C : R f 0.22 (n -^^t> : Sixf ;l/= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 6.75 (bit, J = 7.8Hz, 1H), 4.22 (dq, J = 7.8, 7.8Hz, 2H), 3.82 
5 (s, 3H), 3.12 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.31 (s, 3H), 2.23-2.09 (m, 
2H),2.17(s,3H) 0 

Hlfe^jl 2 (68) 



8- [ (2R) -1-* h 2-4^1 T%J 

10 - (2-^5^-4-^ Y5-i/7^—;V) -5, 7-i?tKo-7n [3, 
4-d] h'y^u [1, 5 -a] t°!l 5 • J£®>il 



T L C : R f 0.25 (n ^> : ftiftai^-/u= 2:1) ; 
NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 5 7.39 (d, J = 8.1Hz, 1H), 



HN 



^^OCH 3 




OCH 3 
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7.37 (brd, J = 9.3Hz, 1H), 7.03 (d, J - 2.7Hz, 1H), 6.95 (dd, J - 8.1, 2.7Hz, 1,H), 5.45- 
(d, J = 9.9Hz, 1H), 5.35 (d, J = 9.9Hz, 1H), 4.98 (brs, 2H), 3.74 (s, 3H), 3.63-3.48 (m, 
3H), 3.26 (s, 3H), 2.41 (s, 3H), 2.34 (s, 3H), 1.82-1.60 (m, 2H), 0.97 (t, J = 7.5Hz, 
3H) 0 



nmW2 (6 9) 

8- [ (2R) 1-<< }V] T^y-2-t^/U-3 

- {2-ff)V- 4-* b^isyx.-JU) -2, 3-v ? tKP-7D [3, 
2-d] t°7y'n [l, 5 -a] *]) • 



TLC:Rf 0.29 (n-^-fy : ftgfm^/v= 2 : l) ; 
NMR (300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 6 7.40 (d, J = 8.4Hz, 1H), 
7.03 (brs, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 6.80 (brd, J = 9.3Hz, 1H), 4.47 (m, 1H), 
4.47 (t, J - 8.4Hz, 2H), 3.74 (s, 3H), 3.56 (d, J = 4.8Hz, 2H), 3.28 (s, 3H), 3.12 (t, J = 
15 8.4Hz, 2H), 2.43 (s, 3H), 2.35 (s, 3H), 1.87-1.46 (m, 2H), 1.00 (t, J = 7.5Hz, 3H) C 

mm2 (7 0) 



8- (S-'O'fvUT^/) -3- (2, 6-^f;V-4-^b^7x 
SAO -6, T-^tKn-SH-^n^ [d] t°^y'n [l, 5- 



5 
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a] fH^.-Iit 




HCl 



OCH 3 



T L C : R f 0.33 : mWt^f-^=3 : 1) ; 

NMR(300MHz. CDC1 3 ) : 8 7.90 (s, 1H), 7.39 (br d, J = 10.2Hz, 1H), 6.72 (s, 2H), 
5 4.02 (m, 1H), 3.81 (s, 3H), 3.53 (t, J = 7.8Hz, 2H), 3.17 (t, J = 6.9Hz, 2H), 2.32 (m, 
2H), 2.14 (s, 6H), 1.66-1.96 (m, 4H), 1.08 (t, J = 7 .2Hz, 6H) C 



10 



MMM2 (7 1) 

8- (3-^f;l/75y) -3- (4, 6 ?vl— 2 h ^>;7 ^ 
-/H -6, Kp-5H-^o^^ [d] t°7y~n [l, 5- 

a] fc°JJ $ v?> • 




HCl 



OCH3 



T L C : R f 0.33 (n : ^oi^;v= 3 : 1 ) ; 
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5 



15 



NMR(300MHz; CDC1 3 ) : 5 ' 7.99 (s, 1H), 7.37 (br d, J = 10.8Hz, 1H), 6.75 (s, 1H), 
6.70 (s, 'lH)'\bl (m, 1H), 3.85 (s, 3H), 3.57 (t, J = 7.8Hz, 2H), 3.16 (t, J = 7.2Hz, 
2H), 2.36 (s, 3H),- 2.31 (m, 2H), 2.23 (s, 3H), 1.63- 1.92 (m, 4H), 1.06 (V, 3 - 7.2Hz, 
6H) 0 

t 1 

i 

mmm2 (72) 



8- - 3 - (2, 6-v^5vU-4- 

^ b^F-V7*=/W. -6, 7-i?kKn-5H-^n^ [d] t"7^ 
p [1 , 5- a ] t°y * 




10 OCH 3 



T L C : R f 0.33 (^if > : g^a-^vl^ 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.68 (s, 2H), 6.21 (d, J = 10.5Hz, 1H), 3.81 (m, 1H), 
3.80 (s, 3H), 3.09 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.19 (s, 3H), 2.13 (m, 
2H), 2.04 (s, 6H) 5 1.55-1.83 (m, 4H), 1.03 (t, J = 7.5Hz, 6H) 0 



H$feffiJ 2 (73) 

8- (3-^<y^^7^y) -2-/^^-3- (4, 6-i^5vl— 2- 
^ h^i/7i=;v) -6, 7-^kKo-5H-^n^y^ [d] 
n [1, 5- a] t°D 
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T L C : R f 0.33 (^<>ifV : @^cn^vu= l 0 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 6 6.75 (m, 1H), 6.62 (s, 1H), 6.21 (d, J = 10.5Hz, 1H), 
3.80 (m, 1H), 3.71 (s, 3H), 3.06 (m, 2H), 2.87 (m, 2H), 2.34 (s, 3H), 2.24 (s, 3H), 
5 2.12 (m, 2H), 2.09 (s, 3H), 1.53-1.80 (m, 4H), 1.03 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.5Hz, 3H) 0 

mmm 2 (74) 

10 h*i/-7^~;U)-6, 7-v^fc Kn-5H-^n^[d] 

t'yy xi [ 1 , 5 - a ] t° y $ v 5 ^ • jffl&jft 




TLC:Rf 0.36 (n-^fy : i^xf/u= 3 : j) . 



110 



WO 02/053565 PCT/JP01/3 1 58] 

t ( 
i 

NMR (300MHz;. CDC1 3 ) : 5 8.01 (brs, 1 H), 7.12 (d, J = 8.1Hz, 1 H), 6.89 (d, J = 
2.7Hz, l'H),'*6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.83 (s, 3 H), 3.52 (t, J = 7.8Hz, 2 H), 
3.16 (t, J = 7.2Hz, 2 H), 2.28 (s, 3 H), 2.24 (m, 2 H), 2.20 (s, 3 H), 2.00-1.85 (m, 4 
H), 1.55 (s, 3 H), 1.03 (t, J = 7.5Hz, 6 H) 0 

Hffifll] 2 (75) 

8- (3'-^^/VT^ 7) -2-^^-3- (5-^pp-1, 3-v> 

-6, 7-i?tKo-5H-^n^ [d] 

f7y'o [i, 5-a] t°y ^ v 5 ^ 




T L C : R f 0.44 (^<^-£V : I£|£;r^vU= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 5 6.96 (s, 1H), 6.85 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5.99 (s, 2H), 3.80 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.34 (s, 
3H), 2.16 (m,2H), 1.53-1.81 (m, 4H), 1.01 (t, J = 7.2Hz, 6H)„ 

H« 2(76) 

8- (N-xf/U-N-^y^T^y) -2-^5vV-3- (2-^5 : -^ 
-4-* Y3rls7x.=./ls) -6, 7-^tKn-5H-^n^^ [d] 

t°7^n [i, 5- a] m°v -mm^. 
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T L C : R f 0.43 (n-^-fy : ^|^^= 2:1); 
NMR(300MHz, CDC1 3 ) : 5 7.26-7.43 (m, 5H), 7.13 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
2.7Hz, ]HX 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.21 (s, 2H), 3.87 (q, J = 6.9Hz, 2H), 3.83 
(s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.29 (s, 3H), 2.22 (m, 2H), 
2.19 (s, 3H), 1.39 (t, J = 6.9Hz, 3H) D 

Hife^a 2 (77) 

8- (3-^yf^75y) -2-^^-3- (2-^DO- 4 -fy7 
jv*u* -6, 7-i?hKo-5H-^n^ [ d ] 

t°7^n [i, 5 -a] b°y^i/^.^4| 




OCF 3 
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T L C : R f 0.52 (n -^^t^ : SSxf /l/= 3:1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.71 (d, J = 8.4Hz, 1H), 
7.57 (m, 1H), 7.28 (m, 1H), 6.77 (d, J = 10.5Hz, 1H), 3.74 (m, 1H), 2.95 (t, J = 7.5Hz,' 
2H), 2.85 (t, J =7.8Hz, 2H), 2.46 (s, 3H), 1.98 (m, 2H), 1.64-1.48 (m, 4H), 0.92 (t, J 
5 = 7.5Hz ; 6H)c 

HflSflj 2 (78) 

8- (3-^yW$;) - 2-*=f-)V- 3 - (2-^PP-4-n^ 
'^i^) -6, 7-i?tKP-5H-^P^ [d] t c 7^P [1, 

io 5 - a] t°y 5: v 5 ^ • ttgfttt 




och 3 



T L C : R f 0.20 (n — : @tg£;r^yw= 3:1) ; 
NMR(300MHz, pyridene-d 5 (0.5ml) ,CDCl 3 (0.1ml)) : 6 7.59 (d, J = 8.4Hz, 1H), 
7.24 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 8.4, 2.4Hz, 1H), 6.78 (d, J = 10.5Hz, 1H), 3.74 
15 (m, 1H), 3.69 (s, 3H), 2.94 (t, J = 7.2Hz, 2H), 2.85 (t, J = 7.8Hz, 2H), 2.51 (s, 3H), 
1.96 (m, 2 H), 1.64-1.48 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) 0 

HiiiffJ 2(79) 

8- (N-^i^U-N- (2-p< h^f-^^/U) 7^7) -2-^^- 
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3- (2->f;l/-4-n^7x=/V)'-.6, 7-v?fcKn-5H-i 




och 3 



T L C : R f 0.24 (^^ri^^ : ffl£ s .f. /Va= 2:1) ■ 
5 NMR(300MHz, CDC1 3 ) : 8 7.34 - 7.44 (m, 3H), 7.27 - 7.34 (m, 2H), 7.13 (d, J = 
8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.11 (s, 2H), 4.14 
(t, J = 4.8Hz, 2H), 3.84 (s, 3H), 3.64 (t, J = 4.8Hz, 2H), 3.49 (t, J =7.8Hz, 2H), 3.29 
(s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.31 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H) 0 

10 glij (8 01 

8- (1, 2, 5, 6-f h7t Kne^v 1 ^) -2-^^-3- ( 2 - 
^^71.-4-^ f^7x^) -6, 7-ytFc-5H-^P^ 
[d] ty/c [1, 5-a] 
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OCH^ 

T L C : R f 0.30 '(^*f-^ : &&3z?-;V = 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.15 (d, 3 = 8.1Hz; 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 

( dd, J = 2.7, 8.1Hz, CDC1 3 ), 5.97 (m, 1H), 5.83 (m, 1H), 4.21 (m, 2H), 3.85 (m, 2H), 

i 

5 3.82 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.89 (t, J = 7.5H z, 2H), 2.41 (m, 2H), 2.32 (s, 
3H), 2.16 (s, 3H), 2.11 (m, 2H) 0 

mmm 2 ( 8 1 ) 

8- (3— <yf-^T^/) -2-^^-3- (2-^h^rv--4, 5 - 
10 *s**?)Vy -6, 7-i/kKn-5H-^n^y^ [d] M'yV* 

n [i, 5-a] try ^ S?^ • Mil 




T L C : R f 0.29 : @^®^?VU= 3:1) 
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NMR(300MHz, CDC1 3 ): 8 7.29 (brd, J= 10.2Hz, 1 H), 7.04 (s, 1 H), 6.83 (s, 1 H), 
3.95 (m, 1 H), 3.90 (s, 3 H), 3.56 (t, J = 7.8Hz, 2 H), 3.12 (t, J = 7.5Hz, 2 H), 2.42 (s, 
3 H), 2.31 (s, 3 H), 2.28 (m, 2 H), 2.24 (s, 3 H), 1.90 - 1.62 (m, 4 H), 1.04 (t, J «. 
7.5Hz,6H) D 

mmm 2 (82) 

8- (1, 2, 3, 4-ff7tKn^y^r/])>-2-^;I/) - 2 -*f- 
;U-3- (2-^^-4-p< -6, Kt3-5H' 

-v^n-^* [ d ] t 0 yy'D [1, 5- a] fy^v^ 




OCH 3 



TLC : R f 0.24 (^$-fy : gfsg£;tfvu= 3:1) ; 
NMR(300MHz,CDCl 3 ): 5 7.23 - 7.18 (m, 3 H), 7.16 (d, J = 8.4Hz, 1 H), 7.11 (m, 
1 H), 6.86 (d, J = 2.4Hz, 1 H), 6.79 (dd, J = 8.4, 2.4Hz, 1 H), 4.86 (s, 2 H), 4.09 (t, J 
= 5.7Hz, 2 H), 3.82 (s, 3 H), 3.08 (t, J = 5.7Hz, 2 H), 2.97 (t, J = 7.2Hz, 2 H), 2.89 (t, 
J = 7.8Hz, 2 H), 2.33 (s, 3 H), 2.17 (s, 3 H), 2.08 (m, 2 H) 0 

HjjffJ 2 (831 
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JV) -6, 7-^tFP-5H-^P^ [d] t°7 v /o [1, .5-a]' 



TLC:Rf 0.35(^-^^:1^^^=3:1) ; 
5 N MR (300MHz, CDC1 3 ): 5 8.01 (br, 1H), 7.45 - 7.38 (m, 2H), 7.33 - 7.17 (m, 4H), 
6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.1, 2.4Hz, 1H), 3.83 (s, 3H), 2.89 (t, J = 7.8Hz, 
2H), 2.35 (s, 3H), 2.30 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.02 - 1.90 (m, 2H) 0 

mMM2 (8 4) 

10 8- (2-^^7 31-/1-) T^y- 3- (2-^^-4- 

y f^'^x^) -6, 7-^tKP-5H-^nXy^ [d] My V 
P [1, 5-a] ¥}) 




OCH 3 




OCH 3 
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T L C : R f ,0.37 (^3riJ-> : JSffSSt^jU^ 3:1) ; 
NMR(300^Hz, CDG1 3 ) : 5 7.76 (br, 1H),7.32 - 7.17 (m, 5H), 6.87 (d, J = 2.4Hz : 
1H), 6.80 (dd, J = 8:4, 2.4Hz, 1H), 3.83 (s, 3H), 2.85 (t, J = 7.5Hz, 2H), 2.36 (s s 6H), 
2.22 (s, 3H), 2.13 (t, J = 7.5Hz, 2H), 1.96 - 1.85 (m^H^ 

mmm 2 (85) 

8- (Z-*?-AS7 s .=.jV) T5/-2-^f^-3- (2-^^U-4- 
^ h^^7x^) -6, 7-^kFn-5H-^n^ [d] fc'yy* 
n [l, 5- a] tfU 5 S?^ 




OCH3 



T L C : R f 0.38 ; gj-gfcmfvl^ 3:1) : 

NMR(300MHz, CDC1 3 ) : 6 7.96 (br, 1H), 7.32 - 7.26 (m, 1H), 7.19 (d, J = 8.4Hz, 
1H), 7.12 - 7.01 (m, 3H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 
(s, 3H), 2.88 (t, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.35 (s, 3H), 2.31 (t, J = 6.9Hz, 2H), 
15 2.21 (s, 3H), 2.02 -1.91 (m, 2H) C 

MMM 2 (86) 

8- {A-*J-)Vy ^=z.jv) T ^ 7 -2-^/1—3- (2-y^yU-4- 
^ f^ri/7i^) -6, 7~^kKn-5H-^n^ [d] k'^ 
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d [i, 5- a] t°y 




och 3 



T L C : R f 0.33 (^-fy : ftK^f ^= 3:1) ; 
N MR (300MHz, CDC1 3 ) : 5 7.93 (br, 1H), 7.23 - 7.11 (m, 5H), 6.87 (d, J = 2.7Hz, 
5 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.86 (t, J = 7.5Hz, 2H), 2.40 (s, 3H), 
2.35 (s, 3H), 2.29 (t, J = 7.5Hz, 2H), 2.21 (s, 3H), 2.00 - 1 .88 (m, 2H) 0 

2 (87) 



8 - (N-7i=/V-N-7'o tVUT^ y ) -2-^/V-3- ( 2 - ^ 
10 ;i/-4-^ h^i/^^n^) -6, y-i^kKn-SH-^D^ [d] 
t'7/n [1, 5 -a] t°]J 




OCH3 



T L C : R f 0.48 {^^V : g^g£;cfvU= 3:1) 



119 



WO 02/053565 PCT/JP01/1158] 

i 

t 

NMR (300MHz;. pDCl 3 ) : 6 7.31 - 7.24 (m, 2H), 7.21 (d, J = 8.4Hz, 1H), 6.99 - 
6.87 (m, 4H),48,1 (dd, J = 8.4, 2.7Hz, 1H), 4. 15 - 4.07 (m,'2H), 3.84 (s, 3H), 2.92 (t ; 
J = 7.5Hz, 2H), 2.36 (s, 3H), 2.31 (t, J = 7.5Hz, 2H), 2.22 (s, 3H), 2.05 - 1.94 (m, 
2H), 1.82 - 1.68 (m, 2H), 0:96 (t, J = 7.2Hz, 3H) 0 

mmm 2 (88) 

1 

8- (N-^y^-N-^P 5 / ) -2-^^-3- (2-p<^ 

;l/-4 h^rv-^oi— /V) -6, 7-;/t Kn-5H-y^o^^ [d] 
t°7yp [1 , 5- a] t°]J ^ v?^ 




OCH 3 

TLC : R f 0.63 : «^y^= 3 : 1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.33 - 7.21 (ra, 5H), 7.19 (d, J = 8.4Hz, 1H), 6.87 (d, J 
- 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.86 (s, 2H), 3.83 (s, 3H), 3.42 - 3.34 (m, 
2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (t, J = 7.1Hz, 2H), 2.36 (s, 3H), 2.20 (s, 3H), 2.11 - 
1.98 (m, 2H), 1.67 - 1.54 (m, 2H), 0.88 (t, J = 7.5Hz, 3H) C 

H»(|2 (8 9) 

8- (N, N-i^Ty^T^y) -2-^^-3- (2-p<^u-4-^ 
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h^>7i=/i/) -6, 7-v?tKn-.5H-^D^ [d] k s 7^/o 

I • HCI 




OCH 3 



T L C : R f 0.46' ^if^ : |M^5vV= 2:1) 



5 NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J =2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 6.03 (m, 2H), 5.40 (d, J = 10.5Hz, 2H), 5.35 (d, J = 18Hz, 
2H), 4.49 (d, J =. 6.0Hz, 4H), 3.83 (s, 3H), 3,47 (t, J = 7.8Hz, 2H), 3.08 (t, J = 7.2Hz, 
2H), 2.28 (s, 3H), 2.23 (m, 2H), 2.18 (s, 3H) C 

10 mmm 2 00) 

8- /) -2-7*^-3- (2-^^-4-^^^ 

/>T 5 J 7 ^ — /V) -6, 7-^tKn-5H-^n^ [d] h°y 9 
D [1, 5- a] t°U 5 v 5 ^ 
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T L C : R f 0.17 : H&ct^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.1Hz, 1 H), 6.70 (d, J = 2.7Hz, 1 H), 6.64 
(dd, J = 8.1, 2.7Hz, 1 H), 6.19 (d 5 J = 10.2Hz, 1 H), 3.80 (m, 1 H), 3.08 (t, J = 7.5Hz, 
2 H), 2.95 (s, 6 H), 2.89 (t, J = 7.5Hz, 2 H), 2.32 (s, 3 H), 2.18 (s, 3 H), 2.18 - 2.08 
5 (m, 2 H), 1.80 - 1.56 (m, 4 H), 1.01 (brs, 6 H) c 

iii 2(9D 

8- (1 t°^T=:y) - 2 -^fvU- 3- (2-^^-4 
K5/'7i=;l/) -6, 7-^tKo-5H-y^n^ [d] 
10 V'n [i, 5-a] tl^v^y- £££ 



T L C : R f 0.45 : Bfl&:t^vV= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.83 (d, J = 8.7Hz, 1H), 7.27 - 7.48 (m, 5H), 7. 12 (d, J 
= 8.4Hz, 1H), 6.88 (m, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 5.10 (m, 1H), 3.82 (s, 3H), 
15 3.41 (m, 2H), 3.16 (m, 1H), 2.83 (m, 1H), 2.32 (s, 3H), 2.20 and 2.19 (s, total 3H), 
2.12 (m, 4H), 1.12 and 1.01 (t, J = 7.2Hz, total 3H) 0 

mmm2 o 2) 
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8- (N- ( 2 -^-/l^fvb) -N-7°n tVWT^ -2-^f;l/- 
3- (2-^f;l/-4-^ h^f;/7x^;k) -6, 7 - v?t Ko - 5 H- 



5 T L C : R f 0.35 (^3rf- > : ^I^n^Vl/= 3:1); 

NMR (300MHz, CDC1 3 ) : 5 7.23 - 7.05 (m, 6H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, 
J - 8.4, 2.4Hz, 1H), 4.33 (t, J - 6.6Hz, 2H), 3.84 (s, 3H), 3.71 (t, J = 6.9Hz, 2H), 
3.37 (t, J = 7.5Hz, 2H), 2.98 (t, J = 7.2Hz, 2H), 2.77 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 
2.20 (s, 3H), 2.20 - 2.06 (m, 2H), 1.81 - 1.68 (m, 2H), 0.97 (t, J = 7.5Hz, 3H) 0 

10 

2 (93) 

8- (N- O-y^y^n fcVl*-) -N-7°n fcVUT 5 7 ) -2-^^vU 
-3- (2-^^-4-^ h^7x-^) -6, 7-v>tKn-5H- 
iy^D^^^ [d] k 0 7y'ni [l, 5-a] t°V 




OCH 3 



123 



WO 02/053565 



PCT/JP03/1158] 




OCH 3 



1 

T L C :' R f 0.40 : @£@^fvV= 3:1) ; 

NMR (300MHz, CD,C1 3 ) : 5 7.26 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, 
J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 - 3.53 (m, 4H), 2.88 (t, J = 7.5Hz, 2H), 2.87 (t, 
5 J = 7.5Hz, 2H), 2.62 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.19 (s, 3H), 2.15 - 2.04 (m, 
2H), 1.95 4 1.83 (m, 2H), 1.61 - 1.49 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

mMM2 (9 4) 

8- (N- (4-7*~/U7*3-/U) -N-^ntVUT^y) 
10 3- (2-^f;l/-4-^ b^>7x^) -6, 7-^tKo-5H-y 
^p^<^^ [d] t"7/n [1, 5-a] ejl^v 5 ^ 




OCH3 



T L C : R f 0.48 (^=3rf-^ : %m^jV= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.25 - 7.05 (m, 6H), 6.86 (d, J = 2.7Hz, 1H), 6.78 (dd, 
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J = 8.1, 2.7Hz, lH), 3.83 (s, 3H), 3.63 (t, J = 6.6Hz,.2H), 3.57 - 3.49 (m, 2H), 2.90 (t, 
J = 7.5Hz, 2H)/2.S8 (t, J = 7.5Hz, 2H), 2.57 (t, J = 6.9Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.15 .- 2.05 (m, 2H), 1.66 - 1.49 (m, 6H), 0.88 (t, J = 7.5Hz, 3H) C 



8- (1 -7^-/1/- 2-7^/1^) 7^-2-^f;!/-3- (2-.*^ 
-4 Y^-y? ol=^)V) -6, 7-i/kFP-5H-^o^ [d] 

t'7y'o [ i , 5 - a ] tr y * • 



10 T L C : R f 0.41 (^=¥1^ : @^^fvl^= 2:1) ; 

NMR (300MHz, DMSO-d 6 ) : 6 9.24 (m, 1H) 7.04 - 7.30 (m, 6H), 6.95 (br s, 1H), 

6.86 (dd, J =2.7, 8.4Hz, 1H), 4.20 (br s, 1H), 3.78 (s, 3H), 2.87 - 3.17 (m, 3H), 2.64 - 

2.87 (m, 3H), 2.26 (s, 3H), 1.82-2.18 (m, 5H), 1.63 - 1.82 (m, 2 H), 0.93 (brt, J = 
6.9Hz, 3H) 0 

15 

Hlfeff il 2 (96) 

8- (l-7i-;V-3-^^) 7?y-2-^f^-3- (2-^ 
h^-jx^^-^v) -6, Kn-5H-^n^ [d] 



5 





OCH 3 
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t'r/o [1, 5- a] 




OCH s 



T L C : R f 0.43 (^drf"^ : ffl&x.f-jv= 2:1) ; 
NMR (300MHz, DMSO-d 6 ) : 6 8.53 (m, 1H), 7.09 - 7.28 (m, 6H), 6.96 (d, J = 
5 3.0Hz, 1H), 6.85 (dd, J = 3.0, 8.4Hz, 1H), 4.10 (m, 1H), 3.82 (s, 3H), 2.89 - 3.02 (m, 
3H), 2.68 - 2.85 (m, 3H), 2.25 (s, 3H), 2.00 - 2.22 (m, 7H), 1.79 (m, 2H), 0.93 (t, J = 
7.5Hz, 3H) 0 

MMM 2 (97) 



10 8- (N— (4-^f^7i=;V) -N-7*oW^) -2-^^vW- 
3- (2-^^-4-^ * -6, Kn-5H-^ 

[ d ] t'r/P [i, 5- a] t'yv^-Iil 



PCT/JP01/11581 



T L C : R f 0.43 '(^^ : $m^?-fr= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.27 (d, J =8.1Hz, 2H), 7.13 - 7.22 (m, 3H), 6.90 (d, J 
= 2.4Hz, 1H), 6.84, (dd, J = 2.4, 8.7Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 
5 2.43 (s, 3H), 2.31 (s, 3H), 2.22 (s, 3H), 1.77 - 1.97 (m, 6H), 0.98 (t, J = 7.5Hz, 3H) 0 

^Mfj2 (9 8)' " 

8- (N — (4-/^7s=^) ^f/WN-^nf^T^y) - 2 ~7< 
(2-^f;U-4-^ f^i/7x=/V) -6, 7-i?kKo-5 
10 H-S^a^* [d] k°7ya [1, 5-a] y $ ^ • ifcifcE 




OCH 3 
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T L C : R f 0.45 i^^y : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.1] - 7.21 (m, 5H), 6.90 (d, J = 2.7Hz, 1H), 6,83 (dd, 
J = 2.7, 8.7Hz, 1H), 5.13 (s, 2H), 3.84 (s, 3H), 3.72 (t, J = 7.5Hz, 2H), 3.48 (t, J = 
8.1Hz, 2H), 3.01 (t, J = 6.9Hz ; 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.19 (s, 
3H), 1.77 (m, 2H), 0.94 (t. J = 7.5Hz, 3H) D 

H»!l 2 (99) 



8- (N- (3-^?-/U7^~sU) -N-^D tVl-T^ 7 ) 

3- (2-^^;V-4-y Y^r^y^=.;V) -6, 7-i?k KD-5H-V 

^u^^^ [d] t'yy'n [l, 5-a] f!J$^^-4S^ 



T L C : R f 0.41 : @^^,w= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.36 (m, 1H), 7.06 - 7.24 (m, 4H), 6.91 (d, J= 2.4Hz, 
1H), 6.84 (dd, J = 2.4, 8.1Hz, 1H), 4.46 (m, 2H), 3.84 (s, 3H), 3.36 (m, 2H), 2.42 (s, 
3H), 2.32 (s, 3H), 2.23 (s, 3H), 1.77 - 2.00 (m, 6H), 0.99 (t, J = 7.2Hz, 3H) 0 



HMff 8 2 (loo) 

8- (N— (4-^ Y*is7 7<^/U-N-^okVl^Z5/) - 2 - 

p<^/V-3- (2-p<^yi.-4-p< Y*i/7^-;V) -6, 
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5H-^D^ [d] t'y^u [l, 5 -a] t° ]} * ■ mBM. 




OCH 3 

T L C : R f 0.26 (^f^ : g^n^/l^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.7Hz, 2H), 7.13 (d, J = 8.4Hz, 1H), 
5 6.90(d, J = 8.7Hz, 2H), 6.90 (d, J = 3.0Hz, 1H), 6.83 (dd, J = 3.0, 8.4Hz, 1H), 5.10,(s, 
2H), 3.84 (s, 3H), 3.82 (s, 3H), 3.70 (t, J = 7.5Hz, 2H), 3.49 (t, J = 8.1Hz, 2H), 3.01 
(t, J = 6.9Hz, 2H), 2.30 (s, 3H), 2.22 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J= 
7.2Hz, 3H) 0 

10 MMffl 2 (101) 

8- (N- (4-^nD7x-M ^^/W-N-T'n fc°;WT5; 7) -2—* 
fvl^-3- (2-^f^-4-^h^7i^) -6, 7-v=kKn-5 
H-v-^d^^^ [d] t'7/o [1, 5-a] fc°y • ±£g£i£ 
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CI 




OCH 3 



T L C : R f 0.26. : @^^^/^= 3:1) ; 

NM R (300MHz, CDC1 3 ) : 6 7.37 (d, J = 8.7Hz, 2H), 7.24 (d, J = 8.7Hz, 2H), 7. 12 
(d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.15 (s, 
5 2H), 3.83 (s, 3H), 3.68 (m, 2H), 3.50 (t, J =7.8Hz, 2H), 3.02 (t, J= 7.2Hz, 2H), 2.29 
(s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.74 (m, 2H), 0.93 (t, J = 7.2Hz, 3H) C 

Hjfeff!l2 (102) 

8- (N- — N — 7*0 tVUT 5 / ) 

10 3- (2-p<^-4-^ h*i/7^~/U) -6, 7-i^t Kn- 5H-i/ 
^p-O^ [ d ] t°^y D [1, 5-a] fj) *$?>"£8feift 
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I 

i 

TLC : R f 6.46 .(^dMK^ : ffi&^J-/^ 3:1) ; 
NMR(3bO]i*Hz, CDC1 3 ) : 5 7.27 - 7.45 (m, 4H), 7.16 (d, J = 8.4Hz, 1H), 6.90 (d, J 
= 2.4Hzi 1H), '6.84 .(dd, J = 2.4, 8.4Hz, 1H), 4.53 (m, 1H), 4.37 (m, 1H), 3 .'84 (s, 3H), 
3.34 (m, 2H), 2.31 (s, 3H), 2.23 (s, 3H), 2.10 (s, 3H), 1.50 - 2.07 (m, 6H), 0.97 (t, J = 
5 7.5Hz, 3H) 0 • ■ ' 

I 

1 

(103) 

8- ( (3S) 2, 3, 4-fh7kKO'fy 

3VP^-2-^Vl>) -2-^^-3- (2-^^-4-^ h=3r^7o, 
10 ~/l^) -6, 7~^kKn-5H-^oXy^ [d] k°yi/n [l, 5- 

a] t°y $ v= > • 




0CH3 

TLC : R f 0.56 : ft|ft3i^= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.30 - 7.05 (m, 5H), 6.90 - 6.75 (m, 2H), 5.48 (m, 1H) 
15 5.03 (d, J = 15.6Hz, 1H), 4.72 (dd, J = 15.6, 3.9Hz, 1H), 3.82 (s, 3H), 3.33 and 3.32 
(s, 3H), 3.87 - 3.05 (m, 7H), 2.82 (d, J = 15.6Hz, 1H), 2.40 - 2.10 (m, 2H), 2.29 (s, 
3H), 2.25 and 2.11 (s,3H) 0 
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Hifcffil 2 (10 4) 

8- (3— O^jVT^J) - 2-*?-;U-3- ( 2 - =J~)VT ^ 7 - 4 
fc°77p [1, 5 -a] t°y • 



T L C : R f 0.42 n n afc/i^ : 7 ^ / — 2 0:1); 
NMR(300MHz, CDC1 3 ) : 8 8.01 (s, 1H), 7.32 (d, J = 10.2Hz, 1H), 6.85 (s, 1H), 
4.00 (m, 1H), 3.41 (s, 6H), 3.40 (m, 2H), 3.17 (m, 2H), 2.37 (s, 3H), 2.33 (m, 2H), 
2.32 (s, 3H), 1.65 - 1.95 (m, 4H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) 0 

10 

mm 2 dps) 

8- ( (2S) -1-7 h^v-- 3 2 -7°p T $ 7 - 2 

"^^-3- (2~7?vU- 4-7 Y**y7^-jV) -6, 7-v^tKn 
-5H-^p^ [d] [1( 5 _ a] t°y ^v^.jgr^ 



5 
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TLC:Rf 0.26(^-9-^:^31^=2:1) ; 1 
NMR (300MHz, CDC1 3 ): 8 7.77 (m, 1H), 7.25 - 7.36 (m, 3H), 7.16 - 7.23 (m, 2H), 
7.11 (m, 1H), 6.88 (m, 1H), 6.80 (m, 1H), 4.44 (m, 1H), 3.82 (s, 3H), 3.53 - 3.68 (m, ■ 
5 2H), 3.47 and 3.46 (s, 3H), 3.38 (m, 2H) ; 3.11 (t, 3 = 7.2Hz , 2H), 3.08 (m, 1H), 2.81 
(m, 1H), 2.31 (s, 3H), 2.20 and 2.17 (s, 3H), 2.15 (m, 2H) C 



H»!l 2 (10 6) 

8- (N- {A-^-^-jvj-iry aL=^?v) 7 ( f;i'-N-7 , DW5;) -2 
10 - p< ^vl/- 3 - (2-^^-4-^ h^7i-;V) -6, 7-v ? tKn 
-5H-^n^ [d] b°y^/n [l, 5 -a] t'y^v^-^ig 
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SCH 3 




OCH 3 



TLC : Rf 0.50 (^^y : |f^rc^;i.= 2 ■; l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.25 (d, J = 8.4Hz, 2H), 7.18 (d, J = 8.4Hz, 2H), 7.13 
(d, J = 8.1Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 
2H), 3.84 (s, 3H), 3,70 (m, 2H), 3.50 (t, J = 7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.50 
(s, 3H), 2.29 (s, 3H), 2.23 (m, 2H), 2.19 (s, 3H), 1.75 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) C 



(10 7) 

/V- 4-^ fdr^^^-^) _ 6> 7-^ t Kn-5H-^n^ [d] 

[1, 5 -a] t°y • 2j£gti& 
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OCH 3 



T L C : R f 0.30 (^3riJ- y : &m^/U= 2:1) ; 
NMR(300MHz, DMSO-d 6 ) : 8 7.30 - 7.38 (m, 2H), 7.21 - 7.29 (m, 2H), 7.12 (d, J 
= 8.4Hz, 1H), 7.00 (brd, J = 6.9Hz, 1H), 6.95 (d, J = 2.7Hz, 1H), 6.86 (dd, J = 2.7, 
5 8.4Hz, 1H), 4.22 (br s, 4H), 3.79 (s, 3H), 3.53 (brs, 4H), 3.14 (m, 2H), 2.97 (t, J = 
7.8Hz, 2H), 2.21 (s, 3H), 2.15 (m, 2H), 2.06 (s, 3H) C 

mmm 2 ( 1 0 8 ) 

8- (4- (2-^P0 7i^) k°s<7i?>- 1 -yf/U) -2-*=f-;l>- 
10 3- (2-^f;W-4-^f^7x=/l') -6, 7 - v> t Kp - 5 H— > 
^n^>-^ [d] t°7i/n [l, 5-a] fJJ*^ 
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OCH, 



T L C : R f 0.38 (^3f : gHfc;n^vU= 2:1) ; 
NMR(300MHz;CDCl 3 ): 8 7.41 (dd, J= 1.5, 7.8Hz, 1H), 7.28 (m, 1H), 7.16 (d, J 
= 8.1Hz, 1H), 7.15 (d, J = 8.7Hz, 1H), 7.03 (m, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 3.90 (m, 4H), 3.82 (s, 3H), 3.33 (t, J = 4.SH, 4H), 3.16 (t, J 
= 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.14 (m, 2H) C 



10 



fll 2 (10 9) 

8- (N, N-i^TvUTS/) -2-^^-3- (2-^^-4-^ 
-6, 7-ytFn-5H-^nXy^ [ d ] ^j/d 
[1, 5- a] t c y ^ • j 



HC1 
CH 3 




OCH 3 
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i 

T L C : R f 0.'57 X^-f y : H=^fvv= 2. : 1 ) ; 
NMR(3 OOlvlHz, CDC1 3 ) : 6 7.12 (d, J = 7.8Hz, 1H), 6.89 (d, J = 2.4Hz, 1H) ; 6.82 
(dd, J = 2.4/78HZ, 1H), 3,90 (t, J = 7.5Hz, 4H), 3.83 (s, 3H), 3.48 (m, 2H), 3.02 (m, 
2H), 2.27 (s, 3H), 2.25 (m, 2H), 2.19 (s, 3H), 1.71 (m , 4H), 1.38 (m, 4H), 0.97 (t, J = 
5 6.9Hz, 6H) 0 

t 

I 

I 

HMI2' (110) 

8- (N-^^-N-y^7 5; 7) - 2 -^^V- 3- (2-y 
4-^ -6, 7-i?fcKn-5H-^B^ [d] t° 

io 7 y p [ i , 5 - a ] tr y $ i?> • jftujft 




och 3 

T L C : R f 0.36 i^-fy : fl$fe:i:?vU= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
(dd, J = 3.0, 8.1Hz, 1H), 3.97 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.45 (t, J = 8.1Hz, 
15 2H), 3.12 (t, J= 6.9Hz, 2H), 2.26 (s, 3H), 2.23 (m, 2 H), 2.18 (s, 3H), 1.85 (m, 2H), 
1 .40 (m, 2H), 0.99 (t, J = 7.2Hz, 3H) 0 

mmm 2 (111) 

8- (N — (4-^^/U7cc=y>) y^vV-N-^/UT^/) -2-^ 
20 JV-Z- (2-^/V-4-;< b^i/7^^/V) -6, 7-5?tKn-5H 
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-isfv^ls? [d] k°7/D [i, 5-a] \fV %V> - mm 




OCH 3 

T L C : R f 0.53 : g^rc^= 2:1); 

NMR(300MHz, CDC1 3 ) : 5 7.10 - 7.21 (m, 5H), 6.89 (d, J = 2.4Hz, 1H), 6.83 (dd, . 
5 J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.77 (t, J = 7.2Hz, 2H), 3.48 (t, J = 
7.8Hz, 2H), 3.01 (t, J = 6.9Hz, 2H), 2.36 (s, 3H), 2.29 (s, 3H), 2.21 (m, 2H), 2.19 (s, 
3H), 1.73 (m, 2H), 1.34 (m, 2H), 0.93 (t, J= 7.2Hz, 3H) C . 

mmm 2 (112) 

10 8- (N — (4 5vl^:7;c -/v) ^^-yl/-N- (2-y h^^o^/i/) 7 
^7) -2-^^-3- (2-^^-4-t< h^^^^n/i.) -6, 7 
-v>t Ko-5H->^P^ [d] t°y^n [1, 5-a] fc°y ^ v?> • 
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CH 3 
OCH 3 

T L C : R f 0.23 (^*-f> : @£g£^^vl/= 2:1) ; 
N MR (300MHz, CDC1 3 ) : 8 7.25 - 7.05 (m, 5H), 6.98 - 6.78 (m, 2H), 5.06 (s, 2H), 
4.22 - 4.03 (m, 2H), 3.84 (s, 3H), 3.75 - 3.58 (m, 2H), 3.58 - 3.38 (m, 2H), 3.30 (s, 
5 3H), 3.20 - 2.90 (m, 2H), 2.36 (s, 3H), 2.30 (s, 3H), 2.21 (m, 2H), 2.19 (s, 3H) 0 

mm (1 1 3) 

8- (N-v-^ P7"o tVV-N- U-^^^o^/lO ^W^y) - 
2-^^-3- (2-^^-4-^ h -6, 7-v^tK 

10 o-5H-^n^ [d] fc°^y*P [1, 5-a] h° ]) ^ i» • WM^. 
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T L C : R f 0.35 . (^f - -y : |^ai^yb= 2:1) ; 
N M R (3 OOlVIHz, CDC1 3 ) : 6 7.25 - 6.95 (m, 5H), 6.95 - 6.73 (m, 2H), 5.40 - 5.15 
(m, 2H), 3.83 (s, 3H), 3.65 - 3.30 (m, 2H), 3.30 - 2.95 (m, 2H), 2.35 (s, 3H), 2.31 (s, 
5 3H), 2.30- 2.10 (m, 3H),2.19 (s, 3H), 1.10 -0.80 (m, 4H) 0 

Hj&ffll 2(11 4 ) 

8- (N-*>£ n-^p tV^^vl^-N- (4-^^7ai^yV) ^ $ 
7) -2-^/^-3- (2-y^/W-4-y b^^^^^yl/) -6, 7- 
10 ^tKP-5H-^o^ [d] k^/o [1, 5- a] fy^v^- 
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OCH 3 



T L C : R f 0.37 (^$-f> : i^xf/W= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.30 - 7.00 (m, 5H), 7.00 - 6.75 (m, 2H), 5.24 (s, 2H), 
3.84 (s, 3H), 3.80 - 3.60 (ra, 2H), 3.60 - 3.35 (m, 2H), 3.20 - 2.90 (m, 2H), 2.34 (s, 
5 3H), 2.29 (s, 3H), 2.22 (s, 2H), 2. 1 1 (s 3 3H), 1.38- 1 .05 (m, 1H) , 0.75 - 0.50 (m, 2H), 
0.35- 0.10 (m,2H) 0 

ggjfljj 2 (115) 



8- (N, N-^ntf^T^) -2-^^-3- (2-^^-4- 
10 } Y$r*s7 zu^jv) -6, 7-i?tKn-5H-^P^ [d] t°?y* 
o [1, 5 - a] k o y? i/y 





OCH3 
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T L C : R f 0.59 (^D~y : SSf^^vU= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 2.4, 8.4Hz, 1H), 3.82 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.90 (t, J , 
= 7.8Hz, 2H), 2.33 (s, 3H), 2.19 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 
5 7.5Hz, 6H) 0 

Hi 2 (116) 

8- (N- ^fvl"-N- (2-7^-/W r^y) 

-2-^^-3- (2-^^-4-^ hdf-5/7*s/W) -6, 
10 Ko-5H-^c^y^ [d] t^y'o [1, 5-a] tfy^t^-SfiK 




och 3 

T L C : R f 0.47 : mSt=^^= 2:1) ; 

NM R (300MHz, CDCI3) : 6 7.33 (d, J= 8.1Hz, 2H), 7.19 (d, 3 = 8.1Hz, 2H), 7.11 
15 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.7Hz, 1H), 5.27 (d, J = 
15.0Hz, 1H), 5.24 (d, J - 15.0Hz, 1H), 4.41 (m, 2H), 3 .83 (s, 3H), 3.51 (t, J= 7.5Hz, 
2H), 3.22 (t, J = 6.9Hz, 2H), 2.37 (s, 3H), 2.28 (s, 3H), 2.25 (m, 2H), 2.17 (s, 3H), 
1.91 (t, J = 2.4Hz, 3H) C 

142 



WO 02/(153565 PCT/JP0J/J1581 



8- (N-7*p hVW-N- T^/) -2-^^-3- (2 

-^^-4-^>^7x=/V) -6, 7-VtKn-5H-^D^y 
5 9 [dJ'bTyVp [1, 5- a] fU^v^ 




och 3 



T L C : R f 0.55 (^iJ-^ : @^3i^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.1Hz, 1H), 4.40 (m, 2H), 3.82 (s, 3H), 3.55 (m, 2H), 3.11 (t, J = 7.2Hz, 
10 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
2.4Hz, 3H), 1.66 (m, 2H), 0.95 (t, J= 7.5Hz, 3H) 0 

mmm 2 ( 1 1 8 ) 

8- (5-/^7^/) -2-7*^-3- (2-^^/1^-4-^ 
15 ^ai^yl-) -6, 7-^tKa-5H-^n^ [d] t'y/n [1, 
5 -a] t°y ^v^-i^lfe 
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TLC : R f 0.58 : @£^cfvk= 2 : 1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 (brd, J = 10.5Hz, 1H), 7.12 (d, J = 8.7Hz, 1H), 
6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.10 (m, 1H), 3.83 (s, 3H), 
5 3.49 (t, J = 8.1Hz, 2H), 3.12 (t, J = 6.6Hz, 2H), 2.29 (s, 3H), 2.27 (m, 2H), 2.20 (s, 
3H), 1.61 - 1.88 (m, 4H), 1.30 - 1.53 (m, 8H), 0.94 (m, 6H) C 

mmm 2 (119) 

8- (N-->^ n-<V^-N- (4 - /j-zuy =c^;U) ^J-;VT\J) - 
10 2-^^-3- (2-/^^-4-^ Y*?y7^~;V) -6, K 
d-5H-^d^ [d] k°7/P [1, 5 -a] t° U 5 i» • mm 

CH 3 




OCH 3 
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TLC : Rf 0.38 (^t^ :ft8^=2 : l) ; 
NMR (300MHz, CD 3 OD) : 6 7.20 - 6.98 (m, 5H), 6.93 (d, J = 2.4Hz, 1H) 6.85 (dd, 
J = 8.6, 2.4Hz, 1H), 5.20 (d, J = 16.5Hz, 1H), 5.09 (d, J = 16.5Hz, 1H), 5.02 - 4.70 
(m, 1H), 3.81 (s, 3H), 3.17 (t, J = 7.2Hz, 2H), 2.98 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 
5 2.22 (s, 3H), 1.98 (s, 3H), 2.40 - 1.60 (m, 10H) C 

mmM2 (i2o) 



8- (N-^oyntVMf^-N- (4 - / J-jv=?-jry zc ~;v) y=f-)V 
T^y) - Z-t^JV- 3 - (2-/^/^-4-^ \>*U7*=zM -6, 
10 7-i/tKn-5H-^n^ [d] fc 0 ?y*n [i, 5 -a] t° y 5; i? 



T L C : R f 0.85 (^ f-^ : H^nfvU= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 - 7.16 (m, 5H), 6.87 (d, J = 3.0Hz, 1H), 6.79 (dd, 
15 J = 3.0, 8.4Hz, 1H), 4.89 (s, 2H), 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.96 (t, J = 
7.2Hz, 2H), 2.89 (t, J = 7.2Hz, 2H), 2.47 (s, 3H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 
(quint, J - 7.2Hz, 2H), 1.10 - 0.95 (ra, 1H), 0.52 - 0.42 (m, 2H), 0.10 - 0.05 (m, 2H) C 





SCH 3 



OCH 3 
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I 

mmm2 a 

8 - (N — .yU - 7;v* xny^ ~;V) ^ ^jV- N - 7* a tVl^T ^ 7 ) - 2 - 
5H—>^P*<^ [d] [1, 5- a] fc 0 !)^:/ 



F 



5 




T L C : R f 0,87 K^f-^ : ^k^fjv= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.28 - 7.16 (m, 3H), 7.03 - 6.95 (m, 2H), 6.87 (d, J = 
2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.4Hz, 1H), 4.80 (s, 2H), 3.83 (s, 3H), 3.40 - 3.32 (m, 
2H), 2.89 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.5Hz, 2H), 2. 36 (s, 3H), 2.20 (s, 3H), 2.07 
10 (quint, J = 7.5Hz, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) C 

|M 2 (12 2) 

8- (N-v'^D7 , f;V-N- (4 5vV!7;l — M ^f^75/) -2 
-^^-3- (2-^^-4-^ Y**y7^~;V) -6, 
15 -5H-^D^ [d] fyy'n [1, 5-a] fc°!J*v?y 
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OCH 3 



T L C : R f 0:48 '(^Mf-> : %f%fc^J-;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.4Hz, 1H), 7.02 (d, J = 7.5Hz, 2H), 6.89 
(d, J = 7.5Hz, 2H), 6.87 (d, J = 3.0Hz, 1H), 6.80 (dd, J = 8.4, 3.0Hz, 1H), 4.90 - 4.70 
5 (m, 2H), 4.08, (m; 1H), 3.83 (s, 3H), 2.84 (t, J = 7.5Hz, 2H), 2.61 (m, 2H), 2.39 (s, 
3H), 2.30 (s, 3H), 2.19 (s, 3H), 2.20 - 2.06 (m, 4H), 1.96 (m, 2H), 1.80 - 1.60 (m, 
2H)„ 

mmm 2 (123) 

10 8- (N-ai^-N- (4 -^^Vl^ai-A-) fvVT ^ J ) 

JV- 3 - (2-^^-4-^ hdrv'ycc^;^) -6, T-v'tKo-SH 
-V^P^ [d] 1^7 [1, 5 -a] t°!l^v^ 
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T L C : R f 0.69 : @^^^^-/U= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.19 (d, J = 8.1Hz, 1H), 7.14 - 7.06 (m, 4H), 6.87 (d, J 
= 2.7Hz, 1H), 6.80 (dd, J = 2.7, 8.1Hz, 1H), 4.81 (s, 2H), 3.87 (s, 3H), 3.47 (q, J = 
5 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.81 (bit, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.33 (s, 
3H), 2.20 (s, 3H), 2.04 (quint, J = 7.8Hz, 2H), 1 . 1 8 (t, J = 6.9Hz, 3H) C 

ill a 2 (124) 

8- (N-^PtVu-N- (4-M)7;i/tP^f/V7x^;k) ^ $ 
10 /) -2-^^-3- (2-^^-4 h^rv-7oi^yl/) -6, 7- 
ytKn-5H-V^n^ [ d ] [l, 5-a] fc'JUv^ 
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OCH 3 

TLC:Rf 0.79 (^r1f> : ^^^f-ju= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.57 (brd, J = 8.1Hz, 2H), 7.44 (brd, J = 8.1Hz, 2H), 
7.18 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.79 (dd, J = 2.4, 8.7Hz, 1H), 4.91 (s, 
5 2H), 3.83 (s, 3H), 3.49 - 3.25 (m, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.87 (t, J = 7.8Hz, 2H), 
2.35 (s, 3H), 2.19 (s, 3H), 2.18 - 2.00 (m, 2H), 1.62 - 1.50 (m, 2H), 0.88 (t, J = 7.5Hz, 
3H) D 

mm a 2 (125) 

10 8- (N-7°ntVU-N- (rf7tKn77>-2 — f ;V) f5-)VT%J) 
-2-^^-3- (2-f}-;V-4-^ h*i/y^~^) -6, 7 
Kp-5H-^p^ [d] [1, 5-a] t°U 
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OCH 3 



T L C : R f 0.31 ,(^^r^> : ffl|if;l/= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.1Hz^ 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J= 2.7, 8.1Hz, 1H), 3.84 - 4.06 (m, 2H), 3.82 (s, 3H), 3.64 - 3.80 (m, 3H), 3.50 - 
3.64 (m, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.32 (s, 3H), 2.19 (s, 
3H), 2.13 (m, 2H), 1.74 - 2,00 (m, 3H), 1.42 - 1.65 (m, 3H), 0.89 (t, J= 7.5Hz, 3H) D 



r !l 2 (12 6) 

8- (N-^^-N- (2-^h^rv-^^) T^y) -2-^^-3 
10 - (2-^^-4-^ h*i/7^~/V) -6, Kn-5H-^ 
a [d] t°yy f p [1, 5 -a] t°U^i/^ 

-N 




OCH3 



T L C : R f 0.30 V : ft^^-/U= 2:1) ; 
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NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 2.7, 8.4Hz, 1H), 3.92 (t, J = 5.7Hz, 2H), 3.82 (s, 3H), 3.57 (m, 2H), 3.50 (t, 
J= 5.7Hz, 2H), 3.28 (s, 3H), 2.98 (t, J = 7.8Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s,' 
3H), 2.18 (s, 3H), 2.13 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 0.90 (t, J= 7.2Hz, 3H) 0 



mtfam 2 (127) 

8- (N-^n tVl^-N-i/^ P^a tVl-T ^ J ) -2-^fvW-3- (2 
-^/^-^^i^) -6, 7-^kKo-5H-^n^> 
^ [d] [1, 5 -a] t°y**Jy 



T L C : R f 0.45 {^^V : &&x.J-;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 3.85 (m, 2H), 3.82 (s, 3H), 3.19 (t, J = 7.5Hz, 2H), 3.07 (m, 
1H), 2.92 (t, J = 7.5Hz, 2H), 2.31 (s, 3H), 2.18 (s, 3H), 2.12 (m, 2H), 1.62 (m, 2H), 
1 5 0.89 (t, J - 7.2Hz, 3H), 0.80 - 0.68 (m, 4H) D 

mmm 2 (128) 

8- (N-v^ n^A^f-^-N- (2-^ T^7) -2 

(2-^^-4-^ h^v^^/P) -6, 
20 -SH-^o^y^ [d] k7y'n [1, 5 -a] W ^*J» 



5 





OCH 3 
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T L C : R f 0.57 : mWt^-^= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.17 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 2.7, 8.4Hz, 1H), 3.82 (s, 3H), 3.82 (t, J = 6.0Hz, 2H), 3.64 (d, J = 7.5Hz, 2H), 
5 3.49 (t, J = 6.0Hz, 2H), 3.28 (s, 3H), 2.96 ( t, J = 7.2Hz, 2H), 2.91 (t, J - 7.8Hz, 2H), 
2.62 - 2.50 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 2.20 - 2.05 (m, 2H), 2.06 - 1.58 (m, 
6H) 0 

2 (12 9) 

10 8- (3-^ ySriz-tlj^-jV- l, 2, 5, 6-fh7tKntl^) 
-2-7<^-3- (2-^^-4-7« ^v^dL-AO -6, 7-v>t 
Kp-5H-^p^ [d] ty/n [1, 5 -a] t°!)>^y.ti 
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I 

O 




OCH 3 

T L C : R f 0.27 (^-f^ : 8fflfcE?yU= 2 : 1 ) ; 
N MR (300MHz, CDC1 3 ) : 8 7.27 (m, 1H), 7.09 (d, J = 8.1Hz, 1H), 6.88 (d, J = 
2.7Hz, 1H);' 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.62 (m, 2H), 4.27 (q, J = 6.9Hz, 2H), 4.20 
5 (t, J = 5.7Hz, 2H), 3.83 (s, 3H), 3.47 (t, J = 7.2Hz, 2H), 3.16 (t, J = 6.0Hz, 2H), 2.85 
(m, 2H), 2.27 (s, 3H), 2.26 (m, 2H), 2.17 (s, 3H), 1.34 (t, J= 6.9 HZ, 3H) G 

mmm2 (1 3 0) 

10 7) -2-* =f)V- 3 - (2-^^-4-^ h^v^^yU) -5, 7- 
'^Kd-7o [3, 4-d] fc'^/n [1, 5- a] f £• v 5 :/ • 
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OCH 3 



T L C : R f 0.68 : &&t^/\,= 1:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.21 (d, J = 7.8Hz, 2H), 7.16 (d, J = 7.8Hz, 2H), 7.13 
(d, J= 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.41 (brs, 
5 2H), 5.27 (m, 2H), 5.22 (brs, 2H), 3.83 (s, 3H), 3.74 ( m, 2H), 2.37 (s, 3H), 2.31 (s, 
3H), 2.20 (s, 3H), 1.24 (m, 1H), 0.67 (m, 2H), 0.24 (m, 2H) D 

Mlfoffl 2 (13 1) 

8- (3- (3-^?vU- 1, 2, 4-Wv ; 7y'^-5-^^) -1, 
10 2, 5, 6-ff7tKnt'y^l/) -2-^^-3- (2 -^^-4 
-> h*i/7^~sis) -6, 7-^tKn-5H-^n^ [d] t°7 

[1, 5- a] try ^ 
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OCH 3 

T L C : R f 0.18 (^^i^^ : ftlftcc^/V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.29 (m, 1H), 7.15 (d, J= 8.7Hz, 1H), 6.86 (d, J = 
2.7Hz, 1H), 6.79 (dd, J = 2.7, 8.7Hz, 1H), 4.57 (m, 2H), 3.94 (m, 2H), 3.82 (s, 3H), ■ 
5 3.09 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.71 (m, 2H ), 2.42 (s, 3H), 2-32 (s, 
3H), 2.17 (s, 3H), 2.14 (m, 2H) 0 

iii 2 (132) 

8- (4-^/W$y) -2-^^-3- (2-^PP-4-^=5f 
10 V7x^) -6, 7-i?tKo-5H-i/^n^ [d] t°7^n [1, 

5- a] t°y v^y- jftifctt 




OCH3 
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T L C : R f 0,48 i^-f^ : @^jl?vu= 2:1) ; 
NMR(3001yfHz. CDC1 3 ) : 6 7.37 (d, J = 8.7Hz, 1H), 7:07 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 2.4, 8,7Hz, 1H), 4.13 (m, 1H), 3.85 (s, 3H), 3.35 - 3.66 (m, 2H), 3.13 (t, J = 
7.5Hz, 2H), 2.34 (s, 3H), 2.29 (m, 2H), 1.60 - 1.84 (m, 4 H), 1.34 - 1.60 (m, 4H), 
5 1 .00 (t, J> 7.2Hz,, 3H), 0.99 (t, J = 7.5Hz : 3H) 0 .' 

1 

8- (N-*>* n^n tV^^vl—N- ( 2 - 7^ y ,w) 7^y) -2-^ 
^-3- (2-^^-4-^ h^r^7^^^) -6, 
10 H-v-^n^y^.Cd] t^/D [l, 5 -a] f^v^ 




OCH3 



T L C : R f 0.73 (^^f-^ : 1:1); 
NMR(300MHz,CDCl 3 ): 6 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.54 (brs, 2H), 3.82 (s, 3H), 3.53 (d, J = 6.9Hz, 2H), 3.13 (t, 
15 J = 7.2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 
2H), 1.81 (t, J = 2.7Hz, 3H), 1.20 - 1.16 (m, 1H), 0.60 - 0.52 (m, 2H), 0.36 - 0.28 (m, 
2H) 0 



20 



mmm 2 (134) 

8- (N— (2-^ Sdrv^^yu) -N- (2-^U^) j^y) -2- 



156 



WO 02/053565 



PCT/JPO J/1 1581 



5H-^^y^ [d] h'yyn [l, 5 -a} t'Jl^v 5 :/ 




OCH 3 



T L C : R f 0.13 (^f-f-^ : i^I^n^= 3:1) ; 
5 NMR(300MHz, CDCI3) : 6 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.44 - 4.39 (m, 2H), 3.92 (t, J = 6.0Hz, 2H), 3.82 (s, 3H), 
3.65 (t, J = 6.0Hz, 2H), 3.34 (s, 3H), 3.13 (t, J - 7 .2Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 
2.32 (s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H), 1.81 (t, J = 2.7Hz, 3H)„ 

10 mt&M 2 (13 5) 

8- (2-7~f !)^7^y) -2-^^-3- (2->fvU-4-p< 
v-7^^/U) -6, T-v'k Kn-5H-v^^o^^ [d] ty/o [l, 
5- a] t°y *i?y 




OCH3 



15 T L C : R f 0.80 (^^y : gfcgfcc?vi,= 1:1) 
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NMR (300MHz, CDC1 3 ) : 8 7.15 (d, J = 8.4Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6.78 
(dd, J = 8.4, 2.4Hz, 1H), 6.53 (t, J = 6.9Hz, 1H), 4.36 - 4.30 (m, 2H), 3.82 (s, 3H), 
3.25 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2 .31 (s, 3H), 2.18 (s, 3H), 2.20 - 2.08 
(m,2H), 1.83 (t, J = 2.1Hz, 3H) 0 

umm 2 d36) 

8- (4- (4-^nD7x^) -i, 2, 5, 6 — r h 7 t Rn t°V v> 
/U ) -2-^^-3- (2-^^-4-7< ^v^^-zk) -6, 7- 
^kKP-5H-^B^ [d] k'yy'n [l, 5- a] fc°y$^ 




T L C : R f 0.10 : j^gga:^= 3 : i ) ; 

NMR(300MHz, CDCJ 3 ) : 8 7.42 - 7.30 (m, 4H), 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J 
= 2.4Hz, 1H), 6.79 (dd, J = 8.1, 2.4Hz, 1H), 6.22 - 6.18 (m, 1H), 4.50 - 4.32 (m, 2H), 
4.10 - 3.90 (m, 2H), 3.82 (s, 3H), 3.10 (t, J = 6.9Hz, 2 H), 2.91 (t, J = 7.5Hz, 2H), 
2.82 - 2.69 (m, 2H), 2.33 (s, 3H), 2. 17 (s, 3H), 2. 17 - 2.08 (m, 2H) C 

Hi 2 (13 7) 
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y) -2-'^f-/W-3- (2-/^/U- 4 -^ Y^r-yy^^M -6, 7- 



v'tKn^SH-^P^y^ [d] t°7/p [1, 5- a] fy^v 5 ^- 



T L C : R f 0:53 : @^rc^/v= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.36 (d, J = 8.4Hz, 1H), 7.18 (d, J = 8.1Hz, 2H), 7.15 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (d, J = 
15.9Hz, 1H), 5.21 (d, J = 15.9Hz, 1H), 3.85 (s, 3H), 3.70 (m, 2H), 3.36 - 3.62 (m, 
10 2H), 3.07 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.35 (s, 3H), 2.23 (m, 2H), 1.23 (m, 1H), 
0.63 (m, 2H), 0.18(m,2H) o 

mmm 2 (138) 

8- (N-yo fc°A—N- (4 - hV 7 ivirv y=?>vJr**y7 
15 J^T^y) 3- (2-^^/V-4-^ h^v^^/l-) -6, 

7-i?tKP-5H-^D^ [d] t°7^D [1, 5-a] t° U ^ ^ 




CH 



5 



OCH 3 
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OCF 3 




OCH 3 



T L C : R f 0.55 (^^rf-> : Siif^= 3:1); 
NMR (300MHz, CDC1 3 ) : 8 7.32 (brd, J = 8.7Hz, 2H), 7.18 (d, J = 8.4Hz, 1H), 
7.15 (brd, J = 8.7Hz, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.84 
(s, 2H), 3.83 (s, 3H), 3.41 - 3.35 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.83 (t, J = 7.8Hz, 
2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.19 - 2.00 (m, 2H), 1.66 - 1.54 (m, 2H), 0.88 (t, J = 
7.5Hz, 3H) 0 



mmm 2 (139) 

10 8- (N— -N-v^ n^n fcT/M^vKTS /) - 2 

?VU-3- (2-^Dn-4-^fdry7i-;U) -6, 7-S?fcKn-5 
H-^d^V* [d] t'yi/p [1, 5 -a] 




OCH 3 
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T L C : R f 0.40 (^f-y : Hf^f-;l^= 3 : 1) ; 
NMR (300MHz ; CDC1 3 ) : 6 7.29 (id, J = 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz, 1H), 4.54 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.52 (d, J = 6.6Hz, ' 
2H), 3.13 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2.13 (quint, J = 
5 7.5Hz, 2H), 1.81 (t, J = 2.1Hz, 3H), 1.16 - 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.32 - 
0.26 (m, 2H)„ 

(14 0) 

8- (N-^o^-N- (3-^/1^71=^) **f-?\<T^S) -2-* 
10 (2-yf/l/-4-^h^7i-;l/) -6, 7-ytFn-5' 

H-v'^P'O* [d] t°7 N /n [1, 5 -a] fJJ 5^V-attKft 




OCH 3 



T L C : R f 0.52 {^^y : g^ai?v^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.27 (m, 1H), 7.15 (m, 1H), 7.13 (d, J = 8.1Hz, 1H), 
15 7.05 (m, 2H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.1Hz, 1H), 5.14 (s, 2H), 
3.83 (s, 3H), 3.74 (m, 2H), 3.49 (t, J = 7.2Hz, 2H), 3.02 ( t, J = 6.9Hz, 2H), 2.36 (s, 
3H), 2.29 (s, 3H), 2.22 (m, 2H), 2.20 (s, 3H), 1.77 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) Q 



161 



WO 02/(153565 



PCT/JP01/J1581 



mmm 2 (ud 



fvl'- 3- (2-*7-)u-4-* YZ-i/yx.-M -6, 7-v^tKn-5 
H-v^n-O^ [d] t'yy'n [1, 5- a] t c J) 5 v> :/ • 



N M R (3 00MHz, CDC1 3 ) : 5 7.18 - 7.30 (m, 4H), 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J 
= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.1Hz, 1H), 5.13 (s, 2H), 3.83 (s, 3H), 3.78 (m, 2H), 
3.49 (t, J = 6.9Hz, 2H), 3.00 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (s, 3H), 2.21 (m, 
10 2H), 2.19 (s, 3H), 1.79 (m, 2H), 0.94 (t, J = 7.2Hz, 3H) 0 

HMffll 2 (14 2) 



8- (3—<yf;l/7 5/) -2-^^/V-3- (2-^an-4-^h^r 
V^^^yv) -6, 7-^tFn-5H-^n^ [d] f^n [l, 
15 5- a] t°U 




5 



OCH 3 



T L C : R f 0.52 {^fy : WSk.^^- 2:1) 
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• HCl 



OC 2 H 5 



T L C : R f 0.49 <(^*y-y : &JSSt=.?-/U= 2:1) ; 
NMR (300MHz,' CDC1 3 ) : <5 7.34 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 2.4, 8.7Hz, 1H), 4.07 (m, 2H), 3.99 (m, 1H), 3.34 - 3.65 (m, 2H), 3.13 (t, J = 
5 7.8Hz, 2HX 2.35 (s, 3H), 2.29 (m, 2H), 1.62 - 1.93 (m, 4H), 1.42 (t, J = 6. 9Hz, 3H), 
1.06 (t, J= 7.5Hz, 3H), 1.05 (t, J = 7.2Hz, 3H) D 

mmw2 (143) 

8- (3~^> : f^T K /) -2-^^-3- (2-^ nn-4-x h 
10 i^7x-;l/) -5, Kp-7p [3, 4-d] f^/n [l, 5- 




• HCl 



OC 2 H 5 



TLC : R f 0.40 (^U^ : gfcggifvV- 2:1) 
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NMR (300MHz, CDC1 3 ) : 6 7.52 (brd, J = 10.2Hz, 1H), 7.32 (d, J = 8.4Hz, 1H), 
7.07 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 2.4, S.4Hz, 1H), 5.49 (d, J = 16.5Hz, 1H), 5.39 
(d, J = 16.5Hz, 1H), 5.28 (brs, 2H), 4.07 (m, 2H), 3.40 (m, 1H), 2.40 (s, 3H), 1.68 - 
1.98 (m, 4H), 1.43 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.2Hz, 3H), 1.06 (t, J = 7.2Hz, 3H) C 



MMM 2 (14 4) 

8- (N-^f/V-N-^W^) -2-^^-3- (2-^A- 
- 4- 1 y*-S7 -6, 7-i/t Ko- 5 H-i/^ n^y^ [d] 

t°7 y p [ i , 5 - a ] t° y 5 v?^ ■ «m 



T L C : R f 0.09 (^f-^ : ^B^^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 4.01 - 3.95 (m, 2H), 3.83 (s, 3H), 3.51 (s, 3H), 3.51 - 3.42 
(m, 2H), 3.18 - 3.06 (m, 2H), 2.26 (s, 3H), 2.26 - 2.18 (m, 2H), 2.18 (s, 3H), 1.96 - 
15 1 . 80 (m, 2H), 1 .44 - 1.25 (m, 6H), 0.90 (brt, J = 6.6Hz, 3H)„ 

§l»!l 2 (14 5) 

8- (N-^yl/- N- (3-^V^A-) T^y) -2-^^yl^-3- (2 
h^-i/7x^;u) -6, 7 — fc Kn-5H-v / ^o^y 

20 ^ [d] [i, 5-a] t°y -mfcm. 
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T L C : R f 0.47 i^-fls : |^J.^/U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(m, 1H), 4.55 (m, 1H), 3.83 (s, 3H), 3.46 (t, J = 7.8Hz, 2H), 3.27 (s, 3H), 3.10 (t, J = 
5 6.9Hz, 2H), 2.26 (s, 3H), 2.45 (m, 2H), 2.19 (s, 3H), 1.76 - 1.98 (m, 4H), 1.01 (t, J = 1 
7.2Hz, 6H) D 

lUifcffll 2 (14 6) 

8- (N-^A—N- (4 — ^ffiv) T^y) -2-^^-3- (2 
10 -y^/U-4-^ h=¥->7^^/U) -6, 7-^tKn-5H-^n^y 
* [d] f^/o [1, 5- a] k'^^-Iit 




OCH 3 



T L C : R f 0.51 (^f-V : f^^)V= 2:1) 
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I 

NMR (300MHz,' CDC1 3 ) : 5 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 3.0Hz, 1H), 6.82 
(dd, J = 3.0, ?,4Hz, 1H), 4.80 (m, 1H), 3.83 (s, 3H), 3.47 (t, J = 7.5Hz, 2H), 3.27 (s, 
3H), 3.09 (t„J = 7.5Hz, 2H), 2.25 (s, 3H), 2.24 (m, 2H), 2.19 (s, 3H), 1.64 - 1.94 (m, 
4H), 1 .28 - 1 .58 (m,4H), 0:97 (t, J = 7.2Hz, 6H) 0 

5 

(14 7) 

1 

8- (N-v-^ n^n tVU-N- (4 ^/l^rc-^) ^A-T^y) - 
2-^f;W3-' (2-^DD-4-^ f^rv'7x^;l/) -5, 7~v>fcK 

0-70 [3, 4-d] t°7^p [i, 5- a] -mmm. 




T L C : R f 0.54 (-^ri^ : g^ai?vV= 1:1); 
NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.4Hz, 1H), 7.11 (d, J = 7.8Hz, 2H), 7.09 
(d, J = 2.4Hz, 1H), 7.02 (d, J = 7.8Hz, 2H), 6.94 (dd, J = 2.4, 8.4Hz, 1H), 5.18 - 5.30 
15 (m, 4H), 5.15 (s, 2H), 3.85 (s, 3H), 2.67 (m, 1H), 2.41 (s, 3H), 2.33 (s, 3H), 0.85 - 
1.00(m,4H) o 

Hjjffl)2 (14 8) 
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8~ (N-^n/DWf^-N- (4-^^7*^V) *?;frT%- 
/) -2-^^-3- (2-^DD-4-^^7s-/V) -5, 7- 
5?tKo-7B [3, 4-d] [1, 5-a] l^n^-MI 



T L C : R f 0.58 (^If:/ : f^^^vP= 1:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.4Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.17 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J - 2.7, 8.4Hz, 1H), 5,10 - 5.50 
(m, 6H), 3.85 (s, 3H), 3.69 (m, 2H), 2.37 (s, 3H), 2.36 (s, 3H), 1.21 (m, 1H), 0.65 (m, 
2H), 0.22 (m, 2H)„ 

Hi 2 (14 9) 

8- (N-f* p^-N-7p tVU-T^y) -2-^^-3- (2- 
^^-4-^ b^v^i-yv) -6, 7-^tFo-5H-^n^ 
[d] t7/n [1, 5-a] fc 0 !)^-^ 




OCH 3 
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OCH 3 



TLC : R f, 0.45 : g^St^fvV= 3 : l) ; 

NMR(300MHz: CDC1 3 ) : 5 7.17 (.d J = 8.1Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.78 
(dd, J = 8.1, 2.7Hz, 1H), 4.35 (quint, J = 7.5Hz, 1H), 3.82 (s, 3H), 3.69 - 3.10 (ra, 
5 2H), 2.94 (t, J = 6.9Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.33 (s, 3H), 2.22 - 2.02 (m, 9H), 
1.78 - 1.58 '(m, 2H), 1.39 (sext, J = 7.8Hz, 2H), 0.84 (t, J = 7.8Hz, 3H) D 



HMffil 2 ( 1' 5 0 ) 

8- (N-^y^f;WN- (2-^ w^y^f^) ts/) -2 

10 7«^-3- (2 -*=f->V- 4 h^ri/^^^V) -6, 

5H—>^n^^ [ d ] f^/n [1, 5 -a] t'D^v^- 2i£|£l£ 

. N /X^N(CH 3 ) 2 

,N * 2HC1 




OCH3 



T L C : R f 0.63 3 : 1 : 1 ) ; 

NMR (300MHz, DMSO-d 6 ) : 8 7.11 (d, J = 8.4Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 
15 6.82 (dd, J = 8.4, 2.7Hz, 1H), 4.08 - 3.98 (m, 2H), 3.78 (s, 3H), 3.50 - 3.42 (m, 2H), 
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l t 

3.42 - 3.32 (m, 2H), 3.01 (bit, J = 6.9Hz, 2H), 2.87 (brt, J = 7.8Hz, 2H), 2.79 (s, 3H), 
2.77 (s, 3H), 'tiS (s, 3H), 2.18 - 2.00 (m, 2H), 2.08 (s, 3H), 1.80 - 1.64 (m, 1H), 0.83 
(d, J = 6.6Hz,6H) e . 

5 HJfefltJg (1 5 1) ' ' 

8- (N-^d^-N- (4-7;^P7x^) ^f^7 5/ ) -2- 

7D [3, 4-d],t"7^cr [1, 5 -a] h'U;^ 



F 




OCH 3 



10 T L C : R f 0.34 (^f" > : ft^xf;^ 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.31 (d, J = 8.7Hz, 1H), 7.28 - 7.24 (m, 2H), 7.08 (d, J 
= 3.0Hz, 1H), 7.05 - 6.97 (m, 2H), 6.90 (dd, J = 8.7, 3.0Hz, 1H), 5.09 (s, 2H), 4.91 (s, 
2H), 4.89 (s, 2H), 3.84 (s, 3H), 3.33 - 3.27 (m, 2H), 2.40 (s, 3H), 1.63 (sext, J = 
7.8Hz, 2H), 0.39 (t, J = 7.8Hz, 3H) 0 

15 

mm2 (152) 

8- (N-7°nk>-N- (4-7;^P7x^/V) / f-jVT % J ) -2- 
p*5vv-3- (2-^pp-4-^^>7i^) -6, 
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5H-^P^ [d] t°7V** [1, 5- a ] t'U^v^ 



F 




OCH 3 

T L C : R f 0.36 (^Mf^ : |^aL^vv= 3:1); 
NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.20 (m, 2H), 7.07 (d, J 
5 = 2.7Hz, 1H), 7.02 - 6.94 (m, 2H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.80 (s, 2H), 3.84 (s, 
3H), 3.36 (bit, J = 7.5Hz, 2H), 2.90 (t, J = 7.5Hz , 2H), 2.82 (t, J = 7.5Hz, 2H), 2.39 
(s, 3H), 2.07 (quint, J = 7.5Hz, 2H), 1.68 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) 0 

mmm 2 (153) 

10 8- (N-v^ pt°p tVM^-N- (4 - ^^-)v^-iry ^=.jv) *=f-jv 

7^/) -2-^^-jU-3- (2-^dd-4-^ h*^7 ol-jV) -5, 
7-^tFn-7P [3, 4-d] k 0 7y'P [l, 5-a] tl v^-I 

mm. 
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SCH 3 




^OC n ' HC| 



och 3 



TLC : R f 0.67 (^*t^ : ft»xf;i/=i : 1} ; 
NMR (300MHz, CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.27 (d, J = 8.4Hz, 2H), 7.22 
(d, J = 8.4Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 2.7, 8.4Hz, 1H), 5.48 (d, J = 
16.5Hz, 1H), 5.37 (d, J = 16.5Hz, 1H), 5.33 (d, J = 15.9Hz, 1H), 5.24 (s, 2H), 5.24 (d, 
J = 15.9Hz, 1H), 3.85 (s, 3H), 3.69 (m, 2H), 2.50 (s, 3H), 2.36 (s, 3H), 1.19 (m, 1H), 
0.69 (m, 2H), 0.24 (m, 2H) C 



mtm 2 (154) 

10 8- (N, N-v^n \fjV7 K /) ~ 3 - (2-^nn-4- 

^ > -5, 7-i?tKn-7P [3, 4-d] t°7/P [1, 
5 - a] t°y ^ v 5 ^ • 




OCH3 
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T L C : R f 0.69 (^f-V : &&t^?-ji,= l . : l ) 



NMR(3.00]vpz, CDCI3) : 8 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.48 (td, J = 1.8, 16.8Hz, 1H), 5.36 (td, J = 1.8, 16.8Hz, 1H), 
5.21 (t, J= 1.8Hz, 2H), 3.85 (m, 4H), 3.85 (s, 3H), 2.35 (s, 3H), 1.83 (m, 4H), 1.02 (t, 
5 J = 7.2Hz;6H) 0 , 

(15 5) 

8- (N, N-^f^7^;) -2-^^-/1—3- (2-^ on- 4-^ 
-5, [3, 4-d] fy^n [l, 

10 5 - a ] tr !7 $ • 



NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.4Hz, 1H), 5.47 (d, J = 16.5Hz, 1H), 5.36 (d, J = 16.5Hz, 1H), 5.21 (s, 
15 2H), 3.88 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.79 (m , 4H), 1.42 (m, 4H), 1.00 (t, J = 
7.2Hz, 6H) 0 

HflSffi] 2 (15 6) 



8- (N-^^nyDhVMf/U-N- U-y/^n^^/l-) 
20 ^7) -2-^A—3- (2-^PP-4-^ h^>7x^) -6, 7 




OCH3 



T L C : R f 0.74 (-^1^ : l : 1 ) 
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-S?kKn-5'H-,^n^ [d] O^P [l., 5- a] t'D^i^ 




och 3 



T L C : R f 0.27 (^f"^ : ^^ai^/k= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.33 - 7.26 (m, 3H), 7.06 (d, J = 2.7Hz, 1H), 7.01 - 
5 6.95 (m, 2H), 6.88 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 
6.9Hz, 2H), 2.96 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.2Hz, 2 H), 2.39 (s, 3H), 2.10 (quint, 
J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.49 - 0.42 (m, 2H), 0.08 - 0.02 (m, 2H) C 

MMM 2 (15 7) 
10 8- (N-^P t°A— N- (4-^^7oi^/V) ^f^T^y) 

(2-^bp-4-^^7i=/V) -5, 7-v > tKn-7 

o [3, 4-d] t^yo [1, 5- a] try 
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T L C : R f 0.43 (^Mf> : f^jc^/l^ 2:1) ; 
NMR(300MHz,CDCl 3 ): 8 7.33 (d, J= 8.7Hz, 1H), 7.19 (d, J = 8.1Hz, 2H), 7.13 
(d, J = 8.1Hz, 2H), 7.08 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 2.7, 8.1Hz, 1H), 5.28 (m, 
5 2H), 5.13 (m, 2H), 5.08 (m, 2H), 3.85 (s, 3H), 3.64 (m, 2 H), 2.37 (s, 3H), 2.36 (s, 
3H), 1.80 (m, 2H), 0.95 (t, J = 7.5Hz, 3H) C 

MMM 2 (15 81 

8- (3— ^J*5-)VT%J) -1-*^-;v-Z- ( 3 n p - 5 - h U 7 
10 ;^n^f;>t°>Jv : y-2 — f^) -6, 7-^tKn-5H-^n^y 
* [d] t c 7)/p [l, 5-a] trjJ 2«iftS 
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T L C : R f 0.19 {^^"fy : ftlfc£?7V= 3. : 1 ) 



NMR(300]CiHz, CDC1 3 ) : 5 8.91 (s, 1H), 8.12 (s, 1H), 3.99 (m, 1H), 3.50 (m, 2H), 
3.15 (m, 2H), 2.47 (s, 3H), 2.32 (m, 2H), 1.94 - 1.64 (m, 4H), 1.06 (brt, J = 6.9Hz, 



6H) 0 



5 



mMM2 (15 9) 



8- (N'-^V-N-yotWT^;) -2-^^/1^-3- 

-4-^ >drv/7^.^^) -5, Ko-7D [3, 4-d] t°7 N / 

P [1, 5-a] $ • 



T L C : R f 0.21 : H=g|rc?vv= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 8.1, 2.4Hz, 1H), 5.47 and 5.35 (ABd, J = 16.5Hz, 2H), 5.21 (brs, 2H), 4.00 - 
3.75 (m) and 3.85 (s) total 7H, 2.34 (s, 3H), 1.90 - 1.75 (m, 4H), 1.42 (sort, J = 
15 7.2Hz, 2H), 1.05 - 0.98 (m, 6H) D 

mtm\2 (i6o) 



8- (N-r^Vl'-N-^P f/l^T^ /) - 2 -ptosis- 3- 

-6, 7-^kKn-5H-^P^ [d] 

20 t°7 y s p [ i , 5 - a ] t° y ^ *?y ■ mmm. 




• HCI 



10 



OCH 3 
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• HQ 



T L C : R f 0.33 (^f-y : ffi&=cf-j],= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.12 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.7, 2.4Hz, 1H), 3.95 - 3.80 (m) and 3.83 (s) total 7H, 3.48 (t, J = 7.5Hz, 2H), 
5 3.02 (t, J = 7.5Hz, 2H), 2.30 - 2.18 (m) and 2.27 (s) total 5H, 2.19 (s, 3H), 1.80 - 1.65 
(m, 4H), 1.38 (sext, J = 7.2Hz, 2H), 0.96 (t, J = 7.2Hz, 6H) C 

mmm 2 a 6p 



8- (4-^f;U75/) -2-^^-3- (2-? 
10 i/7^~;V) -5, 7-i?tKB-7P [3, 4-d] \??V*X2 [i, 5- 

a] try 



TLC:Rf 0.54 (^tf-^ : g^^^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.52 (d, J = 10.2Hz, 1H), 7.34 (d, J = 8.7Hz, 1H), 7.08 





OCH3 
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(d, J = 2.4Hz, 1H), 6.97 (dd, J = 2.4, 8.7Hz, 1H), 5.49 (brd. J = 16.8Hz, 1H),5.39 (d, 
J = 16.8Hz, 1H), 5.28 (m, 2H), 3.85 (s, 3H), 3.53 (m, 1H), 2.39 (s, 3H), 1.75 (m, 4H), 
1.47 (m, 4H), 1.00 (t, J = 7.2Hz, 6H) C 

5 mmM 2 (16 2) 

8- (N-^-N-iW;/) -2-^^-3- (2-^pp- 
4 b^v^^—yl/) -5, 7-^tKn-7P [3, 4-d] t°7^P 
[ 1 , 5 - a ] f V 5 • 



10 T L C : R f 0.48 (^i*-^ : ;V= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 6 7.33 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
(dd, J = 2.4, 8.7Hz, 1H), 5.46 (m, 1H), 5.35 (m, 1H), 5.23 (t, J = 1.5Hz, 2H), 3.80 - 
4.00 (m, 4H), 3.85 (s, 3H), 2.34 (s, 3H), 1.80 (ra, 2H), 1 .46 (t, J= 7.2Hz, 3H), 1.44 
(m, 2H), 1.01 (t, J = 7.2Hz, 3H) D 

15 

mmm 2 ( 1 6 3 ) 

8- (N-^n^Dt>-N- (4-7/^P7i^) ^f^T?/) 
-2-^^-3- (2-^nn-4-n^7^) -6, 7— 5?fc 
Kd-5H-^d^ [d] t°7^n [l, 5- a] fc'Hv^y 




• HCl 



OCH 3 
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F 




OCH 3 

T L C : R f 0.80 ■(^•fy : 1- : 1 ) ; 

NMR(30QMHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7. 17 - 7.09 (m, 2H), 7.07 (d, J 
= 2.7Hz, 1H), 6.96 - 6.93 (m, 2H), 6.90 (dd : J = 8.4, 2.7Hz, 1H), 5.01 (s, 2H), 3.84 (s, 
5 3H), 2.97 - 2.86 (m, 4H), 2.75 (m, 1H), 2.39 (s, 3H), 2.03 (m, 2H), 0.80 - 0.68 (m, 
4H) 0 

Hffifljl 2 (16 4) 

8- (N-/ntV>-N- (2-7;l-tn7x^) ^f^7^7) -2- 
10 (2-^^-4-^ h^rv^^/l-) -6, 

5H-^P^ [d] tyy'D [1, 5-a] t=y 
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! 



TLC : R f 0.85 : ffi&^=f-;V=2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.24 - 7.12 (m, 2H), 7.19 (d, J = 8.1Hz, 1H), 7.06 - 
6.97 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 5.00 - 4.92 (m, 
5 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.86 (t, J = 7.5Hz, 2 H), 2.75 (t, J = 7.5Hz, 
2H), 2.37 (s, 3H)i 2.19 (s, 3H), 2.02 (quint, J = 7.5Hz, 2H), 1.68 - 1.46 (m, 2H), 0.90 
(t, J=7.2Hz, 3H) 0 

HMfff) 2 (16 5) 

10 8- (N-:/n tVl—N- {Z-yjVjrvi7aL~;V) ^W^;) -2- 
(2 4-/ h*i/7 a^~;V) -6, 7-i?fcKn- 
5H-^nXy^ [d] fc°7y*o [l, 5 -a] t^^v 5 ^ 
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OCH 3 

T L C : R f 0.86 (^f-^ : ju= 2:1) ; 

NMR(300MHz, CDC] 3 ) : 8 7.30 - 7.22 (m, 1H), 7.18 (d, J = 8.4Hz, 1H), 7.08 - 
7.01 (m, 2H), 6.98- 6.90 (m, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.80 (dd, J = 8.4, 2.4Hz , 
5 1H), 4.85 (s, 2H), 3.83 (s, 3H), 3.42 - 3.36 (m, 2H), 2.89 (t, J = 7.5Hz, 2H), 2.86 (t, J 
= 7.5Hz, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 7.5Hz, 2H), 1.68 - 1.52 (m, 
2H), 0.88 (t, J = 7.5Hz,3H) 0 

MMM 2 (16 6) 

10 8 n7°P fcVM^T^ y - 2 -^fvu- 3- (2-^pp-4- 

;>< l^v^^-^) -5, 7-ytFP-7D [3, 4-d] t'r/p [1, 
5 -a] t°y 
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TLC : R f 0.39 {^*-fy • BflfctTyl^ 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 2.4, 8.7Hz, 1H), 6.48 (brd, J = 9.9Hz, 1H), 5.22 (brs, 2H), 4.89 (brs, 2H),' 
3.83 (s, 3H), 2.87 (m, 1H), 2.37 (s, 3H), 1.15 (m, 2H), 0.61 (m, 4H), 0.42 (m, 4H) C 



Hi 2 (16 7) 

n 5 J ~ 2 - * 3- (2-^pp-4- 

^ b^rv'yx^) -6, 7-^tKo-5H-^n^ [d] \fy9 
P [ 1 , 5 - a ] k° V $ i?> 



T L C : R f 0.40 ^ri^> : ^SStzr.f/U= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.29 (d, J = 8.4Hz, 1H), 7.04 (d, J = 2.4Hz, 1H), 6.87 
(dd, J = 2.4, 8.4Hz, 1H), 6.37 (brd, J = 9.9Hz, 1H), 3.82 (s, 3H), 3.40 (m, 1H) 3.01 (t, 
J = 6.9Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.35 (s, 3H ), 2.11 (m, 2H), 1.14 (m, 2H), 
15 0.50 - 0.66 (m, 4H), 0.35 - 0.50 (m, 4H) 0 

mmm 2 a 6 8) 

8- (N-yf;k-N-yD t'/UT ?/) -2-^^-3- 

-4-^ h^v^yai^/U) -6, 7-^tKn-5H-^P^ [d] 




OCH3 
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I 

I 




och 3 



T L C : R f 0.52 '(^^M*-^ : gj-gg^^vk= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.08 (s, 1H), 7.00 - 6.90 (m, 1H), 
5 4.00 - 3.80 (m) and 3.85 (s) total 7H, 3.65 - 3.30 (m, 2H), 3.10 - 2.95 (m, 2H), 2.40 - 
2.20 (m) and 2.33 (s) total 5H, 1.80 - 1.65 (m, 4H), 1.43 - 1.30 (m, 2H), 0.97 (t, J = 
6.6Hz, 6H) 0 

2 (16 9) 

10 8- (N-i/^n/phVMf;P-N-/P fcVKT^/) -2-^^-3 
- (2-^db-4-^Kv'7x-^) -6, 7-v?tFn-5H-^ 
o-'O* [d] t°7y'o [l, 5 -a] t°y 




OCH3 



T L C : R f 0.54 : gtgfcs. ^vU= 2 : 1 ) ; 

15 NMR(300MHz,CDCl 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.64 - 3.58 (m, 2H), 3.53 (d, J = 6.9Hz, 2H), 
3.01 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 
2H), 1.65 - 1.55 (m, 2H), 1.05 - 0.90 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.50 - 0.40 (m, 
2H), 0.15 -0.05 (m,2H) 0 



mmm 2 (170) 

8- (N-->^o7°nt:V^^^-N-ynt c /UT^y) -2-^f-;V-3 
- (2-^nn-4-^ x.~jV) -5, 7-^tFn-7n [3, 

4-d] M°7V*t2 [1, 5-a] 



TLC : R f 0.42 : g»c^= 2 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.23 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 3.65 - 3.50 (m, 4H), 
2.38 (s, 3H), 1.63 (quint, J = 7.2Hz, 2H), 1.10 - 0.98 (m, 1H), 0.94 (t, J = 7.2Hz, 3H), 
15 0.56 - 0.46 (m, 2H), 0.15 (dd, J = 10.8, 5.1Hz, 2H) 0 

mmm 2 (i7i) 

8- (N- (2-y*3--jV) -N-7°nt:Vl-T^y) -2-*^/V-3- (2 
har^7x^V) -6, Kn-5H-^7o^> 

20 ^ [d] ci, 5-a] t°u -mmm. 




och 3 



183 



WO 02/053565 PCT/JP01/1 1 581 




OCH 3 



T L C : R f 0.44 (^^rfy : ffl&x.J-jv= 2:1) ; 
NMR (300MHz, CDCI3) : 8 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 1.8Hz, 1H), 6.96 
(brd, J = 8.7Hz ; 1H), 4.56 (d, J = 2.1Hz, 2H), 4.05 - 3.80 (m) and 3.85 (s) total 5BL 
5 3.65 - 3.30 (m, 2H) 5 3.25 - 3.10 (m, 2H), 2.40 - 2.20 (m) and 2.33 (s) total 5H, 1.95 - 
1.80 (m) and 1.89 (s) total 5H, 1.01 (t, J = 7.2Hz, 3H) C 

mMM2 (1.7- 2) 

8- (N- -N-7°p M°)VT%;) -2-7*^-3- (2 

10 -^no-4-^ b^;/7x-;U) -5, 7-^tKn-7D [3, 4~d] 

m°7^v [1, • 5- a] t°y 




OCH3 



T L C : R f 0.36 (-^1^ : f^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
15 (dd, J = 8.7, 2.7Hz, 1H), 5.32 (s, 2H), 4.91 (s, 2H), 4.45 (q, J = 2.1Hz. 2H), 3.84 (s, 
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! 

3H), 3.55 - 3.45 (ril, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.1Hz, 3H), 1.72 (sort, J = 7.2Hz, 
2H), 0.98 l(t, j*=7.2Hz, 3H) 0 

1 • • 

mmm2 a 7 3) 

5 8- (N-y^-N- (2-^ h^rv^fvP) T^y) - 2-y^-JV- 3 
- (2-^00-4-^ h^7i-^) -6, 7-5?kKa-5H-'^ 

p^^^ [d] t°7.y*p [i, 5- a] t°y -mMg&L 




OCH3 

T L C : R f 0.34 (^M*-^ : Siaf;k= 2:1) ; 
10 NMR(300MHz, CDC1 3 ) : 6 7.35 (d, J = 7.8Hz, 1H), 7.08 (d, J = 2.1Hz. 1H), 6.97 
(brd, J = 7.8Hz, 1H), 4.30 - 4.18 (m, 2H), 3.90 - 3.78 (m) and 3.85 (s) total 5H, 3.70 - 
3.30 (m) and 3.64 (m) total 4H, 3.30 (s, 3H), 3.08 - 2.98 (m, 2H), 2.40 - 2. 1 8 (m) and 
2.33 (s) total 5H, 1.80 - 1.65 (m, 2H), 1.43 - 1.35 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) Q 

15 llfj 2 (17 4) 

8- (N-^/l'-N- Y^-Z/^jV) T%/) ~ 2 ~y=f-)V- 3 

- (2-^DO-4-> f^^7i-^) -5, 7-v 5 tKn-7D [3, 
4-d] fc 0 yy*P [1, 5 -a] t° <J >- • 
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H 3 CO 




• HCI 



O 



T L C : R f 0.39 (^3r1f V : SRif/l/= 2:1) 



NMR (300MHz,. CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.08 (brs, 1H), 7.05 - 6.95 (m, 
1H), 5.60 - 5.35 (m, 2H), 5.30 - 5.15 (m, 2H), 4.40 - 4.20 (m, 2H), 3.90 - 3.70 (m) 
5 and 3.85 (s) total 7H, 3.35 (s, 3H), 2.35 (s, 3H), 1.85 - 1.70 (m, 2H), 1.50 - 1.38 (m, 
2H), 0.99 (t, J = 6.9Hz, 3H) 0 

I 

%WS\ 2 (17 5) 

8- (N-^PtVw-N- (4- MJ yj^xn^j-;vir^\yy^^;V) *=f- 
10 y^T^y) - 3 - (2-^nn-4-^ h^>-7^=/U) -5, 

7-i?tKD-7D [3, 4-d] f^/o [1, 5-a] fJJ 




OCF3 



OCH3 
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TLC : R f 0.42 : @»t5vW= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.39 - 7.33 (m, 2H), 7.31 (d, J = 8.4Hz, 1H), 7.21 - 
7.15 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.12 (s, 2H), ' 
4.95 (s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.36 - 3.28 (m, 2H), 2.40 (s, 3H), 1.70 - 1.54 
5 (m, 2H), 0.89 (t, J = 7.5Hz, 3H) 0 

Hi 2 (17 6) 

8- (N-^oyn Wf^-N- (4-7/^D7i^;l/) ^^vVT 
5/) -2-^^-3- (2-^f;U-4-^f^>7.i^) -6, 7 
10 -i>bKn-5H-^n^ [d] t'yy'u [l, 5 -a] t°!)^v>> 



T L C : R f 0.28 : ffi&OL=f-jV= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.33 - 7.26 (m, 2H), 7.18 (d, J - 8.4Hz, 1H), 7.03 - 
6.94 (m, 2H), 6.87 (d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.4, 2.7Hz, 1H), 4.88 (s, 2H), 
15 3.83 (s, 3H), 3.38 (d, J = 6.9Hz, 2H), 2.95 (t, J = 6.9Hz, 2H), 2.89 (t, J = 6.9Hz, 2H), 
2.36 (s, 3H), 2.19 (s, 3H), 2.09 (quint, J = 6.9Hz, 2H), 1.01 (m, 1H), 0.58 - 0.42 (m, 
2H), 0.20 - 0.01 (m, 2H) D 




OCH 3 
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mt&m2 (i 77) 

8- (3-^VW5y) -2-^^-3 - .(3, 

T/W) -6, 7-i/t Ko-5H-^P^y^ [d] t°7^D [l, 



T L C : R f 0.38 : ffl-gfcai^vVs 3:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.58 (d, J = 2.1Hz, 1H),7.81 (d, J = 2.1Hz, 1H), 6.24 
(brd, J = 11.1Hz, 1H), 3.80 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.41 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 (t, J = 7.5Hz, 6H) 0 

mmm 2 ( 1 7 8 ) 



8- (N-^^U-N-^^^T ^ J) - 2 - ^ fvV— 3 - (2-^nn- 
4-^ b^rv-^jc-zu) -6, 7-yt Ko-5H-^n^y^ [d] fc° 
7^ [1, 5 -a] t c y v^-tit 



5- a] t°D ^v^^ 




CI 
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OCH 3 



T L C : R f 0.61 X^^> : »^^= 2:1) ; 
NMR(300MHzi CDC1 3 ) : 5 7.35 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 
(dd, J = 2.7, 8.4Hz, 1H), 3.94 (m, AH), 3.85 (s, 3H), 3.30 - 3.62 (m, 2H), 3.05 (m, 
5 2H), 2.32 (s, 3H), 2.25 (m, 2H) 3 1.74 (m, 2H), 1.32- 1.48 (m ; 5H), 0.98 (t, J= 7.8Hz, 
3H) 0 

M2 (179) 

8- (N-^oyoWf^-N- (4-MJ7^n^f;l/7i-/V) 
0 ^^T^y) -2-^^-3- (2-^^-4-^ fari/y^-y^) 
-6, T-v'tKn-SH-^a^^ [d] t°yV*v [ 1 , 5- a] t c 

y 5 • 




0CH3 
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TLC : R f 0.54 i^-fy : ji,= 2 : l) ; 

NM R (300MHz, CDC1 3 ) : 8 7.65 (d, J = 8.4Hz, 2H), 7.47 (d, J = 8.4Hz, 2H), 7. 13 
(d, J = 8.7Hz, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.83 (dd, J = 2.4, 8.7Hz, 1H), 5.37 (s, 
2H), 3.83 (s, 3H), 3.66 (m, 2H), 3.52 (t, J = 7.5Hz, 2H), 3.11 (t, J = 7.2Hz, 2H), 2.29 
(s, 3H), 2.27 (m, 2H), 2.19 (s, 3H), 1.14 (m, 1H), 0.65 (m, 2H) 5 0.17 (m, 2H) 

gjfifll 2 (18 0) 

8- -2-^^/1^-3- (2-^cn-4-^^ 

v^7x-;l/) -5, 7-v?kf'P-7o [3, 4-d] t'y^/n [l, 5- 



TLC : R f 0.40 (^*-fy : f^=cf-;v= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.52 (brd, J = 10.2Hz, 1H), 7.35 (d, J = 8.7Hz, 1H), 
7.08 (d, J = 2.7Hz, 1H), 6.96 (dd, J = 2.7, 8.7Hz, 1H), 5.50 (d, J = 16.5Hz, 1H), 5.39 
(d, J= 16.5Hz, 1H), 5.29 (s, 2H), 3.85 (s, 3H), 3.39 (m, 1H), 2.40 (s, 3H), 1.68 - 1.98 
(m,4H), 1.06 (m, 6H) 0 

HifeffJ 2 (18 1) 

8- (N-V^nypf/M^/WT^y-N- (4-7^D7i=;V) * 
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i 

5 / ) • - 2 -> 3 - (2-^0-4-^^71^) - 

5, 7-^^Fo-7D [3, 4-d] t'yy'n '[ l , 5-a] fc^v^ 



F 




OCH 3 



T L C : R f 0.28 : m&^^= 3:1) ; 

5 NMR (300MHz, CDC1 3 ) : 5 7.34 - 7.28 (m, 2H), 7.30 (d, J = 8.4Hz, 1H), 7.08 (d, J 
= 2.7Hz, 1H), 7,05 - 6.98 (m, 2H), 6.901 (dd, J = 8.4, 2.7Hz, 1H), 5.21 (s, 2H), 4.93 
(s, 2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.38 (d, J = 6.9 H z, 2H), 2.40 (s, 3 H), 1.08 - 0.94 
(m, 1H), 0.56 - 0.48 (m, 2H), 0.14 - 0.06 (m, 2H) C 



io mmm 2 ( 1 8 2 ) 

8- (N— ^VvVu-N- (2-^W5 J^jV) 757) - 2 -7< 
^-3- (2-^^vV-4-p< KV7i^V) -6, 5 
H-V^n^^^ [d] fyi/p [1, 5-a] t°p ■ 2lit 
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OCH 3 

T L C : R f 0.60 (ft|fcn<fvW : Wfl* : *= 3 : 1 : 1 ) ; 
NMR(300MHz, CD 3 OD) : 6 7.45 - 7.32 (m, 5H), 7.18 (d, J = 8.4Hz, 1H), 6.98 (d, J 
= 2.7Hz, 1H), 6.90 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 4.40 (m, 2H), 3.84 (s, 3H), 
5 3.75 (m, 2H), 3.16 (m, 2H), 3.06 (m, 2H), 2.96 (s, 6H), 2.35 (s, 3H), 2.38 - 2.18 (m, 
2H),2.11 (s,3H) 0 

^Ml 2 (18 31 

8- (n— <^vvU-N- (2-^^^7 5/1^) T^y) ~2-/ 
10 5vV-3- (2-^dp-4-^ hJr^7xn;l/) -5, 7-^1^-7 
o [3, 4-d] h°yy?a [1, 5 -a] t e y ^ v 5 ^ • 2^4& 




OCH3 
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T L C : R f 0.80 (ftg^tfvl/ : TO : zK= 3 : 1 : 1 ) ; 
NMR(300MHz, CD 3 OD) : 6 7.60 - 7.30 (m, 6H), 7.19 (d, J = 2.4Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.13 (s, 2H), 4.96 (s, 2H), 4.94 (s, 2H), 4.40 - 4.24 (m, 2H), 3.87 (s, ' 
3H), 3.76 (m, 1H), 3.56 (m, 1H), 2.99 (s, 3H), 2.98 (s, 3H), 2 .44 (s, 3H) D , 



H»]2 (18 4) 

8- (N-^>"v7W-N- T^/) -2-/ 

f;l/-3- (2-^do-4-^ fdri/7x-;H -6, 7-v J fcKo-5 
YL-i/?v<^# [d] t c 7^P [1, 5 -a] fcTJJ 2 ttlMfc 



T L C : R f 0.27 n p : y ^ y — A-= 9:1) ; 

NMR (300MHz, CD 3 OD) : 6 7.46 - 7.26 (m, 6H) 5 7.20 (d, J = 2.1Hz, 1H), 7.08 - 
7.02 (m, 1H), 5.11 (brs, 2H), 4.34 - 4.20 (m, 2H) 5 3.87 (s, 3H), 3.76 - 3.64 (m, 2H), 
3.34 - 2.86 (m) and 2.96 (s) total 10H, 2.41 (s, 3H), 2.26 - 2.10 (m, 2H)„ 

15 

Hi 2 (18 5) 

8- (N— (2-y^=-jV) -N-a^vKTSyO -2-y^vW-3- (2 
-^f^-4-^^7i^) -6, T-v'tKn-SH-^o^y 




OCH 3 
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9 [d] t°?y;u [i, 5-a] w mfy-mtm. 




T L C : R f 0.36 '(^drf-> : ft^^/u= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz; 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 
5 (dd, J = 2.7, 8.4Hz, 1H), 4.55 (q, J = 2. 1Hz, 2H), 4.08 (m, 2H), 3.83 (s, 3H), 3.48 (t, J 
= 7.5Hz, 2H), 3.22 (t, J = 6.9Hz, 2H), 2.28 (s, 3H), 2.24 (m, 2H), 2.17 (s, 3H), 1.90 (t, 
J = 2.1Hz, 3H), 1.47 (t, J = 7.2Hz, 3H) C 

^MM 2 (18 6) 

10 8- (N- (2-??-~;V) -N-^^T^Z) -2-^^-3- (2 

h*^?*^) -5, 7-^tKP-7P [3, 4-d] 
[1, 5-a] t-y^v 5 ^-^^ 




OCH3 



T L C : R f 0.26 (^3rf-> : 2:1) ; 
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NMR(300MHz^ CDC1 3 ) : 5 7.32 (d, J = 8.4Hz, 1H),7.08 (d, J = 2.4Hz, 1H) 5 6.95 



8- (N- -N-^^T$7) -2-7(^-3- (2 

-^hp^4'-^ N^>7x-;V) -6, FP-5H-^o^y 
? [d] h'yyti [,l, 5- a] t° y ^ v> >- • 



10 TLC : R f 0.32 (^'fy :RRif;l/=2 : 1) ; 

NMR (300Hz, CDCI3) : 5 7.34 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.96 (dd, 
J = 2.7, 8.4Hz, 1H), 4.54 (m, 2H), 4.09 (m, 2H), 3.85 (s, 3H), 3.35 - 3.64 (m, 2H), 
3.22 (t, J = 7.2Hz, 2H), 2.34 (S s 3H), 2.26 (m, 2H), 1.90 (t, J = 2. 4Hz, 3H), 1.47 (t, J 
= 7.2Hz, 3H) 0 

15 

mmm 2 (188) 

8- (N, N-^p tVUT ^ J) ~ 3 - (2-^Bn-4- 

/ Y**S7^~;V) -6, 7-^tKP-5H-^n^^ [d] fy^ 
n [1, 5- a] fc°H 



(dd, J = 2.4, 8v4Hz, 1H), 5.41 (s, 2H), 5.36 (m, 2H), 4.46 (m, 2H), 4.08 (m, 2H), 3.85 
(s, 3H), 2.36'(s, 3H), 1.89 (t, J = 2.7Hz, 3H), 1.51 (t , J = 7.2Hz, 3H) 0 



5 





• HCl 



OCH 3 
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T L C : R f 0.40 (^f-> : m^^^= 3:1) ; 
NMR(300MHz. CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 2.7 ; 8.4Hz, 1H), 3.83 (s, 3H), 3.56 (m, 4H), 2.95 (t, J = 7.2Hz, 2H), 2.91 (t, J 
5 = 8.1Hz, 2H), 2.36 (s, 3H), 2.13 (m, 2H), 1.58 (m, 4H), 0.89 (t, J = 7.2Hz, 6H) 0 

2 (18 9) 

8- (N- (2-^~/V) - N -V^ p/o h°jU/f-jUT$. J) -2-* 
5vl^-3- (2-^no-4-^f^>7x-/l') -5, 7-^hFn-7 
10 P [3, 4-d] fy/n [i, 5 -a] h°V$i» 



T L C : R f 0.50 ( : 7± h ^= 5 : 1 ) ; 

NMR(300MHz,CDCl 3 ): 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J == 2 .7Hz, 1H), 6.90 
(dd, J = 8.4, 2.7Hz, 1H), 5.35 (s, 2H), 4.91 (s, 2H), 4.56 (m, 2H), 3.83 (s, 3H), 3.50 
15 (m,2H),2.39(s,3H), 1.82 (t, J = 2.4Hz, 3H), 1.15(m, 1H), 0.64 - 0.56 (m, 2H), 0.38 
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- 0.28 (m, 2H) D 

mmm 2 (190) 

8- (N-7°n tVl—N- (4 -i VT / 7 x-=-JV) ^W^) — 2 — 7* 
5 f)V-Z- y*ri/7 -6, 7-v?fcKP-5 

H-^D^ [d] t"7V'D [1, 5- a] t°y*^> 



T L C : R f 0.22 (^=3fty : ^1^= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.60 (brd, J = 8.1Hz, 2H), 7.47 (brd, J = 8.1Hz, 2H), 
10 7.17 (d, J = 8.7Hz, 1H), 6.87 (d, J = 2.7Hz, 1H),. 6.79 (dd, J = 8.7, 2.7Hz, 1H), 4.90 
(s, 2H), 3.83 (s, 3H), 3.39 (m, 2H), 2.94 - 2.82 (m, 4H), 2.34 (s, 3H), 2.18 (s, 3H), 
2.11 (m, 2H), 1.59 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

gafll 2 (19 1) 

15 8- (N-^P7*0tf/l'-N- {A-^f-jvf-iry ^f)VT%J) 
-2-/J-JU- 3- (2-^nn-4-^h^7i=/>) -5, 7-v^fc 
K0-7D [3, 4-d] b°7>/n [1, 5- a] tfJJSS?^ 



CN 




OCH 3 
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1 




OCH 3 



TL C : R f 0.20. (^-f^ : ^iif/>= 3:1) ; 
NM R (300MHz, CDC1 3 ) : 6 7.32 (d, J = 8.4Hz, 1H), 7. 1 9 - 7. 13 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 7.01 (m, 2H), 6.91 (dd, J = 8.4, 2.7Hz, 1H), 5.20 (s, 2H), 5.15 (s, 
5 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.46 (s, 3H), 2.41 (s, 3H), 0.95 - 0.88 
(m,4H) 0 

^jfe^!l2 (19 2) 

8- f/U-N- (4-y^/l^- ^71-^) y fvl'T ^ y ) -2 

10 -^^-3- (2-^n-4-^^7i-^) -5, 
-7U [3, 4-d] t c ^y~D [1, 5-a] M°V$i?> 
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SCH 3 



OCH 3 



T L C : R f 0.25 : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.31 (d, J = 8.7Hz, 1H), 7.20 (s, 4H), 7.08 (d, J = , 
2.7Hz, 1H), 6.90 (dd, J = 8.7, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 2H), 4.89 (s, 2H), 
5 3.84 (s, 3H), 3.34 (m, 2H), 2.48 (s, 3H), 2.40 (s, 3H), 1.70 - 1.50 (m, 2H), 0.89 (t, J = 
7.5Hz, 3H) C 

mmm 2 (193) 



10 -2-^^-3 - (2-^PP-4-^f^7i^) -5, 7-v^fc 
Kn-70 [3, 4-d] f^/o [l, 5-a] W %W 
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OCH 3 



TLC : R f 0.19. (^f-^ : IM^^=3 : l) ; 
N M R (3 OOlVIHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.14 - 7.04 (m, 3H), 7.02 - 
6.94 (m, 2H), 6.92 (dd, J = 8.4, 2.4Hz, 1H), 5.19 (s ; 2H), 5.16 (s, 2H), 4.91 (s, 2H), 
5 3.84 (s, 3H), 2.55 (m, 1H), 2.41 (s, 3H), 0.90 - 0.76 (m, 4H) . 

mmm2 (1 94) 

8- (N-^P tVl/-N- ( 3 -^/M-ur^-A') ^^/l/T^/) -2- 
^^/l^-3- (2-^dp-4-^ h^>7i^) -6, 
10 5H-V^o^ [d] MyV* [ 1 , 5 -a] fc'D^v^ 




OCH 3 
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T L C : R f 0.48 (^-pls : BB^T/k= 3:1) ; 
NMR(300MHz,CDCl 3 ) : 6 7.33 (d, J = 8.4Hz, 1H), 7.26 - 7.15 (m, 2H) 7.07 (d, J 



= 2.4Hz, 1H), 7.05 r 6.98 (m, 2H), 6.89 (dd, J = 8.4, 2.4Hz, 1H), 4.94 (s, 2H), 3.84 (s, 
3H), 3.39 (m, 2H), £88 (t, J = 7.5Hz, 2H), 2.77 (t, J = 7,5Hz, 2H), 2.40 (s, 3H), 2.04 



IM2'(r9 5) ■ 

8- (N-^PtVM-N- (3 -77^P7^^/^) tJ-iVT^J) -2- 
^fvV-3- (2->DD-4-n^V7x^.V) -5, 
10 7D [3, 4-"d] [i, 5-3] !;'!)?^ 



TLC : Rf 0.46 : |^^^/W= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : d 7.32 (d, J = 8.4Hz, 1H), 7.28 - 7.16 (m, 2H), 7.08 (d, J 
= 2.4Hz, 1H), 7.07 - 6.99 (m, 2H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.07 (s, 2H), 5.04 (s, 
15 2H), 4.88 (s, 2H), 3.84 (s, 3H), 3.13 (ra, 2H), 2.41 (s, 3H), 1 .68 (sext, J = 7.5Hz, 2H), 
0.93 (t, J = 7.5Hz, 3H) 0 

H»!l 2 (19 6) 



5 (quint, J = 7.5Hz, 2H), 1 .63 (m, 2H), 0.90 (t, J = 7.5Hz, 3H) D 





OCH 3 
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8-^PtVUT^/-2-^^-3- (2, 5-^PD7x-;H - 
6, 7-v?tKn-5H-^n^ [d] k^yn [l, 5-a] t°y 



5 TLC : Rf 0.64 : |t@^n?v^= 3 : 1 )' ; 

NMR (300MHz, CDC1 3 ) : 6 7.41 (d, J = 8.7Hz, 1H), 7.40 (d, J = 2.4Hz, 1H), 7.23 ' 
(dd, J = 8.7, 2.4Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz) and 2.93 (t, J = 
7.8Hz) total 4H, 2.37 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.65 - 1.50 (m, 4H),'0.89 (t, 
J = 7.2Hz, 6H) 0 

10 

mmm 2 (197) 

8-^Pt>7?y-2-^f;V-3- (2, 4-^OD7x^) - 
6, 7-i?tKP-5H-^n^ [d] b'y/D [1, 5-a] t°]J 





T L C : R f 0.57 : %$&ai?-/u= 3:1) ; 
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NMR(300MHz, CDC1 3 ) : 8 7.51 (d, J = 2.4Hz, 1H), 7.35 (d, J = 8.1Hz, 1H), 7.29 ' 
(dd, J = 8.1, 2.4Hz, 1H), 3.65 - 3.50 (m, 4H), 2.96 (t, J = 7.2Hz) and 2.92 (t, J - 
7.2Hz) total 4H, 2.36 (s, 3H), 2.14 (quint, J = 7.2Hz, 2H), 1.63 - 1.45 (m, 4H), 0.89 (t, 
J = 7.5Hz, 6H) 0 



8-v J 7 P PtVl-T^y-2-^f-^-3- (4-/f-/^y^^/l-) -6, 7 
-^tKn-5H-^n^ [d] tfyy'n [l, 5 -a] t'V 



10 T L C : R f 0.58 (^^f-^ : I^3i^/l-=3 : 1) ; 

NM R (300MHz, CDC1 3 ): 6 7.58 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 3.60 - 
3.52 (m, 4H), 3.00 - 2.90 (m, 4H), 2.56 (s, 3H), 2.37 (s, 3H), 2.14 (quint, J = 7.5Hz, 
2H), 1.64 - 1.48 (m, 4H), 0.87 (t, J = 7.2Hz, 6H) D 

15 mmm 2 (199) 



-^tKn-5H-^a^ [d] t^y'n [1, 5-a] W 
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TLC : R f 0.61 (^3rf-> : BHSb^<rt'=& : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.50 (s) and 7.47 (d, J = 7.5Hz) total 2H, 7.32 (t, J = 
7.5Hz, 1H), 7.06 <t, J - 7.5Hz, 1H), 3.60 - 3.52 (m, 4H), 2.96 (t, J = 7.8Hz, 4H), 2.57 
5 (s, 3H), 2.41 (s, 3H), 2.15 (quint, J = 7.8Hz, 2H), 1.64 - 1.45 (m, 4H), 0.88 (t, J = 
7.2Hz, 6H) C . 

r - 

i 

MlfeM 2 (2 0 0) 

8-^/Dt^7^-2-^f;W-3- {2-*=?-/V7^-jV) -6, 7 
10 -^tFP-5H-^D^ [d] t"7/D [1, 5 -a] 




T L C : R f 0.56 (^-^V : |£@^^vv= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.35 - 7.20 (m, 4H), 3.62 - 3.54 (m, 4H), 2.96 (t, J = 
7.2Hz) and 2.90 (t, J = 7.2Hz) total 4H, 2.34 (s, 3H), 2.22 (s, 3H), 2.13 (quint, J = 
15 7.2Hz, 2H), 1.63 - 1.50 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 



mmm 2 (201) 



204 
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I 

8- (N-^n fcVk-N- <<<yy [d] 1, 3-^y7^-5-^;V) 
-6, 7-^tKo-5H-^P^ [d] t°7/n [1, 5- a] t° 




T L C : R f 0.31. (^f^ : M^fv^= 3 :1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.18 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.7Hz, 1H) ; 6.77 - 
6.83 (m, 2H), 6.67 - 6.75 (m, 2H), 5.94 (s, 2H), 4.74 (s, 2H), 3.83 (s, 3H), 3.37 (m, 
2H), 2.89 (t, J = 7.8Hz, 2H), 2.85 (t, J = 7.5Hz, 2H), 2 .35 (s, 3H), 2.20 (s, 3H), 2.08 
10 (m, 2H), 1.58 (m, 2H), 0.88 (t, J= 7.2Hz, 3H) D 

HMI2 (2 0 2) 

8- (N-7°n tVl^-N- .(^yy* [d] 1, 3-^^7^-5-^/1/) 
^W^y) -2-^^-3- (2-^PD-4-y b^r^7x^) 
15 -6, y-v^tKn-SH-^P^^ [d] tyyn [1, 5-a] t° 
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T L C : R f 0.38 (^3rf-> : J8^SStx.f-jv= 2:1); 
NMR (300MHz, CDC1 3 ) : 8 7.36 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.97 
(dd, J = 8.4, 2.7Hz, 1H), 6.70 - 6.82 (m, 3H), 6.00 (s, 2H), 5.07 (s, 2H), 3.85 (s, 3H), 
5 3.71 (m, 2H), 3.36 - 3.64 (m, 2H), 3.03 (t : J = 7.4Hz, 2H) , 2.35 (s, 3H), 2.24 (m, 2H), 
1 .74 (m, 2H), 0.93 (t, J = 7.5Hz, 3H) 0 

HjfeM 2 (2 0 3) 



8- {Z-^J-JVT^;) (2-*T/U7^-;is) - 

10 6, 7-v>t Ko- 5H-^ cz-O^ [d] t°7y'D [1, 5-a] t° U 
5^ 
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T L C : R f 0.39 .(^•frf : ftK^^7V= 3 :1) ; 
NMR(30<Mv1hz, CDC1 3 ) : 6 7.30 - 7.18 (m, 4H), 6.23 (d, J = 10.5Hz, 1H), 3.90 - 
3.75 (m, 1H), 3.09 (t, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.32 (s, 3H), 2.22 (s, 
3H), 2.14 (quint, J = 7.2Hz, 2H), 1.80 - 1.58 (m, 4K), 1.08 - 0.96 (m, 6H) 0 



j| 2 (2 0 4) 



8- (3^>-W5y) (3-^f;V7i-;i/) - 

6, 7-^tFD-5H-^nXy^ [d] fyi/a [l, 5-a] b° JJ 




10 

T L C : R f 0.45 Kdrf-^ : ftt*f^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.50 (s, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.31 (t, J = 
7.8Hz, 1H), 7.05 (d, J = 7.8Hz, 1H), 6.21 (d, J = 10.8Hz, 1H), 3.86 - 3.74 (m, 1H), 
3.08 (t, J = 7.2Hz, 2H), 2.95 (t, J = 7.2Hz, 2H), 2.55 (s, 3H), 2.41 (s, 3H), 2.15 (quint, 
15 J = 7.2Hz, 2H), 1 .82 - 1 .55 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) D 



MMM 2 (2 0 5) 

8- (3— <-y?->VT%/) -2-/J-/U- 3 - (4-^f^7i=;w) - 
6, 7-^kKD-5H-^o^ [d] f^/n [l, 5-a] t°P 
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HN 



jC 




T L C : R f 0.47 (^^y : 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.57 (d, J = 7.8Hz, 2H), 7.24 (d, J = 7.8Hz, 2H), 6.20 
(10.5Hz, 1H), 3.83 - 3.75 (m, 1H), 3.08 (t, J = 7.2Hz, 2H), 2.94 (t, J - 7.2Hz, 
5 2H),2.55 (s, 3H), 2.37 (s, 3H), 2.15 (quint, J = 7.2Hz, 2H), 1.80 - 1.52 (m, 4H), 1.00 
(t, J = 7.2Hz,6H) 0 

llii (2 0 6) 



8- (3-^yf;l/7^) -2-^^vV-3- 
10 h^rv-^^n^) -6, 7-^tK0-5H-^P^ [d] ^7^0 
[1, 5 -a] t°y * -JtSBfi 





OCH 3 



T L C : R f 0.10 {^^1/ : @^;n^vv= 3:1) ; 
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NMR(300MHz, CDC1 3 ): 6 7.26 - 7.16 (m, 1H), 6.83 (m, 1H), 6.84 - 6.76.(m, 1H), 
3.97 (m, 1H), 3.86 (s, 3H), 3.48 (m, 2H), 3.12 (m, 2H), 2.44 (s, 3H), 2.33 (s, 3H), 
2.28 (m, 2H), 1.95 - 1.44 (m, 4H), 1.11 - 0.99 (m, 6H) C 



8- (N-7"d t°/V-N- (^<>y [d] 1, 3-v 5 ^-=¥y7^-5--f/V) 
-5, 7-v i tFo-7n [3, 4~d] M'yy'u [l, 5 -a] fc° !J $ v 5 



T L C : R f 0.40 (^-py : ffiUxf^s 2:1); 
NMR(300MHz, CDC1 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.95 
(dd, J = 2.7, 8.7Hz, 1H), 6.78 - 6.83 (m, 2H), 6.72 (m, 1H), 5.99 (s, 2H), 5.28 (m, 
2H), 5.16 ( S) 2H), 5.04 (m, 2H), 3.85 (s, 3H), 3.60 (m, 2H), 2.38 (s, 3H), 1.77 (m, 
1 5 2H), 0.95 (t, J = 7.2Hz, 3H) 0 





mmm 2 ( 2 0 8 ) 

8- (N-^^/l'-N-^ n^p tVl^^T^ /) -2-^^-3 

i 
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p^>^'[4,1 t°7V*n [l, 5-a] trVt&lS'&fflg 



T L C : R f 0.58 i^-fy : ^^=c^-;v= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 5 7.25 - 7.43 (m, 5H), 7. 13 (d, J = 7.8Hz, 1H), 6.90 (d, J 



3.48 (t, J = 8.1Hz, 2H), 3.07 (t, J = 7.2Hz, 2H), 2.30 (s, 3H), 2.24 (m, 2H), 2.19 (s, 
3H), 1.16 (m, 1H), 0.63 (m, 2H), 0.18 (m, 2H) D 

10 2 (2 0 9) 

8- (N-^^vvl^-N-i/^ n/n Wf^7 5 J) -2-/^/U- 3 
- (2-^od-4-^ ^iX7x^) -6, 7-i/fc Kn-5H-^ 

n-o-^ [d] fr/n [i, 5-a] t o y5v^-«m 




OCH 3 



= 2.4Hz, 1H), 6.83 (dd, J = 2.4, 7.8Hz, 1H), 5.28 (s, 2H), 3.84 (s, 3H), 3.69 (m, 2H), 
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TLC : R f 0.56 (^-fy : ffl&3L?-jV=2 : l) ; 
NMR(300MHz ; CDC1 3 ) : 6 7.25 - 7.43 (m, 6H), 7.09 (d, J = 2.7Hz, 1H), 6.96 
(dd,J = 2.7, 8.4Hz, 1H), 5.27 (m, 2H), 3.85 (s, 3H), 3.68 (m, 2H), 3.48 (m, 2H), 3.07 
5 (t, J = 6.9Hz, 2H), 2.35 (s, 3H), 2.23 (m, 2H), 1.16 (m, 1H), 0.64 (m, 2H), 0.18 (m, , 
2H) e 

SUM 2 (210) 

8- (N-^y^-N-V^ n/c W f $ /) -2-^^-3 
10 - (2-^dp-4-p< Y*i'7x.~M -5, 7-v?t Kd-7p [3, 
4-d] t'yyn [1, 5 -a] 5 • ifiSfeffi 
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5 



T L C : R f 0.47 (^i^ : &M3L?-/U= 2:1) ; 
NMR(300iy[Hz, CDC1 3 ) : 6 7.26 - 7.45 (m, 6H), 7.09 (d, J = 2.4Hz, 1H), 6.96 (dd, 
J = 2.4, 8.1Hz, lH),'5.36 (m, 2H), 5.28 (m, 2H), 5.23 (s, 2H), 3.85 (s, 3H), 3.69 (m, 
2H), 2.37 (s, 3H), 1.21 (m, 1H), 0.66 (m, 2H), 0.22 (m, 2H) D 

mmm 2 (211) 

8- (N-^/^-N- (2-y , f-=-jU) T'^y) -2-/ J-JV- 3 - (2 

-*=?-}V- 3L~jV) -6, 7-i/kKn-5H-^D^y 
* [d] fc^/p [i, 5- a] t°y 




10 OCH 3 



T L C : R f 0.38 df-tf-i' : gt-g^^-/V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J - 2.7Hz, 1H), 6.79 
(dd, J = 8.4, 2.7Hz, 1H), 4.40 (brs, 2H), 3.82 (s, 3H), 3.59 (m, 2H), 3.11 (t, J = 7.2Hz, 
2H), 2.91 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2. 18 (s, 3H), 2.13 (m, 2H), 1.81 (t, J = 
15 2.1Hz 5 3H), 1.63 (m, 2H), 1.38 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) 0 

gMlg (2 1 2) 

8- (3-^yf/l/7$/) -2-^^-3- {2-*=f-;V-^-y )Vir 
n7i^) -6, Ko-5H-v'^D'<>^ [d] M'yVn [l, 

20 5 - a] t e !) • jfcgfctt 
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HN 



jC 




F 



TLC : R f 0.44 •?> : ^3i^W= 3 : 1) ; 
NMR(300MHz, DMSO-d 6 ) : 5 7.34 - 7.24 (m, 2H) 3 7.20 - 7.10 (m, 1H), 4.03 - 3.85 
(m, 1H), 3.14 (bit, J = 8.1Hz, 2H), 2.95 (bit, J = 8.1Hz, 2H), 2.25 (s, 3H), 2.25 - 2.10 
5 (m) and 2.12 (s) total 5H, 1.85 - 1 .60 (m, 4H), 0.95 - 0.85 (m, 6H) D 

mmm 2 (213) 

8- ( 3 <^?VT ^ J ) -2-^A— 3- (2, S-v^^pn^^n 
/l") -6, T-v'tKo-SH-^o^ [d] fc'^/n [l, 5 -a] 

10 ey^v^-^m 



TLC : R f 0.46 : |^^?vv= 3 : 1) ; 

NMR (300MHz, DMSO-d 6 ) : 5 7.68 (d, J = 8.4Hz, 1H), 7.62 - 7.55 (m) and 7.59 (s) 

total 2H, 4.03 - 3.85 (m, 1H), 3.14 (bit, J = 7.8Hz, 2H), 2.96 (bit, J = 7.8Hz, 2H), 
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2.32 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 1.60 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) D 



Hi 2 (,.2 1 4 1 • 

8- (3— <^f-/V7^y) -2 -7*^-3- (2, 4-v 5 ;* b^v^^ 
5 ^/W) -6,. 7 -"-^fc Ko- 5 H-iS? [d] fc°7 N /n [1, 5- 



NMR(300MHz, DMS0-d 6 ) : 8 7.24 (d, J = 8.1Hz, 1H), 6.71 (d, J = 2.4Hz, 1H), 
10 6.66 (dd, J = 8.1, 2.4Hz, 1H), 4.05 - 3.85 (m, 1H), 3.85 (s, 3H), 3.74 (s, H), 3.15 (bit, 
J = 8.1Hz, 2H), 2.99 (bit, J = 8.1Hz, 2H), 2.33 (s, 3H), 2.25 - 2.10 (m, 2H), 1.85 - 
1.63 (m, 4H), 0.89 (t, J = 7.5Hz, 6H) C 

Hi 2 (215) 

15 8- O-^^f-sUT ^ 7) - 3 - (2-7;^n-4-yf 

/Vy^^/P) -6, 7-v^t Ko - 5H-iX^ d-O-^ [d] t°7^D [1, 
5 -a] t°U ^ 



a] t°y ^ ^^ -m^ 




OCH 3 



T L C : R f 0.43 {^*c^ls : g^^/^ 1:1) 
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T L C : R f 0.43 '(^*r-f> : ftSfe^^= 3:1) ; 
NMR(300MHz, DMSO-d 6 ) : 8 9.20 - 9.00 (m, 1H), 7.39 (t, J = 7.8Hz, 1H), 7.22 (d, 
J = 11.1Hz, ,1H), 7.17 (d, J = 7.8Hz, 1H), 4.05 - 3.60 (m, 1H, covered with H 2 0 in 
5 DMSO-d 6 X 3.14 (bit, J = 7.8Hz, 2H), 2.99 (bit, J = 7.8Hz, 2H), 2.40 (s, 3H), 2.37 (s, 
3H), 2.18 (quint, J = 7.8Hz, 2H), 1.83 - 1.60 (m, 4H), 0.89 (t ; J = 7.5Hz, 6H) C 

mmffl 2 (2i6) 

8- (N-^/W-N- (2-7*^-^) T^y) -2-^^-3- (2 
10 -6, 7-5?kKo-5H-^o^ 

* [d] 1^7^d [l, 5-a] t'U^v 5 ^ 



TLC : R f 0.80 (^=^f-> : g^ai^/U= 1:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.88 




OCH 3 
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(dd, J = 8.7, 2.4Hz, 1H), 4.39 (q, J = 2.1Hz, 2H), 3.83 (s, 3H), 3.59 (m, 2H), 3.11 (t J , 
= 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.36 ( s, 3H), 2.14 (quint, J = 7.5Hz, 2H), 1.81 
(t, J = 2.1Hz, 3H), 1.68 - 1.54 (m ; 2H), 1.39 (sext, J = 7.5Hz, 2H), 0.94 (t, J = 7.5Hz, 
3H) 0 

Hjifeffi] 2 (217) 

8- (N-y^-N- (2-^-/1.) T^y) -2-^/1—3- (2 
hdrv'yx^l/) -5, 7-'^tKn-7o [3, 4-d] 
t°7y c n [1, 5 -a] k°y $v?> 




OCH 3 



T L C : R f 0.78 (^^f-> : gfcifc:x?vt,= 1:1); 
NMR(300MHz, CDC1 3 ) : 5 7.28 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.33 (s, 2H), 4.91 (s, 2H) : 4.44 (q, J = 2.4Hz, 2H), 3.83 (s, 
3H), 3.54 (m, 2H), 2.38 (s, 3H), 1.82 (t, J = 2.4Hz, 3H), 1.74 - 1.61 (m, 2H), 1.41 
(sext, J = 7.5Hz, 2H), 0.96 (t, J = 7.5Hz, 3H) 0 

mm 2 (218) 

8- (3-^^-2-^/^T^/) -2-^^-3- 

4-* Y*i/7^-7V) -6, 7-i?kKn-5H-^nX^ [d] t° 

yVn [1, 5- a] t 0 !)^^^-^^ 
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TLC :R f 0.36 (/^^-f-y : ^^^;U= 3 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.45 (brd, J = 10.2Hz, 1H), 7.11 (dd J = 4.2, 8.4Hz, 
1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 2.4, 8.4Hz, 1H), 4.07 (m, 1H), 3.83 (s, 
5 3H), 3.49 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 (m, 2H), 2 .28 (s, 3H), 2.20 and 2.19 ■ 
(s, total 3H), 1.99 (m, 1H), 1.42 and 1.41 (d, J = 6.6Hz, total 3H), 1.05 - 1.14 (m, 6H) 0 

MMM 2 (219) 

8- (l-^D^/nf^j^/) _2-p*5vu-3- (2-^^7> 
10 - 4- * Y*i/7 -6, 7-v?t Kn-5H-^n^ [d] 

[i, 5- a] t']) ^^-til 




OCH 3 
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T L C : R f o!?6 : S|xf^= 3_ : i) ■ 

NMR(300MHz, CDCI3) : 5 7.42 (brd, J =' 10.5Hz, 1H), 7.11 and 7.10 (d, J = 
8.1Hz, total 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.1Hz, 1H), 4.03 (m, 1H), 
3.82 (s, 3H), 3.48 (m, 2H), 3.12 (t, J = 7.5Hz, 2H), 2.28 (m, 2H), 2.28 (s, 3H) 3 2.20 
5 and 2.18 (s, total 3H), 1.52 - 1.95 (m, 6H), 1.41 and 1.40 (d, J = 6.6Hz, total 3H), 
1.01 -1.37 (m, 5H) 0 



8- (2 — <>>/kT^/) -2-^^-3- (2-^^-4-^ 



T L C : R f 0.36 : g^j^fvl^ 3:1) ; 

NMR(300MHz,CDCl 3 ): 8 7.34 (brd, J = 9.6Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
15 total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.7Hz, 1H), 4.25 (m, 1H), 3.83 (s, 
3H), 3.49 (m, 2H), 3.16 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 and 2.19 
(s, total 3H), 1.70 - 1.80 (m, 2H), 1.44 - 1.58 (m, 2H), 1.47 and 1.46 (d, J = 6.6Hz, 
total 3H), 1.01 (m,3H) 0 

20 mmm2 (2 2 p_ 





5 -a] t°y^ - msm 
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j, 

i 

8- ( 2 -^-ff-JVT 5 J ) • (2-^f-jV-4-^ V* 

aL£)\sf>- 6 , 7-v?tKo-5H-^n^ [d] fc°7^P [l, 
5 - a] t°U $ v 5 ^ ■ 




r ■ 

TLC:Rf 0.43 (^^y : f^oi^vU= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.32 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J = 
8.4Hz, total 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J= 2.7, 8.4Hz, 1H), 4.22 (m, 1H), 
3.83 (s, 3H), 3.50 (m, 2H), 3.15 (t, J = 6.9Hz, 2H), 2.29 ( m, 2H), 2.28 (s, 3H), 2.20 
and 2.19 (s, total 3H), 1.71 - 1.81 (m, 2H), 1.30 - 1.55 (m, 9H), 0.92 (m, 3H) 0 

(2 2 2) 

8- (1-^ h=^V- 2-^a tVl^T^ y) -2-p<^-3- (2-^^ 
;>-4-^ b^^7x=;l/) -6, 7-^tFn-5H-^o^ [d] 

fr/o [l, 5 -a] \?y %ify -mBM. 



219 



WO 02/053565 



PCT/JP01/H581 



HN 



O 




• HC1 
CH 3 



OCH 3 



T L C : R f 0.30 (^df-f-^ : ft^jc^/u= 2 : 'i) ; 
NMR(300MHz, CDC1 3 ) : 6 7.66 (brd, J = 8.4Hz, 1H), 7.11 and 7.10 (d, J = 8.7Hz, 
total 1H), 6.88 (d, J = 2.7Hz, 1H) 5 6.80 (dd, J = 2.7, 8.7Hz, 1H), 4.46 (m, 1H), 3.82 (s, 
5 3H), 3.64 (dd, J = 3.9, 9.9Hz, 1H), 3.42 - 3.58 (m, 3H), 3.46 and 3.45 (s, total 3H), ' 
3.23 (m, 1H), 3.11 (m, 1H) 3 2.29 (m, 2H), 2.29 (s, 3H), 2.19 and 2.18 (s, total, 3H), ' 
1.49 (d, J = 6.6Hz, 3H) 0 



2 (2 2 3) 

10 8- (2-^f/U7^) -2-^^/P-3- (2-^yl— 4-^ 

^at^/P) -6, 7-v?tKP-5H-^DX^ [ d ] t°y^n [1, 
5 -a] t°y ?v>y.ltl 





OCH 



T L C : R f 0.60 K^rf-^ : g^@£^/ix= 2:1) ; 
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I 

i 

NMR (300MHz, CDClj) : 6 7.33 (brd, J = 10.2Hz, 1H), 7.12 and 7.11 (d, J - 
8.1Hz, total 6.89 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.1Hz, 1H), 4.23 (m, 1H), 
3.83 (s, 3H),' 3' 50 (bit, J = 7.2Hz, 2H), 3.15 (t, J = 6.6H z, 2H), 2.29 (m, 2H), 2.28 (s, 
3H), 2.20 and 2.19 (s, total 3H), 1.75 (m, 2H), 1.46 and 1.45 (d, J = 6.3Hz, total 3H), 
5 1.26- 1.45 (m, 8H), 0.90 (m,3H) 0 

i 

I 

i 

(2 2 4) 

8- (1, 2, 3,,4-rf7tKnt7^Uy-l-f^) T^/-2- 
(2-^^-4-^ Y3ris7^~M -6, Kd- 
10 5H-^-B^ [d] t°7yo [1, 5- a] fcTJJSS^ 




OCH 3 

T L C : R f 0.16 (^rtf-^ : @^^?vV= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.44 (m, 1H), 7.27 - 7.14 (m, 4H), 6.85 (d, J = 2.7Hz, 
1H), 6.78 (dd, J = 8.1, 2.7Hz, 1H), 6.69 (brd, J = 9.9Hz, 1H), 5.22 (m, 1H), 3.82 (s, 
15 3H), 3.24 - 3.08 (m, 2H), 3.00 - 2.76 (m, 4H), 2.26 (s, 3H ), 2.24 - 1.82 (m, 6H), 2.20 
(s,3H) 0 

HflSfll 2 (2 2 5) 
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8- ( (IS, 2S, 3S, 5R) -2, 6, 6 - h ]) J *?jv\> n [3., 
1. 1] -3-^7°^) 757- 3 - (2-^^-4-^ 

h^^^/l,) - 6) 7-^tKP-5H-^n^ [d] k^^/p. 
[1, 5- a] h°y 



TLC:Rf 0.25 (^dr-^^ : It^^= 3 : 1) ; 
NMR(300MHz,CDCl 3 ): 5 7.16 (d, J = 8.1Hz, 1H), 6.85 (d, J = 2.4Hz, 1H), 6:78 
(dd, J = 8.1, 2.4Hz, 1H), 6.35 (brd, J = 10.8Hz, 1H), 4.31 (m, 1H), 3.82 (s, 3H), 3.22 
- 3.06 (m, 2H), 2.91 (t, J = 8.1Hz, 2H), 2.62 - 2.46 (m, 2H), 2.31 (s, 3H), 2.19 (s, 3H), 
10 2.19 - 1.82 (m, 6H), 1.29 (s, 3H), 1.20 (d, J = 6.0Hz, 3H), 1.11 - 1.08 (m, 1H), 1.09 (s, 
3H) 0 

^fisffij 2 (2 2 6) 



8- (3-^>?;UT^/) -2-/^jU~3- 
15 7zn^^) -6, 7-^kKn-5H-^o^ [d] Vy^u [l, 
5 -a] t°y 5: • jgg$£ 
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HN 



jC 




CI 



T L C : R f 0.41 (^f->- : Ift$^?VV= 3 : 1 ) ; 
NMR (300MHz, CDC1 3 ) : 6 7.38 - 7.32 (m, 2H), 7.26 - 7.10 (m, 2H), 4.04 - 3.90 
(m, 1H), 3.60 - 3.30 (m, 2H), 3.13 (t, J = 6.6Hz, 2H), 2.39 (s, 3H), 2.35 (s, 3H), 2.28 
5 (quint, J = 6.6Hz, 2H), 1 .92 - 1 .40 (m, 4H), 1 .06 (t, J = 7.2Hz, 6H) D 

mm 2 (227) 

8- -2-/^/^-3- (2, Y*i/7* 

-6, 7-i>kKo-5H-^D^ [d] h^'/o [l, 5- 
10 a] h°'J ^ • 



T L C : R f 0.52 (^^r^^ : ^m^;V= 1:1); 

NMR (300MHz, CDC1 3 ) : 8 7.32 - 7.24 (m, 1H), 7.00 - 6.90 (m, 2H), 6.85 (d, J = 

2.4Hz, 1H), 4.05 - 3.95 (m, 1H), 3.90 (s, 3H), 3.84 (s, 3H), 3.56 (t, J = 7.8Hz, 2H), 
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3.12 (t, J = 7.8Hz, 2H), 2.43 (s, 3H), 2.29 (quint, J = 7.8Hz, 2H), 1.90 - 1.40 (m, 4H), 
1.05 (U= 7 l; 5Hz, 6H)„ 



5 8 ~ (3— ^>^/UT^/) -2-^/1^3- (2-p< Y*is7^-;v) 
-6; 7-^t'FP-5H-^P^ [d] t^y'n [l, 5-a] f 



T L C : R f 0.24 (^^rf-^ : B^^^= 3:1) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.41 (t, J = 8.1Hz, 1H), 7.34 - 7.24 (m, 2H), 7.10 - 
7.02 (m, 2H), 4.03 - 3.90 (m, 1H), 3.94 (s, 3H), 3.56 (t, J = 7.5Hz, 2H), 3.12 (t, J = 
7.5Hz, 2H), 2.43 (s, 3H), 2.36 - 2.20 (ra, 2H), 1.90 - 1.40 (m, 4H), 1.05 (t, J = 7.5Hz, 
6H) 0 



15 mt&M 2 (2 2 9) 

8 - D7*P fcVM ^/VT 5 y - 2 - ^ ?VU- 3- (2-^^-4- 

* Y*^7^~,V) -5, 7-v>t KP-7P [3, 4-d] t'yy'v [ 1 , 
5-a] t°y 5i^"£S&!ft 



HifeM 2 (2 2 8) 
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OCH 3 ' 



TLC :Rf 0.46 '(^f- V : ^m=^f-JV= 2:1) ; 

NMR(300MHz, CDC1 3 ) : S 7.87 (m, 1H), 7.11 (d, J = 8.7Hz, 1H), 6.89 (d, J = , 
2.7Hz, 1H), 6,82 (dd, J = 2.7, 8.7Hz, 1H), 5.37 (s, 2H), 5.19 (m, 2H), 3.83 (s, 3H), 
5 2.90 (m, 1H), 2.36 (s, 3H), 2.20 (s, 3H), 1.26 (m, 2H), 0.66 - 0.85 (m, 4H), 0.47 (m, 
4H) C 

mmm2 (230) 

8- (N-^^-N-^^/VT^y) -2-^^-/l--3- (2-^^- 
10 4-7« b=3r^^^-/^) -5, 7-t?k KP-7C [3, 4 - d ] k°7/o 
[i, 5-a] t°y 5 S^f • gfflfcifi 




T L C : R f 0.49 (^f-y : RK 31 ^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.7Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
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(dd, J = 2.7, 8.7Hz, 1H), 5.40 (s, 2H) ,5.23 (s, 2H), 3.85 - 4.00 (m, 4H), 3.83 (s, 3H),. 
2.29 (s, 3H), 2.19 (s, 3H), 1.82 (m, 2H), 1.46 (t, J = 6.9Hz, 3H), 1.44 (m, 2H), 1.02 (t, 
J = 6.9Hz, 3H)c 

5 mmm 2 (231) 

8- (N-^-N-yn tVl^T^ y ) -2-^/1—3- (2-^^vl- 
-4-n^>7!^) -5, T-i^tKP-^n [3, 4-d] t'^y* 
n [ 1 , 5 - a ] t° y ^ ■ 



10 TLC : R f 0.54 : H=^nf-/1^= 2 : l) ;■ 

NMR(300MHz, CDC1 3 ) : 8 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 2.4, 8.4Hz, 1H), 5.40 (s, 2H), 5.21 (s, 2H), 3.87 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.19 (s, 3H), 1.82 (m, 4H), 1.42 (m, 2H), 1.02 (t, J = 7.2Hz, 3H), 1.00 (t, J = 
7.2Hz, 3H) 0 

15 * 
^jfef!l2 (2 3 2) 

8- (N, N-v^P tVUT^y) -2-t<^-3- (2-^?VV- 4- 
^ ^^^7!-^) -5, 7-i?kKo-7D [3, 4-d] t'^yn [1, 

5- a] try $ ■ MmM 




OCH 3 
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OCH 3 



TLC.Rf 0.51 (^*y-> :m$^^=2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H) ; 6.89 (d, J - 3.0Hz, 1H), 6.82 
(dd, J = 3.0, 8.4Hz, 1H) : 5.39 (brs, 2H), 5.21 (brs, 2H), 3.85 (m, 4H), 3.83 (s, 3H), 
5 2.29 (s, 3H), 2.19 (s, 3H), 1.83 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 

%mm 2 (233) 

8- (N-^^-N- (4-tKD^'f;V) 7% J) - 2-^f-;V- 
3- (2-^^-4-^ Y*i/7zL~)V) -6, 7-v*fc Kd- 5H-V 
10 [d] tr^yo [1, 5 -a] ¥D -Mg&A 



T L C : R f 0.29 (^-fy : 1 : 2 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.79 
(dd, J = 3.0, 8.4Hz, 1H), 3.87 - 4.01 (m, 4H), 3.82 (s, 3H), 3.65 (t, J = 6.0Hz, 2H), 
15 3.38 (t, J = 7.5Hz, 2H), 3.06 (t, J = 7.2Hz, 2H), 2 .27 (s, 3H), 2.24 (m, 2H), 2.17 (s, 




OCH3 
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3H), 1.86 (m, 2H), 1.61 (m, 2H), 1.38 (t, J = 7.2Hz, 3H) 0 

mmm2 (2 34) 

5 4-* h^i/y^-fr) -5, 7-v?t.Fni-7n [3, 4-d] fc 0 7 N /n 




OCH 



TLC : R f 0.35 (^^rf"> : ft|fcc?yl'= 1 : 2) ; 
NMR(300MHz i CDC1 3 ) : 8 7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.96 
10 (dd, J = 2.4, 8.4Hz, 1H), 5.40 (m, 1H), 5.33 (m, 1H), 5.25 (m, 2H), 4.15 (m, 4H), 
3.85 (s, 3H), 3.71 (t, J = 5.1Hz, 4H), 3.35 (s, 6H), 2.35 (s, 3H)„ 

Hlfeffil 2 (2 3 5) 

8- (3— <>^;VTxJ) -2-^^-3- ( 2 -j* h ^v— 5 --i V 
15 yntVl^^rvU) -6, 7-v?tKn-5H-^n^ [d] k°7>/ 
o [1, 5- a] t^^v 5 ^-^^ 
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TLC:Rf 0.36 : S^f^= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.23 (dd, J = 8.4, 2.1Hz, 1H), 7.12 (d, J = 2.1Hz, 1H), 
6.98 (d, J = 8.4Hz, 1H), 4.00 - 3.85 (m) and 3.91 (s) total 4H, 3.58 - 3.30 (m, 2H), 
5 3.11 (t, J = 6.9Hz, 2H), 2.92 (m, 1H), 2.43 (s, 3H), 2.35 - 2.20 (m, 2H), 1.90 - 1.50 , 
(m, 4H), 1 .26 (d, J = 6.9Hz, 6H), 1 .04 (t, J = 7.5Hz, 6H)„ 

IQfcffi] 2 (2 3 6) 

8- (3-^VW57) -2-^^-3- (2-^ 5-7/1' 
10 tP7i=/l/) -6, Kn-5H-^o^ [d] t°7)/D [1, 

5- a] b°U • 




T L C : R f 0.26 (^dftf-^ : %m^*5~fr= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.20 - 6.95 (m, 4H), 4.04 - 3.80 (m) and 3.91 (s) total 
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4H, 3.52 - 3.40 (m, 2H), 3.12 (t, J = 7.2Hz : 2H); 2.43 (s, 3H), 2.27 (quint, J = 7.2Hz, 
2H), 1.90- 1,40, (m, 4H), 1.05 (t, J = 7.5Hz, 6H) D 

,' 1 

(2 3 7 ) 

5 8- (N-^f-ytV-N- (4-7;l'tD7a-/l/) ^ fvl'T 5 7 ) - 2 

(2-^dp-5-^ h^r^7^-yl^) -6, 7-v 5 tKP-5 

1 

H-i/fu^y? [d] t°7^n [l, 5 -a] \?V -m&tm. 



F 




OCH3 



T L C : R f 0.40 {^^y : ftSk£^7U= 3:1) ; 
10 NMR(3O0MHz, CDC1 3 ) : 5 7.44 - 7.20 (m, 3H), 7.14 - 6.90 (m, 4H), 5.03 (brs, 
2H), 3.85 (s, 3H), 3.62 (m, 2H), 3.29 (m, 2H), 2.96 (m, 2H), 2.37 (s, 3H), 2.19 (m, 
2H), 1.65 (m, 2H), 1.32 (m, 2H), 0.90 (m, 3H) C 

ffflSffll 2 (2 3 8) 

15 8- (N-^yV-N- (4-7;^D7i-^) p< J-JVT 5 7 ) -2-^ 
(2-^ p d-4 h^v^rc— yl/) -5, 7-^tKn-7 
d [3, 4-d] k°7yo [1, 5 -a] fc°y ^ v>> -i^t 
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OCH 3 



T L C : R f 0.20 (^^rf-^ : gfcgfcmfvl^ 3:1) ; 
NMR(300MHz, CDC1 3 ): 5 7.40 - 7.26 (m, 3H), 7.12 (brd, J = 7.8Hz, 2H), 7.09 (d, 
J = 2.1Hz, 1H), 6.99 - 6.92 (m, 1H), 5.40 (m, 2H), 5.30 - 5.08 (m, 4H), 3.85 (s, 3H), 
5 3.70 (m, 2H), 2.37'(s, 3H), 1 .76 (m, 2H), 1.36 (m, 2H), 0 .94 (t, J = 7.5Hz, 3H) 0 

%MM2 (2 3 90 

8- (N-^/U-N- (4-7/^0 71^) *?-A'7%/) -2—* 

7-/U-3- (2-*J-;V-A Y*i/7*.~ jv) -5, 7-i?KFv — 7 
10 p [3, 4-d] [i, 5- a] fcT 27 5 ■ JftBfclft 
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F 




OCH 3 



T L C : R f 0.28 (^3f f-^ : jv= 3:1) ; 

NMR(300MHz, CDCI 3 ) : 5 7.29 (m, 2H), 7.18 - 7.04 (m, 3H), 6.89 (d, J = 2.1Hz, 
1H), 6.85 - 6.78 (m, 1H), 5.23 (m, 2H), 5.15 (m, 2H), 5.11 (m, 2H), 3.83 (s, 3H), 
5 3.58 (m, 2H), 2.33 (s, 3H), 2.20 (s, 3H), 1.71 (m, 2H), 1.35 (m , 2H), 0.95 - 0.84 (m, 
3H) 0 



* h^rv-- 5 P 
[d] fcT^/n [1, 




10 



mmm 2 (240) 

8- (3— O^frT^S) 
ny^=.;v) -6, 7-v?fc Kn- 5H-v 
5 - a] try * • »1£ 



(2 
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TLC : R f 0.26 (^^t^ :»i^=3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.33 (dd, J = 9.0, 3.0Hz, 1H), 7.25 - 7.05 (m) and 7.22 
(d, J = 3.0Hz) total 2H, 6.98 (d, J = 9.0Hz, 1H), 4.03 - 3.85 (m) and 3.93 (s) total 4H, ' 
3.55 - 3.40 (m, 2H), 3.13 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.28 (quint, J = 7.2Hz, 2H), 
5 1 .90 - 1 .40 (m, 4H), 1 .05 (t, J = 7.5Hz, 6H)„ 

MMM 2 (241) 

8- (N-^f-Sls-N- {2-7'3-V;V) 7^/) - 2 - * fvV- 3 - (2 
-tf-jV-A-* f^V7x^) - 5, 7-v?t Kd-7d [3, 4-d] 
10 t-yy'D [1, 5-a] I^U V^-I^I 

• HCI 




T L C : R f 0.37 : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 
(dd, J = 2.7, 8.4Hz, 1H), 5.41 (s, 4H), 4.48 (m, 2H), 4.14 (m, 2H), 3.83 (s, 3H), 2.31 
1 5 (s, 3H), 2. 1 8 (s, 3H), 1.90 (t, J = 2.4Hz, 3H), 1 .5 4 (t, J = 7.2Hz, 3H)„ 

Hi 2 (24 2) 

8- (N-7d tVl^-N- (2-7'f-y^) T^y) -2-^^-3- (2 
ye^i/y ^-,\,) - 5 ; 7-^tKn-7o [3, 4-d] 
20 [1, 5-a] W • EMM. 
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•HCI 



OCH 3 



T L C :• R f 0.47, {^^y : @^^/i,= 2:1) 



NMR (300MHz, CDCI3) : 5 7.10 (d, J = 8.1Hz, 1H), 6.89 (d, J = 2.7Hz, 1H), 6.82 



(dd, J = 2.7, 8.1Hz, 1H), 5.41 (m, 2H), 5.39. (m, 2H), 5.42 (m, 2H), 3.98 (m, 2H) ; 
5 3.83 (s, 3H), 2.3 1 (s, 3H), 2. 1 8 (s, 3H), 1.94 (m, 2H), 1. 89 (t, J = 2.7Hz, 3H), 1 .05 (t, 
J = 7.2Hz,,3H)„ 

HWJ2 (2 4,3) 

8- (N-yntV^-N- (4-^ fvl^;^^-/^) ^^v^T^y) -2 

10 -^f;V-3 - (2-^;V-4-^ ^V7^) - 5, 7—^fcKn 

-7o [3, 4-d] t°7i/n [1, 5 -a] t°l) • ifc^Ji 

SCH 3 




OCH3 
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l ( 

i 

T L C : R f 0.45 i^^y : ^Vk^f-Af- 2:1) ; 
NMR(300MHz, CDCI3) : 6 7.27 (d, J = 8.4Hz, 2H), 7^20 (d, J = S.4Hz, 2H), 7.12 
(d, J = 8.4Hz; 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 5.40 (s, 
2H), 5.11 - 5.26 (m, 4H), 3.84 (s, 3H), 3.70 (m, 2H), 2.50 (s, 3H), 2.31 (s, 3H), 2.20 
5 (s,3H), 1.84<m,^H),0.97(t, J = 7.2Hz,3H) 0 

1 

1 

H»'J2 (2 4 4). 

8- (N-^otvv-N- i^yy" [d] 1, 3--J^yyy-5-^(M 
^w^;/) - 3 - (2-7^^-4-^ ^->7i^) 

10 -5, 7-^t.Kb-7D [3, 4-d] t'^yn [1, 5-a] t° JJ ^ V 




0CH3 



T L C : R f 0.45 (^V* : n=g&^?vU= 2:1); 
NMR (300MHz, CDC1 3 ) : 6 7.13 (d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.83 
15 (dd, J = 2.7, 8.1Hz, 1H), 6.82 (d, J = 7.5Hz, 1H), 6.78 (d, J = 1.5Hz, 1H), 6.73 (dd, J 
= 1.5, 7.5Hz, 1H), 6.01 (s, 2H), 5.39 (s, 2H), 5.17 (s, 2H), 5.11 (m, 2H), 3.84 (s, 3H), 
3.69 (m, 2H), 2.32 (s, 3H), 2.21 (s, 3H), 1.81 (m, 2H), 0.96 (t, J = 7.2Hz, 3H) 0 
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MMM 2 (2 4 5) 

8- (N-^^v^-N-i^ P^nWfA'T?;) -2-^^-3 
- (2-^^-4-^ hdr^7ai— yu) -5, 7-^kKo-7c [3, 
4-d] \fyy'x2 [i, 5-a] fcT !> ■ itIKfi 



TLC : R f 0.47 (^^M^ : Jffi£x.?-A"=2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.34 - 7.46 (m, 3H), 7.26 - 7.33 (m, 2H), 7.13 (d, J = 
8.7Hz, 1H), 6.90 (d, J = 2.7Hz 5 1H), 6.84 (dd, J = 2.7, 8.7Hz, 1H), 5.42 (s, 2H), 5.33 
(m, 2H), 5.24 (s, 2H), 3.84 (s, 3H), 3.73 (m, 2H), 2.31 (s, 3H), 2.20 (s, 3H), 1.24 (m, 
1 0 1H), 0.69 (m, 2H), 0.24 (m, 2H) D 

HASEM 2 (2 4 6) 

8- (N— >^ P^n /1/-N- (4-MJ7^tD^f^7x^;U) 

^^>T$y) -2-^^-3- (2-^dd-5-^ ^^x^U) 
15 -6, Kn-5H-^n^y^ [d] [1, 5-a] fc° 

y ^ vis • jinjfi 
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OCH 3 

T L C : R f 0.48 (^f-^ : g^zn^/V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.62 (brd, J = 7.8Hz, 2H), 7.48 (brd, J = 7.8Hz, 2H), 
7.34 (brd, J = 8.1Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.90 - 6.88 (m, 1H), 5.19 (brs, 2H), 
5 3.85 (s, 3H), 3.54 (m, 2H), 3.36 - 3.14 (m, 2H), 3.14 - 2.98 (m, 2H), 2.36 (s, 3H), 
2.22 (m, 2H), 1.12 - 0.98 (m, 1H), 0.64 - 0.52 (m, 2H), 0.18 - 0.08 (m, 2H) D 

mmm2 (247) 

8- (N-^n7°n tVM 5vU-N- (4 - MJ ^ J-fr7 

10 p^/^T^/) -2-^^-3- (2-i?nn-4-^ Y**y7 

-5, 7-vJtKn-7a [3, 4-d] t°yy*P [ 1 , 5- a] tfJJSS? 
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OCH 3 



T L C : R f 0.42 i^-fy : S8if/l/= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.65 (brd, J = 7.5Hz, 2H), 7.49 (brd, J = 7.5Hz, 2H), 
7.33 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 (dd, J = 8.4, 2.4Hz, 1H), 5.35 - ' 
5 5.18 (m, 6H), 3.85 (s, 3H), 3.54 (d, J = 6.6Hz, 2H) , 2.36 (s, 3H), 1.11 (m, lHj, 0.72 - 
0.60 (m, 2H), 0.22 - 0. 14 (m, 2H) C 

mkm 2 (2 4 8) 

8- (N-^nyat>^f;l/-N- (4- Mi7/Vtn^ Wi-;V) 
10 ^/l-T^/) -2-^^-3- (2-^^/V-4-^ h^^7^-/l-) 
-5, 7-i?tKo-7P [3, 4-d] t°y^D [1, 5-a] fc° V 5 v 5 
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OCH 3 



T L C : R f 0.42 (^f-V : %ftfc^?-;V= 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.68 (d, J = 7.8Hz, 2H), 7.49 (d, J = 7.8Hz, 2H), 7.12 , 
(d, J = 8.4Hz, 1H), 6.90 (d 3 J = 2.7Hz, 1H), 6.83 (dd, J = 8.4, 2.7Hz, 1H), 5.42 (m, 

1 

5 2H), 5.38 (s, 2H), 5.27 (s, 2H), 3.83 (s, 3H), 3.61 (m, 2H), 2.30 (s, 3H), 2.19 (s, 3H), 
1.15 (m, 1H), 0.74 - 0.66 (m, 2H), 0.26 - 0.18 (m, 2H) 0 

2 (249) 



8- (N-yn tVl^-N- (4-^7/7x-;k) ^ f'f^T ^ 7 ) -2-p< 
10 ?7U- 3- (2-^^-4-^ bdr->^^^7k) -5, 7-i?th*D-7 
P [3, 4-d] t°yy'p [1, 5- a] t° y ^ • 
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CN 




OCH 3 



T L C : R f 0.29 : gflg;t?vu= 2 :1) ; 

NMR(300MHz; CDC1 3 ) : 5 7.66 (brd, J = 7.8Hz, 2H), 7.49 (brd, J = 7.8Hz, 2H), 
7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.4, 2.7Hz, 1H), 5.15 
(bra, ZH), 5.09 (brs, ,2H), 5.01 (brs, 2H), 3.83 (s, 3H), 3.37 (m, 2H), 2.33 (s, 3H), 
2.18 (s, 3H), 1.74 - 1.60 (m, 2H), 0.91 (t, J = 6.9Hz, 3H) C 

mmm 2 (250) 

-2-^^-3- (2-^D-4-^ifv'7 I -;l/) -5, 7-^t 

Kp-7d [3, 4-d] fr/o [1,' 5 -a] k e y^^v.^m 



240 



WO 02/053565 PCT/JP01/1J581 



F 




OCH 3 



TLC:Rf 0.40 : A"= 2:1) ; 

NMR (300MHz,' CDC1 3 ) : 5 7.32 (d, J = S.4Hz; 1H), 7.16 - 7.07 (m, 3H), 7.02 - 
6.94 (m 2H), 6.92 (dd, J = 8.4, 3.0Hz, 1H), 5.20 (s, 2H), 5.18 (s, 2H), 4.94 (s, 2H), 
5 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.89 - 0.79 (m, 4H) 0 

Hi 2 (251) 

8- (N-i/^n/DtVU-N- (4-7;^B7i^) ^^T^/) 
-2-^^-3- (2-^^-4-^ Y^ri/y =,l^jV) -5, 
10 Kd-70 [3, 4-d] t'^y'o [1, 5-a] 



241 



WO 02/053565 



PCT/JP01/1158I 



F 




OCH 3 

T L C : R f 0.44 (^^1^ : jflfc;c?yv= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.19 - 7.08 (m, 3H), 7.04 - 6.96 (m, 2H), 6.88 (d, J = ' 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 5.28 - 5.18 (m, 4H), 5.00 (s, 2H), 3.83 (s, ' 
5 3^,2.60(111,1^,2.38(5,3^,2.18(8,3^,0.90-0.80(111,4^ 

mm 2 (252) 

8- (N->^nynt>^;v- N - (4-7/^P7x^/V) 

-2-^^-3- (2-^f;V-4-n^7x^) -5, 7 
0 ~^Kn-7D [3, 4-d] f^/o [1, 5 -a] fc^v^.I® 
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F 




T L C : R f 0.49 (^^t^ : ^xf ;l,= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.36 - 7.29 (m, 2H), 7.15 - 7.05 (m, 3H), 6.90 (d, J = 
2.7Hz, 1H) 3 6.84 (dd, J = 8.1, 2.7Hz, 1H), 5.39 (s, 2H), 5.32 - 5.20 (m, 4H), 3.84 (s, 
5 3H), 3.62 (m, 2H), 2.32 (s, 3H), 2.20 (s, 3H), 1.20 - 1.08 (m , 1H), 0.72 - 0.62 (m, 
2H), 0.28 -0.18 (m,2H) D 

HflSflJ 2 (2 5 3) 

8- (N-yn fcVP-N- h*i/^;U) 7$/) 

10 3- (2-^ud-4-^ Y^ri/y ol^jV) -5, 7-^tKo-7P [3, 

4-d] [i, 5-a] w^v^-msm 




OCH 3 
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T L C : R f 0.35 : It&oc?vw= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.34 (d, J = 8.7Hz, 1H), 7:08 (d, J = 2.4Hz, 1H), 6.97 
(dd, J = 8.7, 2.4Hz, 1H), 5.48 (d, J = 16.8Hz, 1H), 5.36 (d, J = 16.8Hz, 1H), 5.23 (s, 
2H), 4.38 - 4.22 (m, 2H), 3.85 (s, 3H), 3.78 - 3.66 (m, 4H), 3.34 (s, 3H), 2.35 (s, 3H), 
5 1.81 (sext, J = 7.5Hz, 2H), 1.01 (t, J = 7.5Hz, 3H) 0 

1 1 

1 

nmm2 (254) 

8- (N-t/PtVi—N- 7^7) -2-^^/V- 



3- (2-?i^-jV~4- ^ a^^/V) -5, 7-^^0-70 [3, 

10 4-d] t'^yn.Cl, 5-a] fc°!) 5 5?>-Jft|fe6t 



TLC:Rf 0.33 : ^a:^/ix= 2:1) ; 

NMR (300MHz ; CDC1 3 ) : 8 7. 11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H) 5.41 (s, 2H), 5.22 (s, 2H), 4.30 (m, 2H), 3.83 (s, 3H), 3.80 - 
15 3.60 (m, 4H), 3.34 (s, 3H), 2.30 (s, 3H), 2.19 (s, 3H), 1.81 (sext, J = 7.5Hz, 2H), 1.01 
(t, J = 7.5Hz, 3H) C 

HMI2 (2 5 5) 

8- (3 °y^JUT^/) -2-^^-3- (2-^;u_4-^7y 

20 7x^) -6, 7-^kKo-5H-^a^ [d] fc'^/n [1, 
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5 -a] t°P *i?f-ffim 




CN 



TLC : R f 0.45 (^^ft> :«^f/V=2 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.65 (s, 1H), 7.57 (d. J = 7.8Hz, 1H), 7.34 (d, J = 
5 7.8Hz, 1H), 7.24 - 7.08 (m, 1H), 4.06 - 3.88 (m, 1H), 3.41 (bit, J = 7.2Hz, 2H), 3.15 
(t, J = 7.2Hz, 2H), 2.40 - 2.20 (m) and 2.30 (s) total 8H, 1.90 - 1.40 (m, 4H), 1.06 (t, 
J = 6.6Hz, 6H) D 

Hi 2 (2 5 6) 

10 8- (N-^nz tVU-N- (2-^ 7^/) -2-^^/W- 

3- (2-^nn-5-^^7x^) -6, 7-i?t Kp-5H-'> 

fv^is? [a] fy/n [i, 5- a] - msm 




OCH 3 



TLC : R f 0.46 : BM^^=2 : l) 
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NMR (300MHz, CDC1 3 ) : 5 7.34 (brd, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 
6.99 - 6,91 <jm, ( lHj, 4:20 (m, 2H), 3.85 (s, 3H), 3.75 (m; 2H), 3.62 (m, 2H), 3.52 - 
3.30 (m, 2H), 3.30 (s, 3H), 3.03 (m, 2H), 2.33 (s, 3H), 2.24 ( m, 2H), 1.72 (m, 2H), 
0.96 (t, J = 7.5Hz, 3H)„ 



8- (N-atfyU-N- ^=f-)VT%;) -2- 

*?vV-3- (2-^Po-4->h^7x^) -6, 7-i?tKn- 



TLC:Rf 0.42 (^^f-^ : ffi&x.J-;v= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.40 - 7.30 (m, 1H), 7.30 - 7.16 (m, 4H), 7.08 (d, J = 
2.4Hz, 1H), 6.99 - 6.92 (m, 1H), 5.11 (brs, 2H), 3.85 (s, 3H), 3.78 (m, 2H), 3.42 (m, 
2H), 3.00 (m, 2H), 2.50 (s, 3H), 2.35 (s, 3H), 2.21 (m, 2H), 1.34 (m, 3H) 0 

mmm 2 (258) 

8- (N-^fvl— N- U-*^Jl"3-jr7 ^ /Kr5; y) _ 2 - 
^^-3- (2-^d-4-^ Y*^73l=ljV) -5, Kn- 

246 




5H-^n^ [d] t7y'n [l, 5-a] W^V^ 




OCH3 



WO 02/053565 PCT/JPO 1/1 1581 



~7 n [ 3 , 4 - 'd ]. t°y y a [ l , 5 - a ] t'V 5 • jgg^g 




OCH 3 



T L C : R f 0.35 {^-fls : ^cr^^= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 8 7.35 (d, J = 8.7Hz, 1H), 7.28 (brd, J = 8.1Hz, 2H), 
5 7.21 (brd, J = 8.1Hz, 2H), 7.09 (d, J = 2.7Hz, 1H), 6.97 (dd, J = 8.7, 2.7Hz, 1H), 5.48 
- 5.27 (m, 2H), 5.27 - 5.06 (m, 4H), 3.85 (s, 3H), 3.88 - 3.78 (m, 2H), 2.50 (s, 3H), 
2.36 (s, 3H), 1.42 (t, J = 6.9Hz, 3H) C 

mmm 2 (259) 

10 8- (N-^^vU-N- {A-^^jV^-^y }=?;VT%J) -2- 
^5vV-3- (2-^^-4-7^ h^v'^^^W) -5, 
7a [3, 4-d] [l, 5- a] tfy^v^-^m 
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N 




• HCI 




T L C : R f 0.40 (-"^MMx : g^^^vl^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.28 (brd, J = 8.4Hz, 2H), 7.22 (brd, J = 8.4Hz, 
2H),7.13 (d, J = 8.4Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 6.84 (dd, J = 8.4, 2.7Hz, 1H), 
5 5.40 (brs, 2H), 5.22 - 5.08 (m, 4H), 3.86 (m, 2H), 3.84 (s, 3H), 2.50 (s, 3H), 2.31 ( s, 
3H), 2.20 (s, 3H), 1.43 (t, J = 6.6Hz, 3H) 0 

H»!l2 (2 6 0) 

8~ (3— ^Vf;l/7?y) -2-^^-3- (4 -^^^-^7^-^) 
10 -6, 7-^kFo-5H-^n^ [ d ] Vyifn [1, 5- a] t° 
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TLC : R f 0.46 : H^cfvU= 3 : l) ; 

NMR (300MHz, CDC1 3 ) : 6 7.52 (d, J = S.4Hz, 2H), 7.39 (d, J = 8.4Hz, 2H), 7.31 
(d, J = 10.5Hz, 1H), 4.06 - 3.90 (m, 1H), 3.60 (t, J - 7.8Hz, 2H), 3.13 (t, J = 7.8Hz, ' 
2H), 2.52 (s, 3H), 2.49 (s, 3H), 2.30 (quint, J = 7.8Hz, 2H), 1.94 - 1.64 (m, 4H), 1.05 
5 (t, J = 7.2Hz,6H) 0 

mmm 2 ( 2 6 1 ) 

8- (N-T^/l'-N- (2-^h^v-^^) T^y) -2-^^-3 
- (2-^/l'-4-/^v'7x^) -5, 7-^tKn-7n [3, 
10 4-d] h'y^P [1, 5- a] t° " ^ • 




OCH 3 



TLC : R f 0.61 (^*f-?> : g^zc=Mx= 1:2); 
NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.82 
(dd, J = 8.4, 2.4Hz, 1H), 5.40 (s, 2H), 5.22 (s, 2H), 4.29 (m, 2H), 3.83 (s, 3H), 3.78 
15 (m, 2H), 3.72 (t, J = 5.1Hz, 2H), 3.34 (s, 3H), 2.3 0 (s, 3H), 2.19 (s, 3H), 1.77 
(quintet, J = 7.5Hz, 2H), 1.42 (sixtet, J = 7.5Hz, 2H), 1.00 (t, J = 7.5Hz, 3H) 0 

gHM2 (2 6 2) 

8- (3-^^fvKT^ /) -2-^^-3- (4-i?^W§;7x 
20 ~>^) -6, 7-i?tKo-5H-^n^ [d] k'7 N /n [1, 5- 
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i 

a] t°y $i?X : £M&. 




T L C : R f 0.57 (^-f^ : mSt^^=-l : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 5 7.72 (d, J = 7.SHz, 2H), 7.60 - 7.40 (m, 2H), 6.88 - 
5 6.75 (m, 1H), 3.98 - 3.85 (m, 1H), 3.35 - 3.25 (m, 2H), 3.15 - 3.05 (m) and 3.13 (s) 
total 8H, 2.52 (s, 3H), 2.25 (quint, J = 7.8Hz, 2H), 1.85 - 1.60 (m, 4H), 1 .03 (t, J = 
7.5Hz, 6H) 0 '''' 

MMM 2 (2 6 3) 

10 8- (N-^a/o Wf/l/-N-^nlf/l/7 5 /) -2—*?-jU—3 
- (2-^f;V-4-^ f^>7i=;>) -5, 7-i?fcKo-7P [3, 
4-dl t°7i/n [1, 5- a] t°U5v?^-lt^ 




T L C : R f 0.55 (^=¥-^^ : H=g&;t^vu= 2:1) ; 
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l t 

NMR(300MHz,'CDCl 3 ) : 5 7.15 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.4, ^.'4'Hz, 1H), 5.24 (s, 2H), 5.04 (s, 2H), 3.83 (s, 3H), 3.69 - 3.63 (m, 4H), 
2.33 (s, 3HX 2.18 (s, 3H), 1.70 (sixt, J = 7.5Hz, 2H), 1.07 (m, 1H), 0.96 (t, 1 J = 7.5Hz, 
3H), 0.56 (m, 2H), 0.20 (m, 2H) 0 

mmm2 (2 6 4) 

8- (N-^n tV^-N- (5-^^7 7^-2-^/1/) / TfrT 5 / ) 
-2-^^-3- (2 n P- 4 Y*i/7 z^~}V) -5, 
K D — 37 n [3, 4-d] t^y'D [1, 5-a] t° }) 5 




10 oc H 3 

T L C : R f 0.47 (^f-y : 1^^^= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 
(dd, J = 2.7, 8.4Hz, 1H), 6.02 (d, J - 3.0Hz, 1H), 5.86 (m, 1H), 5.08 (s, 2H), 4.91 (s, 
2H), 4.90 (s, 2H), 3.84 (s, 3H), 3.26 (m, 2H), 2. 41 (s, 3H), 2.23 (s, 3H), 1.66 (m, 2H), 
15 0.94 (t, J = 7.2Hz,3H) 0 

H»!l 2 (2 6 5) 

8- (N-37°n fcVV-N- (5-p<^U 377^-2— f/W 7< f7>7 ^ / ) 
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-2-p<fvV-3- (2 -t^Jls-A-* Y*i/7*~;V) -5, 7-v>k, 

• 

Kn-7P [3, 4-d] t°7^P [1, 5- a] fy^v^ 




OCH 3 



T L C : R f 0.49 {^^y : |^ji5v^= 2:1) ; 
5 NMR(300MHz, CDC1 3 ) : 8 7.18 (d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 
(d, J = 2.4, 8.1Hz, 1H), 6.01 (d, J = 3.0Hz, 1H), 5.86 (m, 1H), 5.07 (s, 2H), 4.91 (s, 
2H), 4.88 (s, 2H), 3.83 (s, 3H), 3.25 (m, 2H), 2.3 7 (s, 3H), 2.22 (s, 3H), 2.18 (s, 3H), 
1 .67 (m, 2H), 0.94 (t, J = 7.5Hz, 3H) D 

10 HMffj) 2 (2 6 6) 

.8- (N-y^o/atVMf;WN- ( 2 - / h ^ v^^vl^) 75/) - 
2-/^Vk-3- (2-^f^-4-^ f^>7x-^) -5, 
P-7P [3, 4-d] t°7^P Cl, 5- a] t'yv^y-Mt 
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OCH 3 

T L C : R f 0.29 '{^Vls : f^nfv^= 2:1) ; 
NM R (300MHz, CDCI3) : 8 7.16 (d, J = 8.1Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.80 
(dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 2H), 4.90. (s, 2H), 4.05 (t, J = 5.4Hz, 2H), 3.83 (s, 
5 3H), 3.56 (t, J = 5.4Hz, 2H), 3.48 (d, J = 6.9 H z, 2H), 3.29 (s, 3H), 2.34 (s, 3H), 2.17 
(s, 3H), 1.04 (m, 1H), 0.56 (m, 2H), 0.22 (m, 2H) Q 

mmm 2 (267) 

10 /VT^/) -2-^^-3- (2-^^-4-^ h^v^ni^^) -5, 
7-^tKn-7P [3, 4-d] K'yya [ 1 , 5-a] t°!)*v^-:& 

mm. 
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T L C : R f 0.51 : &&^/u= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.36 (brd, J = 8.1Hz, 2H), 7.18 (brd, J = 8.1Hz, 2H), 
7.17 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.81 (dd, J - 8.4, 2.4Hz, 1H), 5.13, 
(brs, 2H), 4.97 (brs, 2H), 4.92 (brs, 2H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 
5 2.18 (s,3H), 1.64 (m,2H), 0.90 (t, J = 7.2Hz,3H) D 

mmm 2 (268) 

8- (N-yn tVU-N- U-^/l^rny^-/^) ^f^7?;) -2- 
^^-3- (2 -^tV- 4-* h^v^^/V) -5, 7-v ? tKo- 
10 7D [3, 4-d] t"7/o [1, 5 -a] t° y ^ v> >- • 



T L C : R f 0.53 : SH^^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.32 - 7.22 (m, 2H), 7.17 (brd, J = 8.7Hz, 1H), 7.02 
(m, 2H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (brd, J = 8.7Hz, 1H), 5.11 (brs, 2H), 4.95 (brs, 
15 4H), 3.83 (s, 3H), 3.34 (m, 2H), 2.36 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 0.90 (t, J = 
6.9Hz, 3H)o 

H^ffi] 2 (2 6 9) 
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8- -2-/ f-jV- 3 - ( 2 n p - 4 fv^ 

f-^-^cc^^) - 6, 7-v>fc Kn- 5 H-v^ n^V^ [d] k°7 s /n [l, 
5- a] fc'JJ ■•ffiK^ 



5 TLC : R f 0.64 (^^t^ : Sigxf ;l/=2 : 1) ; 

NMR (300MHz, CDC1 3 ): 5 7.40 - 7.34 (m, 2H), 7.33 - 7.24 (m, 2H), 3.99 (m, 1H), 
3.66 - 3.35 (m, 2H), 3.13 (t, J = 7.5Hz, 2H), 2.52 (s, 3H), 2.35 (s, 3H), 2.30 (m, 2H), 
1 .94 - 1 .64 (m, 4H), 1 . 10 - 1 .00 (m, 6H) 0 

10 mm\ 2 (2 7 0) 

8- (N-^P7*nW^-N- {2-7?-—A') T$7) -2-> 
fvW- 3 - (2-^f/l'-4-^b^7x=;l') -5, 7-v?tKn-7 

n [3, 4-d] t o ^yo [i, 5-a] w - mm. 





OCH 3 
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T L C : R f 0,52 (^*-fry : f£ggoi5vl/= 2 :1) ; 
NMR(300IylHz, CDC1 3 ) : 6 7.14 (d, J = 8.1Hz, 1H), 6.S8 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.1, 2.7Hz, IH), 5.37 (s, 2H), 5.05 (s, 2H), 4.58 (s, 2H), 3.83 (s, 3H), 3.62 (m, 
2H), 2.35 (s, 3H), 2.17 (s, 3H), 1.84 (s, 3H), 1.20 (m, 1H), 0.63 (m, 2H), 0.36 (m, 
5 2H) D 

1 1 1 

» 

(2 7 1) 

8- (N— (2-^ h*is*?-/l') -N- (2-7^^/U) T5/) -2- 
^^-3- (2-^^/V-4-^ N3r*>:7 -5, 
10 7P [3, 4-d].t7y'n [l, 5-a] tlv^y-Ml 




T L C : R f 0.29 (^-fy : g^;n^yW= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7 .13 (d, J = 8.1Hz, 1H), 6.87 (d, J = 2.4Hz, 1H), 6.81 
(dd, J = 8.1, 2.4Hz, 1H), 5.39 (s, 2H), 5.06 (s, 2H), 4.42 (s, 2H), 4.06 (m, 2H), 3.83 (s, 
15 3H), 3.81 (m, 2H), 3.37 (s, 3H), 2.33 (s, 3H), 2.17 (s, 3H), 1.85 (s, 3H). 



Hfefrl 2 (2 7 2) 

8- (N- (2-^ -N- (2-3/^/U) 7$/) -2- 

^^-3- (2-^D-4-^Ki/7^) -5, 7-5?kKo- 
20 7B [3, 4-d] t°7^P [1, 5-a] tr !7 * ■ 
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T L C : R f. 0.39 : ^.^=f;V= 2:1) ; 

NMR(300MHzi CDC1 3 ) : 6 7.28 (d J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.37 (s, 2H), 4.92 (s, 2H), 4.36 (m, 2H), 3.95 (t, J = 5.4Hz, 
5 2H), 3.83 (s, 3H), 3.76 (t, J = 5.4Hz, 2H), 3.36 (s, 3H), 2.37 (s, 3H), 1.83 (s, 3H) 0 

HJfeffil 2 (2 7 3) 

8- (N- (2-^ ; b*^^) — N — {2 ~JV) T^y>) -2- 
(2-^nn-4-^ h^->7^^/l/) -6, 7-v>tKn- 
10 5H-^p^ [d] t'7yp [1, 5- a] ^v^^-lgiKg 




OCH 3 

T L C : R f 0.44 (^3f : BHfcEfVl/^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.93 
(dd, J = 8.4, 2.7Hz, 1H), 4.53 (m, 2H), 4.18 (m, 2H), 3.84 (s, 3H), 3.81 (t, J = 4.8Hz, 
15 2H), 3.36 (s, 3H), 3.30 (m, 2H), 3.20 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
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7.2Hz, 2H), 1.86 (t, J = 2.4Hz, 3H) 0 
jjfi 2 (2 7 4) 

8- (N-:/nhVl'-N- ( 5 ^;vy y >- 2 — f /V) ^f-/l^T^/) 
5 -2-^f;l/-3- (2-^nn-4-^ fdf^x^l/) - 6, 7-v>t . 
Kd-5H-^d^^ [d] [1, 5-a] t c })*i/y 




OCH 3 



T L C : R f 0.53 (^f- V : H=^fvl^= 2:1); 
NMR(300]V!Hz, CDCI3) : 6 7.32 (d, J = 8.4Hz, ]H), 7.06 (d, J = 2.7Hz, ]H), 6.89 
10 (dd, J = 2.7, 8.4Hz, 1H), 5.99 (d, J = 3.0Hz, 1H), 5.85 (dd, J = 1.6, 3.0Hz, 1H), 4.78 
(s, 2H), 3.84 (s, 3H), 3.35 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J - 7.2Hz, 2H), 
2.39 (s, 3H), 2.22 (ra, 3H), 2.07 (m, 2H), 1.62 (ra, 2H), 0.91 (t, J = 7.5Hz, 3H) D 

Hffigfl 2 (2 7 5) 

15 8- (N-^^vvl'-N-v'^ p7°p bVl^T? J) -2-^^;U-S- (2 
_^ pn -4-^ h^-i/y^-^) -6, 7-^tKn-5H-^P^> 
^ [d] [1, 5-a] fP^^-^m 
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OCH 3 



TLC : R f 0.49 (^df^V : 2 : l) ; ' 

NMR(300MHz, CDC1 3 ) : 8 7.42 - 7.30 (m, 4H), 7.25 - 7.15 (m, 2H), 7.09 (d, J = 
2.4Hz, 1H), 7.00 - 6.94 (m, 1H), 5.39 (d, J = 14.7Hz, 1H), 5.27 (d, J = 14.7Hz, 1H), 
5 3.85 (s, 3H), 3.70 - 3.32 (m, 2H), 3.12 (m, 2H), 2.96 (m : 1H), 2.37 (s, 3H), 2.21 (m, 
2H), 1.20- 0.92 (m,4H) 0 

mmm 2 (276) 



8- (N-' Oi/jls-N-U? d^o tVl^T^ J) (2 
10 hdrv/7x-/l/) - 5, 7-i?tKP-7D [3, 4-d] 

t°7^p [i, 5 -a] try 'ifciwt 





och 3 
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I 

i 

T L C : R f 0.42 *f-ls : &gt^/],= 2 :1) ; 
NMR(300]^fflz, CDGI 3 ) : 6 7.32 (d, J = 8:4Hz, 1H), 7.30 - 7.26 (m, 3H), 7.15 - 
7.09 (m, 2H), 7.08 (d, J = 2.4Hz, 1H), 6.91 (dd, J = 8.4, 2.4Hz, 1H), 5.20 (s, 2H), 
5.19 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 2.56 (m, 1H), 2.41 (s, 3H), 0.92 - 0.78 (m, 
5 4H) C ; , , 

i 

1 

I 

. mMM2 (2 7 7) 

8- (N-^y^-N->^DyatVV7;y) -2-^^-3- (2 
h^-->7^^/l/) -5, 7-S?tKn-7B [3, 4-d] 
10 [1, 5-a] t°U • 




OCH3 

T L C : R f 0.40 3f-fy : H^^-/U= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.33 - 7.19 (m, 3H), 7.19 (d, J = 8.1Hz, 1H), 7.14 - 
7.08 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.32 - 5.12 (m, 
15 2H), 5.19 (s, 2H), 4.89 (s, 2H), 3.83 (s, 3H), 2.57 (m, 1H), 2.38 (s, 3H), 2.18 (s, 3H), 
0.92 - 0.78 (m, 4H) 0 

»^!l2 (2 7 8) 
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8- (N-^D/dt'/^f/U-N- (2-^ Y^-i/^-f-jV) T>\/) - 
3 - (2-^nn-4-^ h^?^^) -5, 
[3, 4-d] f7^P [1, 5-a] tfJJ 



5 T L C : R f 0.30 (r^^-fy : 0^aLf-/U= 2:1); 

NMR (300MHz, CDC1 3 ) : 5 7.33 (d, .1 = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 
(dd, J = 8.4, 2.4Hz, 1H), 5.30 (m) and 5.27 (s) total 4H, 4.32 (m, 2H), 3.84 (s, 3H), 
3.72 - 3.67 (m, 4H), 3.31 (s, 3H), 2.36 (s, 3H), 1.11 (m, 1H), 0.71 (m, 2H), 0.36 (m, 
2H) 0 

10 

2 (2 7 9) 

8- (N-v^ P7"n tVl^^-N- ( 2 - p< h =3rv^9vk) 7^7) - 
3- (2-^d-4-^^ 7i -^) - 6j 7-i/tK 

d-5h-^p^^ [d] t°7y*p [i, 5-a] t°v >m.m& 




OCH 3 




OCH3 
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TLC : R f ,0.33 {^-fry : ft||3Lf-/U= 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.34 (d, J = 8.4Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.95 
(dd, J = 8.4, 2.4Hz, 1H), 4.30 (m, 2H), 3.85 (s, 3H), 3.71 (d, J = 6.6Hz, 2H), 3.64 (t, J 
- 5.1Hz, 2H), 3.41 (m, 2H), 3.29 (s, 3H), 3.07 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.24 
5 (quint,J = 7.2Hz,,2H), 1.09 (m, 1H), 0.65 (m, 2H), 0.31 (m, 2H) C 

i 

I 

|ij2 (2 8 0) 

8- (3-^>W?7) -2-^f;k-3- (2-^nn-4-7 , D^ 
r^-yu) -6, Kn-5H-^n^y^ [d] [i, 

10 5-a] fc°y 




Br 



T L C : R f 0.61 (^f : @^;c^= 2:1) ; 
NMR(300MHz,CDCl 3 ): 5 7.65 (d, J = 2.1Hz, 1H), 7.44 (dd, J =2.1, 8.1Hz, 1H), 
7.28 (d, J = 8.1Hz, 1H), 6.23 (br d, J = 10.5Hz, 1H), 3.81 (m, 1H), 3.09 (t, J = 7.2Hz, 
15 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.1 5 (m, 2H), 1.60 - 1.82 (m, 4H), 1.01 (t, 
J = 7.5Hz,6H) D 

Hjjffll 2 (281) 

8- (3— <^f-jVTKJ) (2, 5-^dd-4- 

20 p< h^i/^^n/U) -6, 7-^tKP-5H-^D^ [d] t'yV 

262 



WO 02/053565 



PCT/JP01/11581 



n [1, 5-ra'j t°y 



1. 1 



HN 




OCH 3 



T L C : R f 0,65 .(^dfif^ : |^m^u= 2 : 1 ) ; 
N MR (300MHz, CDC1 3 ) : 6 7.40 (s, 1H), 7.06 (s, 1H), 6.22 (br d, J = 10.5Hz, 1H), 
5 3.92 (s, 3H), 3.81 (m, 1H), 3.08 (t, J = 6.9Hz, 2H), 2.91 (t, J = 7.8Hz, 1H), 2.33 (s, 
3H), 2.15 (m, 2H),,1.58 - 1.82 (m, 4H), 1.01 (t, J = 7.5Hz, 6H) 0 

HM2 (2 8 2) 

8- (3-^^^T^/) -2-?f-/ls-3- (2, 5-^nn-4- 
10 h^v^^/V) -5, 7-^tKn-7n [3, 4-d] \fy^u [l, 
5 -a] t°y 5 




OCH3 



T L C : R f 0.61 (^df-tf-^ : @1^cfvV= 2:1) 
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NMR (300MHz, CDC1 3 ) : 6 7.39 (s, 1H), 7.07 (s 5 1H), 6.34 (br d, J = 10.5Hz 5 1H), 

i 

5.29 (m, 2H), 4.93 (m, 2H), 3.93 (s, 3H), 3.24 (m, 1H), 2.36 (s, 3H), 1.67 - 1.84 (m, 
4H), 1.02 (t, J = 1.2Hz, 6H) C 

5 Jjjgffi] 2 (2 8 3) 

8- (N-i/^ p^p tVu-N- (4-->7;7x-;k) ^f;k7^;) - 
2-^^-3- (2-^on-4-n^7i-^) -5, 
p-7p [3, 4-d] tyy'n [1, 5-a] fcT JJ 5 S?^ • ifilttft 



10 T L C : R f 0.26 (^riJ-> : @fci^^/V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.30 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 5.27 (s, 
2H), 5.25 (s, 2H), 4.93 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.40 (s, 3H), 0.84 (m, 4H) C 

15 HMffil 2 (2 8 4) 

8- (N-v'i? nya fcVl/-N- ( 4 - v'J / 7 =-JV) t^/UT^S) - 
2-^^-3- (2-^^^-A-^Y^-iyy^^;V) -5, 

p-^a [3, 4-d] t°7^a [i, 5- a ] -m.mm. 



CN 




OCH 3 
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CN 




T L C : R f 0.24 (^1^ : gfcg^fvl^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.61 (d, J = 7.8Hz, 2H), 7.33 (d, J = 7.8Hz, 2H), 7.17 

(d, 3 = 8.1Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.1, 2.7Hz, 1H), 5.40 - 5.20 

t 

5 (m, 2H), 5.25 (s, 2H), 4.91 (s, 2H), 3.83 (s, 3H), 2.58 (m, 1H), 2.36 (s, 3H), 2.17 (s, 
3H), 0.84 (m,4H) 0 

mmm 2 (285) 

8-W/I/7 5 /- 3- (2-^nn-4-^ b d{- 7 ^ ~ 

10 /v) -6, 7-^kKn-5H-^n^ [d] fy^n [l, 5 -a] 




OCH 3 
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T L C : R f 0.66 (^f^ : ftEgfcxfvl^ 2 : 1 ) ; 
NMR(300MHz, CDC1 3 ) : 6 7.35 (d, J = 8.4Hz, 1H), 7.07'(d, J = 2.1Hz, 1H), 6.94 
(dd, J = 8.4, 2,1Hz, 1H), 3.84 (s and m, total 7H), 3.35 (m, 2H), 3.01 (t, J = 7.5Hz, 
2H), 2.33 (s, 3H), 2.22 (quint, J = 7.5Hz, 2H), 1 . 67 (quint, J = 7.5Hz, 4H), 1.36 (sixt, 
J = 7.5Hz, 2H), 0.95 (t, J = 7.5Hz, 6H) 0 

i 

l 

mmm2 (2 8 6) 

t 

-5, 7-5?kKB-7D [3, 4-d] t 0 ?y*D [1, 5-a] k° J? 




TLC : R f 0.63 (^^-^^ : ft»i^= 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 6 7.11 (d, J = 8.4Hz, 1H), 6.89 (d, J = 2.4Hz, 1H), 6.83 
(dd, J = 8.4, 2.4Hz, 1H), 5.43 (s, 2H), 5.21 (s, 2H), 3.88 (m, 4H), 3.83 (s, 3H), 2.29 (s, 
3H), 2.20 (s, 3H), 1.78 (quint, J = 7.5Hz, 4H), 1.42 (sixt, J = 7.5Hz, 4H), 1.00 (t, J = 
7.5Hz, 6H) 0 

2 (2 8 7) 

4-7^ hdrV^^^/l^) -6, Kn-5H-i/^D^y^ [d] tf 
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. -in 

I 



7 n /g [i, 5- a] -m®&' 

' ' 'At • 




OCH 3 



T L C : R f 0.26 i^^-y :^m^^=2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.35 (d, J = 9.0Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.96 
5 (dd, J = 9.0, 2.7Hz, 1H), 4.15 (m, 4H), 3.85 (s, 3H), 3.64 (t, J = 5.4Hz, 4H), 3.53 (m, 
1H), 3.45 (m, 1H), 3.31 (s, 6H), 3.05 (t, J = 7.2Hz, 2H), 2.34 (s, 3H), 2.22 (quint, J = 
7.2Hz, 2H) 0 

^MM2 (2 8 8) 

10 8- (N-if^-N-^n/n fcVM^T^y) -2-^^-3- 
(2-^PP-4-^ F#^7i^) -5, 7-i/tKD-7P [3, 4 
-d] [1, 5- a] t°y^v?^.^^ 




OCH 3 



TLC :Rf 0.49 : BBtt*^= 2:1) ; 

15 NMR (300MHz, CDCI3) : 5 7.31 (d, J = 7.8Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.92 
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(m, 1H), 5.28 (s, 2H), 5.11 (s, 2H), 3.84 (s, 3H), 3.81 (m, 2H), 3.69 (m, 2H) ? 2.37 (s, 
3H), 1.33 (s, 3H), 1.09 (m, 1H), 0.60 (m, 2H), 0.24 (m, 2H) C 



MM 2 (2 8 9) 



5 8- (N-.x 



(2 —*?-jV-4 Y^ci/y =sl=^;V) -5, 7 -S?fc Kn-7 n [3, 4 

-d] f^j/D [i, 5-a] mmm. 



T L C : R f 0.50 (^ : ff=g>3L^vv= 2:1) ; 
10 NMR(300MHz, CDC1 3 ): 6 7.12 (m, 1H), 6.89 (s, 1H), 6.82 (m, 1H), 5.38 (m, 2H), 
5.31 (m, 2H), 3.99 (m, 2H), 3.83 (s and m, total 5H), 2.3 l(s, 3H), 2.20 (s, 3H), 1.44 
(m, 3H), 1.19 (m, 1H), 0.72 (m, 2H), 0.36 (m, 2H) 0 

MMffl 2 (2 9 0) 



15 8- (N-xf ;l/-N-^ PT'o Wf;U75/) _ 2 - 3 - 

(2-^dd-4-^^>7i^) -6, 7-^kKn-5H-^o 
[d] [1, 5-a] try * S^ix - JftSHft 





268 



WO 02/053565 



PCT/JP0I/H58] 




TLC:Rf 0.51'(^t>':iixf^=2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J =8.4, 2.4Hz, 1H), 3.84 (s, 3H), 3.77 (q, J = 7.2Hz; 2H), 3.59 (d, J = 6.6Hz, 2H), 
5 3.04 (t, J = 7.5Hz, 4H), 2.36 (s, 3H), 2.16 (q uint, J = 7.5Hz, 2H), 1.23 (t, J = 7.2Hz, 
3H), 1 .03 (m, 1H), 0.50 (m, 2H), 0. 15 (m, 2H) 0 

HflSflfl 2 ( 2 g j ) 

8- (N-v^ DT'D tVl^-N- (4-v'7;7i^) ^W^y) - 
10 2-^^-3- (2-^ -6, 

B-5H-^n^ [d] [1, 5- a] t e ^ Py • 



CN 




OCH 3 
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T L C : R f 0.29 : ^^a^=f-/U= 2:1); 

NMR (300MHz, DMSO-d*) : 5 7.83 - 7.76 (m, 2H), 7.54 - 7.48 (m, 2H), 7.30 (dd, J 
= 8.7, 1.2Hz, 1H), 7.16 (m, 1H), 7.02 - 6.96 (m, 1H), 5.12 (m, 2H), 3.82 (s, 3H), 3.06 
(m, 2H), 2.94 - 2.78 (m, 3H), 2.25 (s, 3H), 2.05 (m, 2H) : 0.79 - 0.70 (m, 2H), 0.61 (m, 
5 2H) 0 ' 

H»!l 2 (2 9 2) 

8- (N-^P/ntVMf^-N- (4-^77 71^) ^/l-T^ 
-2-^^-/1—3- (2-^PP-4-^Jfi/7x^) -6, 7- 
10 ytFn-5H-y^K^ [ d ] t^y'n [l, 5-a] tfJJSS?^. 



CN 




OCH 3 



TLC : R f 0.37 {^-f^ : f^oi5vP= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.69 (brd, J = 7.2Hz, 2H), 7.49 (brd, J = 7.2Hz, 2H), 
15 7.34 (brd, J = 8.4Hz, 1H), 7.09 (d, J = 2.1Hz, 1H), 6.96 (m, 1H), 5.33 (m, 2H), 3.85 
(s, 3H) 3 3.60 (m, 2H), 3.48 (m, 2H), 3.10 (m, 2H), 2.3 3 (s, 3H), 2.28 (m, 2H), 1.18 - 
1.02 (m, 1H), 0.70 - 0.58 (m, 2H), 0.22 - 0.10 (m, 2H) D 
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Hffifll 2 (2 9 3) 

8- (N-^nyoWf/V-N- (4-^7;7x^;U) /^/U7$ 
J) - 3 - (2-^no-4-^ h^^^^^/l^) -5, 7-' 

i^tKD-7n [3, 4-d] [1, 5-a] tlv;y-,i|i 



T L C : R f 0.21 (^f"^ : @»x^/U-= 2:1) ; 
NM R (300MHz, CDC1 3 ) : 8 7.68 (d, J = 8.1Hz, 2H), 7.52 (d, J = 8.1Hz, 2H), 7.31 
(d, J = 8.7Hz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.94 (dd, J = 8.7, 2.4Hz, 1H), 5.26 (m, 
4H), 5.14 (s, 2H), 3.84 (s, 3H), 3.45 (d, J = 6.6 H z, 2H), 2.36 (s, 3H), 1.05 (m, 1H), 
1 0 0.68 - 0.56 (m, 2H), 0. 1 8 - 0. 1 0 (m, 2H) 0 

Hi 2 (2 9 4) 



8- (N-v^ n^n kVl^^vW-N- (4-i/7/7x-^) ^^vKT^ 
7) -2-^^/1—3- (2-^^-4-^ h^v^^^) -5, 7 - 
15 i^tKn-^n [3, 4-d] t^^D [ 1 , 5-a] f y 5 -^y • 



CN 




OCH3 
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OCH 3 



T L C : R f 0.37 . : jV= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 8 7.66 (d J = 7.8Hz, 2H), 7.52 (d, J = 7.8Hz, 2H), 7.15 
(d, J = 8.1Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.82 (dd, J = 8.1, 2.4Hz, 1H), 5.25 (s, 
5 2H), 5.13 (s, 2H), 5.00 (s, 2H), 3.83 (s, 3H), 3.41 (d, J = 6.6Hz, 2H), 2.34 (s, 3H), 
2.18 (s, 3H), 1.02 (m, 1H), 0.60 - 0.52 (m, 2H), 0.12 - 0.06 (m, 2H) C 

HM 2 (2 9 5) 

8- (N-^ntr^-N- ^iry^>- 3— f/u) -2- 

10 (2-^dd-4-^ bdr^7x-/l^) - 5, 7-v>fcKn- 

7o [3, 4-d] tr^^o [1, 5 -a] t°!J^v 5 > 



WO 02/053565 PCT/JP01/1J581 




OCH 3 

( 

T L C : R f 0.48 '(-^^rf-^ : |^I^^= 2' : 1) ; 
NM R (300MHz, CDCI3) : 6 7.31 (d, J = 8.7Hz, 1H), 7.28 (m, 1H), 7.13 (m, 1H), 
7.08 (d, J = 2.4Hz, 1H), 6.98 (dd, J = 0.9, 4.8Hz, 1H), 6.90 (dd, J = 2.4, 8.7Hz, 1H), 
5 5.08 (s, 2H), 4.96 (s, 2H), 4.89 (s, 2H), 3.84 (s, 3H ), 3.32 (m, 2H), 2.41 (s, 3H), 1.64 
(m, 2H), 0.90y(t, J"= 7.5Hz, 3H) Q 

£Mm2 (2 9 6) 

8- (N-:/n fA'-N- ^v-2-^T/u) >^vuT5 

10 /) -2-^^-/1—3- (2-^np-4-n^7i^H -5, 7 - 
^tKo-7D [3, 4-d] [l, 5- a] t°y^v^ 




OCH3 
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T L C : R f 0.50 (^rl^ : @£g£;n5vu= 2:1) 



NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.90 



(dd, J = 2.4, 8.7Hz : 1H), 6.66 (d, J = 3.3Hz, 1H) : 6.56 (m, 1H), 5.02 - 5.17 (m, 4H), , 
4.90 (s, 2H), 3.84 (s, 3H), 3.27 (m, 2H), 2.44 (s, 3H) , 2.42 (s, 3H), 1.64 (m, 2H), 
5 0.92 (t, J = 7.5Hz, 3H) 0 

mmm 2 (297) 

(2-^P0-4-y F^r^7i^/V) -6, 7-^tKn-5H-^P 

10 [d] fr/p [1, 5 -a] 



T L C : R f 0.61 : |^^oif-/U= 2:1) ; 

NM R (300MHz, CDCU) : 6 7.31 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.1Hz, 1H), 6.89 
(dd, J =8.7, 2.1Hz, 1H), 3.83 (s, 3H), 3.69 (t, J = 7.2Hz, 2H), 3.56 (d, J = 7.2Hz, 2H), 
15 3.02 (m, 4H), 2.36 (s, 3H), 2.15 (quint, J = 7. 2Hz, 2H), 1.58 (quint, J = 7.5Hz, 2H), 
1.34 (sixt, J = 7.5Hz, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 0.48 (m, 2H), 0.13 
(m, 2H)„ 

2 (2 9 8) 



20 8- (N-^^-N-v-^ d^d l^M fvUT" 5 /) -2-^^-3- 




OCH3 
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(2-^DP-4-^h^7x=/>) -5, 7-^kKo-7B [3, 4' 

-d] k'y/p [i, 5- a] - mm 



T L C : R f 0.40 (^^fy : KSf^f ^= 2:1) ; 
5 NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.1Hz, 1H), 6.93 
(dd, J =8.4, 2.1Hz, 1H), 5.25 (s, 2H), 5.17 (s, 2H), 3.84 (s, 3H), 3.77 (m, 2H), 3.71 
(m, 2H), 2.37 (s, 3H), 1 .70 (quint, J = 7.2Hz, 2H), 1 .39 (sixt, J = 7.2Hz, 2H), 1.10 (m, 
1H), 0.96 (t, J = 7.2Hz, 3H), 0.62 (m, 2H), 0.25 (m, 2H) 0 

io mmm 2 (299) 

8- (N-^fvU— N-V^ tr/M^rs y) -2-^^-3- 

(2-y h^r-^73i— — 5, 7-^kKD-7o [3, 4 

-d] b°7y'p [l, 5 -a] t°y vyy-ttt 




OCH 3 




OCH3 



15 T L C : R f 0.45 (^*cV-> : ^m^^= 2:1) 
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NMR (300MHz, .CDCI3) : 6 7.15 (d, J = 8.7Hz, 1H), 6.88 (d, J = 2.1Hz, 1H), 6.81 
(dd s J =8.7, MHz, 1H), 5.25 (s, 2H), 5.13 (s, 2H), 3.83 (s, 3H), 3.75 (m, 2H), 3.70 



mi&k2 poo) 

■ I 

8- (N-yn t°/U-N- (^7^^-3'-^/U) -2- 
(2-*^~/V- 4-?. Y^-y7 ^~;v) -5, 7 — ^fc Kn- 
7P [3, [1, 5 -a] t°y5v>> 



T L C : R f 0.48 : @£g^5v^= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.28 (dd, J = 2.7, 5.1Hz, 1H), 7.18 (d, J = 8.7Hz, 1H), 
7.13 (in, 1H), 6.97 (dd, J = 1.5, 5.1Hz, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 (dd, J = 3.0, 
8.7Hz, 1H), 5.07 (s, 2H), 4.96 (s, 2H), 4.87 (s , 2H), 3.83 (s, 3H), 3.31 (m, 2H), 2.37 
15 (s, 3H), 2.19 (s, 3H), 1.64 (m, 2H), 0.91 (t, J = 7.2Hz, 3H)„ 

mmm 2 ( 3 0 1 ) 



8- (N-y'n tV^-N- (5-^^y^^-7^^-2--Y/i') ^fvKfS 
y) -2-^^-3- (2-yf/U-4-y h^^i^) -5, 7- 

276 



(m, 2H), 2.33 (s, 3H), 2.18 (s, 3H), 1.69 (m, 2H), 1 .39 (sixt, J = 7.5Hz, 2H), 1.09 (m, 
1H), 0.96 (t, J = 7.5Hz, 3H), 0.60 (m, 2H), 0.23 (m, 2H) 0 



5 



10 
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^tKn-7D [3, 4-d] t'yi/n [l, 5 -a] fc°!J*v^ 




och 3 

T L C : R f 0.47 (^-^y : ^m^;V= 2:1) ; 
NMR (300MHz, CDCI3) : 8 7.18 (d, J = 8.4H2, 1H), 6.88 (d, J = 3.0Hz, 1H), 6.81 
5 (dd, J = 3.0, 8.4Hz, 1H), 6.65 (d, J = 3.3Hz, 1H), 6.55 (m, 1H), 5.11 (s, 4H), 4.88 (s, 
2H), 3.83 (s, 3H), 3.27 (m, 2H), 2.43 (s, 3H), 2. 38 (s, 3H), 2.19 (s, 3H), 1.65 (m, 2H), 
0.92 (t, J = 7.5Hz, 3H) 0 

2 (3 0 2) 

10 8- (3-^<^f-^T$/) - 2 fvU- 3 - (2-^pp-4-x^ 

-6, 7-^tFn-5H-i/^n^ [d] t° 
[ 1 , 5 - a ] • 
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T L C : R f 0.56 i^-f^ : g|flfcn?7U= 2:1); 
N M R (3 00MHz, CDC1 3 ) : 5 8.21 (d, J = 1.5Hz, 1H), 8.08 (dd 3 J = 1.5, 7.8Hz, 1H), 
7.56 (d, J = 7.8Hz, 1H), 7.30 (brd, J = 10.8Hz, 1H), 4.38 (q, J = 6.9Hz, 2H), 4.00 (m, 
5 1H), 3.34 -'3.64 (m, 2H), 3.15 (t, J = 6.9Hz, 2H) , 2.35 (s, 3H), 2.31 (m, 2H), 1.65 - 
1.96 (m, 4H), 1.41 (t, J = 6.9Hz, 3H), 1.07 (t, J = 7.5Hz, 3H), 1.06 (t, J = 7.5Hz, 3H) C 

i i' 

. i * 

mtmi 2 (3 0 3) 

8- (N-^o tVl^-N- (2-7;^P7i^) ^f;k7 5 7) -2- 
10 ^f;l/-3- (2-^nn-4-^ f^ri/7x=;I/) -6, 

5H-^n^ [d] \i°yy'x2 [i, 5- a] fc° ]J 5; • 




OCH3 
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!, 

T L C : R f 6.52 .{^*-f ^ : ffcgfcai^vy^ 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.35 (m, 2H), 7.10 - 6.92 (m, 5H), 5.16 (m, 2H), 3.85 

(s, 3H), 3.70 (m, 2H), 3.60 - 3.34 (m, 2H), 3.03 (m, 2H), 2.35 (s, 3H), 2.26 (m, 2H), 

1.75 (m, 2H), 0.94(m,3H) o 

.'1 ' 

mmm2 (3 0 4) 

1 

8- (N-T'PtVU-N- (2-77^p7j^) ^^-/l^T^y) -2- 
^A--3- (2-^nn-4-7« h3^>:7^-/V) -5, 7 -i/t Kn- 
7n [3, 4-d]'k c 7^P [1, 5 -a] t o ySv=^-^il 




OCH3 

T L C : R f 0.45 : ff^c^/w= 2:1) ; 

NM R (300MHz, CDCI3) : 5 7.48 - 7.33 (m, 2H), 7.13 - 7.04 (m, 4H), 6.97 (dd, J = 
8.4, 2.4Hz, 1H), 5.50 - 5.15 (m, 4H), 5.17 (s, 2H), 3.85 (s, 3H), 3.74 - 3.60 (m, 2H), 
2.37 (s, 3H), 1.82 (sext, J = 7.2Hz, 2H), 0.97 (t, J = 7.2Hz, 3H)„ 

mmm2 ops) 

8- (N-^p t°/P-N- (2-7;^P7i^;V) ^^T^y) -2- 
7<^-3- (2-^^^-4-^ h^rv-7;c-7l-) -5, 7-v^Kp- 
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yxn [3, 4-d] M'yVx2 [l, 5- a] tlr^y-iii 




och 3 

T L C : R f 0.55 K^rf-^ : ffi®zcf-/V= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.36 - 7.26 (m, 1H), 7.16 (d, J = 8.7Hz, 1H), 7.09 - ■ 
5 6.96 (m, 3H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 8.7, 2.7Hz, 1H), 5.13 (s, 2H), 
5.03 (s, 2H), 5.02 (s, 2H), 3.83 (s, 3H), 3.41 (m, 2H), 2.35 (s, 3H), 2.19 (s, 3H), 1.69 
(sext, J = 7.2Hz, 2H), 0.92 (t, J = 7.2Hz, 3H) 0 

mmm 2 ( 3 0 6 ) 

10 8- (N-yntW-N- (5 - ^f;W7iy- 2-^/1/) ^f;l/J5 
7) -2-^^-3- (2-^pn-4-n^7x-/l^) -6, 7 - 
^Kn-5H-^o^ [d] ^y^u [l, 5- a] b'y^^^ 
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9 

N 



T L C : R f 0.57 (^MJ-y : ffi^?vV= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 ■ 
(dd, J = 2.7, 8.4Hz 3 1H), 6.64 (d, J = 3.3Hz, 1H), 6.54 (m, 1H), 4.96 (s, 2H), 3.84 (s, ' 
5 3H), 3.38 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.86 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.40 
(s, 3H), 2.08 (m, 2H), 1 .61 (m, 2H), 0.90 (t, J = 7. 5Hz, 3H) 0 

SM] 2 (3 0 7) 

8- (N-^ntVu-N- (ft7iy-3-^^) ^ f-jVT 5! / ) -2- 
10 ^5vW-3- (2-^dd-4-^ b^r^i^) -6, 7-v J fcKn- 
5H-^n^ [d] k"r/n [l, 5- a] t°V 




OCH 3 
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i 

T L C : R f 0.53 (^f- V : |^r^= 3:1) ; 
NMR(3G0^Hz s CDCI3) : 6 7.32 (d, J = 8.7Hz, 1H), 7.25 (m, 1H), 7.11 (m, 1H), 
7.07 (d, J = 2.7Hz, 1H), 6.95 (dd, J = 1.5, 5.1Hz, 1H), 6.89 (dd, J = 2.7, 8.7Hz, 1H), 
4.85 (s, 2H), 3.84 (s, 3H), 3.39 (m, 2H), 2.90 (t, J = 7.5Hz, 2H), 2.81 (t, J = 7.2Hz, 
2H), 2.39 (s, 3H), 2.07 (m, 2H), 1.60 (m, 2H), 0.89 (t, J = 7.2Hz, 3H) 0 

Hjjffil 2 (3 0 8) 

8- (N-^^vl— N-^n J) -2-^^-3- 

- 4 Ky7x^) -6, Kn-5H-^^P^y^ [d] 

t D 7^P [l, 5- a] b°y 




T L C : R f 0.58 (^f-^ : %t^3L=?-;V= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.30 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.88 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.66 (q, J = 6.9Hz, 2H), 3.60 - 3.50 (m, 2H), 
3.02 - 2.84 (m, 4H), 2.37 (s, 3H), 2.20 - 2.04 (m, 2H), 1.64 - 1.52 (m, 2H), 1.17 (t, J 
= 6.9Hz, 3H), 0.90 (t, J = 6.9Hz, 3H) D 

umm2 (3 0 9) 

8- (N-^f-jU-^-^u tVKT^/) - 2-^^)V- 3 - ( 2 - fVU 
-4-^ Y*ti/7^jV) -5, 7-^tKo-7D [3, 4-d] t c ?y* 
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a ci, 5-r- aD t 8 y 




OCH 3 



T L C : R f 0.55 ,(r»*y-> : ff&^fvl^ 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 6 7.16 (d, J = 8.7Hz, 1H), 6.87 (d, J - 2.7Hz, 1H), 6.80 
5 (dd, J = 8.7,.2.7Hz, 1H), 5.20 (s, 2H), 4.89 (s, 2H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m ; 2H), 2.34 (s, 3H), 2.18 (s, 3H), 1.72 - 1.56 (m, 2H), 1.23 (t, J = 
7.2Hz, 3H), 0.93 (t, J = 7.2Hz, 3H) 0 

mtm\2 (310) 

10 8- (N-xf^-N-^P tVl^TS; /) -2-^^/U-3- (2-^pd 
-4-* J*3f <>7s=^) -5, 7-^tKn-7D [3, 4-d] \?y V 

n [1, 5 -a] try v/'y 



TLC:Rf 0.51 {^$r^V : @^^f/U= 2:1) ; 
15 NMR (300MHz, CDC1 3 ) : 6 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J - 2.7Hz, 1H), 6.89 
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(dd, J = 8.7, 2.7Hz, 1H), 5.19 (s, 2H), 4.90 (s, 2H), 3.83 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.60 - 3.48 (m, 2H), 2.38 (s, 3H), 1.70 - 1.50 (m, 2H), 1.24 (t, J = 7.2Hz, 3H), 
0.93 (t, J = 7.2Hz, 3H) D 

5 mmm 2 ( 3 1 1 ) 

8- (3— <ls=f-;VT^J) -2-^^-3- (2-^nD-4-i)/M 

f jVy -6, 7-;tKD-5H-^n^ [d] 
[l, 5 -a] t°y 5 




10 T LC : R f 0.53 (Sft^f : ft»if^= 10:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.96 (d, J = 1.8Hz, 1H), 7.70 (dd, J - 8.1, 1.8Hz, 1H), 
7.50 (d, J = 8.1Hz, 1H), 6.26 (d, J = 10.5Hz, 1H), 3.82 (m, 1H), 3.14 - 3.05 (m, 2H), 
2.91 (t, J = 7.8Hz, 2H), 2.36 (s, 3H), 2.22 - 2.10 (m , 2H), 1.85 - 1.50 (m, 4H), 1.02 (t, 
J = 7.5Hz,6H) 0 

15 

MMffl 2 (312) 

8- (3— Zyf-JlsT*/) -2-^f-/U- 3 - (2-^dp-4- (N- 
^^;w^^;u) -6, 7-^th'n-5H-^P^ 

[d] t°yy'n [i, 5 - a ] t°y^i/V 
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O 



N 
H 



TLC : R f 0.55 : gfcg^fvl^.l 0:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.89 (d, J = 1.8Hz, 1H), 7.64 (dd, J = 7.8, 1.8Hz, 1H), 
7.45 (d, J f 7.8Hz, 1H), 6.42 (brs, 1H), 6.26 (d, J = 10.2Hz, 1H), 3.82 (m, 1H), 3.14 - 
5 3.05 (m, 2H), 3.01 (d, J = 4.5Hz, 3H), 2.91 (t, J = 7.8Hz, 2H), 2.35 (s, 3H), 2.22 - 
2.09 (m, 2H), 1 .82 - 1 .55 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

(3 1 3) 

8- (3-^yW5/) -2-^^-3- (2-^dd-4- (N, 
10 N-v^fvI^/W^-'f /W) -6, 7-^tKn-5H-^P 

^>-* [d] t°7^D [1, 5 -a] t'D 




O 



N 



285 



WO 02/053565 



PCT/JP01/1158] 



T L C : R f 0.65 UUfa* ^VV : mk^)V= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.56 (d, J = 1.5Hz, 1H), 7.46 (d, J = 7.8Hz, 1H), 7.36 
(dd, J = 7.8, 1.5Hz, 1H), 6.26 (d, J = 9.9Hz, 1H), 3.82 (m, 1H), 3.17 - 3.02 (m, 8H), 
2.92 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.21 - 2.06 (m, 2H), 1.85 - 1.42 (m, 4H), 1.02 (t, 
5 J = 7.5Hz,6H) 0 

mm 2 (3i4) 

8- (3— /) -2-^^- 3- (2, 6-^^-4- 
;>< f=*ri/;7:x~/W) -5, 7-^tFo-7P [3, 4-d] fc'yy'p [l, 
10 5 -a] f y S i?> 




T L C : R f 0.29 (^-f^ : BB^^= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 6.69 (s, 2H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 
4.88 (s, 2H), 3.80 (s, 3H), 3.30 - 3.18 (m, 1H), 2.22 (s, 3H), 2.04 (s, 6H), 1.83 - 1.55 
1 5 (m, 4H), 1.03 (t, J= 7.2Hz, 6H) e 

H»J 2 (315) 

8- (N-^/^-N- (4-7;ktn7x^k) ^=f-)VT%J) -2-* 
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P [3, 4-d] t'^/D [1, 5-a] 



F 




OCH 3 



TLC:R1 0.49 (^^rif^ : ffl&^J-;V= 2:1) ; 
NMR (300MHz, CDC1 3 ) : 6 7.30 - 7.22 (m, 2H), 7.18 (d, J = 8.1Hz, 1H); 7.06 - 
5 6.94 (m, 2H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 8.1, 2.7Hz, 1H), 5.09 (s, 2H), 
4.96 - 4.80 (m, 4H), 3.83 (s, 3H), 3.41 (q, J = 7.2Hz, 2H), 2.37 (s, 3H), 2.18 (s, 3H), 
1.23 (t, J=7.2Hz,3H) 0 

gMM 2 (316) 

10 8- (N-^^-N- (4 -7)Vir\2 y^=.)V) J-^-)VT%J) -2-* 
(2-^op-4-^ h^7x^) -6, 7-^kKn-5 
H-^n^ [d] f7yo [1, 5-a] t°y ^> 
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F 




OCH 3 



T L C : R f 0.42 : W^^-;U= 2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.32 (d, J = 8.4Hz, 1H), 7.26 - 7.22 (m, 2H), 7.07 (d, J 
= 2.4Hz, 1H), 7.04 - 6.94 (m, 2H), 6.90 (dd, J = 8.4, 2.4Hz, 1H), 4.81 (s, 2H), 3.84 (s, 
5 3H), 3.47 (q, J = 7.2Hz, 2H), 2.90 (t, J = 7.2Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.40 (s, 
3H), 2. 16- 1.98(m, 2H), 1 . 1 8 (t, J = 7.2Hz, 3H) C 

HMI2 (3 17) 

8- (N-^i^vU--N- (4-7;^B7i^) P<^7WT5:y) - 2 
10 (2-^nn-4-n^fi/7x-;k) - 5, 7-^tFn-7 

p [3, 4-d] b°^yp [l, 5 -a] t°y^v> 
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T L C : R f 0.46 (^-f^ : fr= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.31 (d, J = 8.1Hz, 1H), 7.30 - 7.24 (m, 2H), 7.08 (d, J 
= 2.7Hz, 1H), 7.06 - 6.94 (m, 2H), 6.91 (dd, J = 8.1, 2.7Hz, 1H), 5.10 (s, 2H), 4.90 (s, 
5 2H), 4.89 (s, 2H),'3.84 (s, 3H), 3.42 (q, J = 7.2Hz, 2H), 2.40 (s, 3H), 1.22 (t, J = 
7.2Hz, 3H) 0 

SMM 2 (318) 

8- (3-<yW5y) - 3 - (2-*po-4, 6-v 5 

10 ^Y*i/7^~/V) -6, T-v't Ka-5H-^D-<y^ [d] t°7 x / 
P [1, 5 -a] t°y ^v 5 ^ 




OCH 3 
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TLC : R f 0.26 {^*-p> : g^ai^/l^ 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 8 6.67 (d. J = 2.7Hz, 1H), 6.45 (d, J = 2.7Hz, 1H), 6.23 
(d, J = 10.8Hz, 1H), 3.82 (s, 3H), 3.80 (m, 1H), 3.70 (s, 3H), 3.07 (m, 2H), 2.90 (m, 
2H), 2.25 (s, 3H), 2.13 (m, 2H), 1.52 - 1.80 (m, 4H), 1.02 (t, J = 7.2Hz, 3H), 1.01 (t : 
5 J = 7.2Hz,3H) 0 

MMM 2 (319) 

8- (3— ^fvkZ^y) - 2-/^;U-3- (2-*nn-4, 6-v> 
p< hdfv^i:^) -5, 7-v?tKn-7u [3, 4-d] \??y°u [l, 
10 5- a] t°y ^ 




OCH 3 

T L C : R f 0.22 : %m^<f-;V= 2:1); 

NMR (300MHz, CDC1 3 ) : 8 6.68 (d, J = 2.7Hz, 1H), 6.47 (d, J = 2.7Hz, 1H), 6.34 
(d, J = 10.8Hz, 1H), 5.28 (s, 2H), 4.92 (d, J = 13.5Hz, 1H), 4.90 (d, J = 13.5Hz, 1H), 
15 3.83 (s, 3H), 3.71 (s, 3H), 3.23 (m, 1H), 2.28 (s, 3H), 1.53 - 1.82 (m, 4H), 1.02 (t, J = 
7.5Hz, 3H), 1.01 (t, J = 7.5Hz, 3H) 0 

MMM 2 (3 2 0) 

8- (3-^<y^^7^y) (2-^pd-4-7$; 
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-6, Kd-5H-^p^ [d]. h°7y*r? [1, • 

5 -a] try 



T L C : R f 0.22 (^f-y : ftg|j.^/l/= 1:1); 
5 NMR(300MHz, CDC1 3 ) : 5 7.16 (d, J = 8.4Hz, 1H), 6.82 (d, J = 2.1Hz, 1H), .6.63 
(dd, J = 8.4, 2.1Hz, 1H), 6.21 (d, J = 10.2Hz, 1H), 3.87 - 3.62 (m, 3H), 3.12 - 3.03 (m, 
2H), 2.95 - 2.86 (m, 2H), 2.34 (s, 3H), 2.20 - 2.07 (m, 2H), 1.85 - 1.50 (m, 4H), 1.01 
(t, J=7.5Hz, 6H) D 

10 2 (321) 

8- ( 4 — ^y^J^T 5 J ) 3 - (2-^^-4-^ 

^7i^) -5, 7-5?kKP-7B [3, 4-d] fc°7^n [l, 5- 

a] t°y 




291 



WO 02/053565 



PCT/JP01/U58J 




T L C : R f 0.48 , (^^^^ : %$&^J-j\,= 2:1) ; 

NMR (300MHz, GDC1 3 ) : 8 7.15 (d, J = 8.7Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 

(dd, J = 8.7, 2.7Hz, 1H), 6.32 (d, J = 10.8Hz, 1H), 5.29 (s, 2H), 4.90 (s, 2H), 3.82 (s, 

3H), 3.40 (m, 1H), 2.32 (s, 3H), 2.18 (s, 3H), 1,78- 1.38 (m, 8H), 0.95 (t, J = 7.2Hz, 

6H) C 



10 



r !)2 (3 2 2) 



8- (3-^>^>TSy) - 2-^^;V-3- ( 2 a u - 4- J^/U 
[1, 5 -a] tfH^y 




HN ^ 




TLC : R f 0.45 {^^r> : 0^^=f-/U= 1:1) ; 
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NMR (300MHz, CDC1 3 ) : 8 7.18 (d, J = 8.4Hz, 1H), 6.73 (d, J = 2.4Hz, 1H), 6.56 
(dd, J = 8.4, 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.88 - 3.70 (m, 2H), 3.12 - 3.02 (m, 
2H), 2.95 - 2.80 (m, 2H), 2.85 (s, 3H), 2.34 (s, 3H), 2.20 - 2.05 (m, 2H), 1.80 - 1.50' 
(m,4H), 1.01 (t, J = 7.2Hz, 6H) 0 



8- (3-^f/U7$/) -2-^9v^-3- (2-ft;U*;U- 4-t h 
*is-7&=.M -6, 7-i/t Kn-5H-^n^y^ [d] h'y^u [l, 
5- a]' fJJ 



T L C : R f 0.26 (^3^ > : g^^^/l/= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 6 9.85 (s, 1H), 7.55 (d, J = 2.7Hz, 1H), 7.38 (d, J = 
8.4Hz, 1H), 7.22 (dd, J = 8.4, 2.7Hz, 1H), 6.23 (d, J = 9.6Hz, 1H), 3.93 - 3.74 (m) 
and 3.89 (s) total 4H, 3.09 (t, J = 7.5Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 2.39 (s, 3H), 
15 2.14 (quint, J = 7.5Hz, 2H), 1.83 - 1.50 (m, 4H), 1.02 (t, J = 7.5Hz, 6H) 0 

jij 2 (3 2 4) 



i/7*.^jv) -6, 7-^tKn-5H-^D^ [d] [1, 





OCH 3 
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5 -a] t°y *'i?y 



HN 





OCH, 



TLC:R1 0.54 (^^^ : g^g^jcf-/u= i : i) . 
NMR(300MHz,CDCl 3 ): 5 7.46 (d, J = 9.0Hz, 1H), 7.24 (d, J = 2.4Hz, 1H), 7.18 
(dd, J = 9.6, 2.4Hz, 1H), 6.24 (d, J = 10.5Hz, 1H), 3.88 - 3.73 (m) and 3.86 (s) total 
4H, 3.09 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.15 (quint, J = 
7.2Hz, 2H), 1:80 - 1.50 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) 0 



10 



MMM 2 (3 2 5) 

8- (3— -2-^^-3- (2-^^-4-^ 
^7^^) -6, 7-^tKo-5H-^n^ [d] [i, 
5 -a] t°y^v^ 



HN 





OCH, 
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I 

i 

TLC:Rf 0:30 . (^f-V : ^m^^V= 3:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.12 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.4Hz, 1H), 6.77 
(dd, J = 8.4; 2.4Hz, 1H), 6.21 (d, J = 10.5Hz, 1H), 3.83 - 3.75 (m) and 3.'83 (s) total 
4H, 3.08 (t, J = 7.2Hz, 2H), 2.88 (t, J = 7.2Hz, 2H), 2.52 (q, J = 7.8Hz, 2H), 2.28 (s, 
5 3H), 2.13 (quint, J = 7.2Hz, 2H), 1.83 - 1.50 (m, 4H), 1.10 - 0.98 (m, 9H) D 

) 

1 

l 

mm 2 (326) 

8- (4 -^:/9vV7 5 /) -3- (2 —9 n p- 4 V*i/7 
-6, Ko-5H-^n^y^ [d] ify^/u [l, 5- a] t° 

10 y 5 i» • i&KJfi 




T L C : R f 0.51 : H=g£^^vi/= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 8 8.20 (s, 1H), 7.65 (d, J = 8.4Hz, 1H), 7.38 (d, J = 
10.2Hz, 1H), 7.08 - 6.97 (m, 2H), 4.15 (m, 1H), 3.84 (s, 3H), 3.61 (m, 2H), 3.16 (m, 
15 2H), 2.33 (m, 2H), 1.88 - 1.60 (m, 4H), 1.60 - 1.35 (m, 4H), 0.99 (t, J = 7.5Hz, 6H)„ 

mmm 2 027) 

8- (N, N-v^ntVl'T^y) -3- {2-9 

—M -6, 7-i?tKn-5H-^D^ [d] fc'^/p [1, 5- 
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a] t°y ^ i/y 



10 




OCH, 



T L C : R f 0.54 : %m^ ; v= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
5 2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.57 (m, 4H), 2.97 (m, 4H), 
2.17 (m, 2H), 1.66- 1 .50 (m, 4H), 0.88 (t, J = 7.5Hz, 6H) C 



MMm 2 (3 2 8) 

8- (N, N-^Pt°^7 5/) -3- (2-^pp-4-^^ 7x 
-fr) -5, 7-i?kKD-7D [3, 4-d] k°7^D [l, 5-a] h? 




OCH, 



T L C : R f 0.58 : Sixf/l/= 2:1) ; 

NMR(300MH2, CDC1 3 ) : 5 8.35 (s, 1H), 7.72 (d, J = 9.0Hz, 1H), 7.04 (d, J = 
15 2.4Hz, 1H), 6.91 (dd, J = 9.0, 2.4Hz, 1H), 5.20 (s, 2H), 4.94 (s, 2H), 3.82 (s, 3H), 
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3.57 (t, J = 7.5Hz, AH), 1.72 - 1.46 (m, 4H), 0.90 (t, J = 7.2Hz, 6H) 0 
mMM2 (3 2 9) 

8- (N-^o/a W^U-N-^P </) -3- 

5 n-4-^Kv/7i^) -5, 7 -i>t Vu-yv [3, 4-d] t°7 
y'p [i, 5 - a] t°y 5: v>> 




OCH 3 



T L C : R f 0.60 (^^V : gUftzcfvl^ 2 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.73 (d, J = 8.4Hz, 1H), 7.05 (d, J = 
10 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.64 - 3.50 (m, 4H), 1.72 - 1.56 (m, 2H), 1.04 (m, 1H), 0.93 (t, J = 7.5Hz, 3H), 0.58 - 
0.44 (m, 2H), 0.20 - 0.08 (m, 2H) C 

mmi2 (330) 

15 8- (N-^yV-J^-N-^t n^n tVW^^/VT 5; 7) -3- (2-^ a 
h^rv-7^-/V) -5, 7-v?tFo-7D [3, 4-d] t'y 
y"p [1, 5-a] t°y ^ t?^ 
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i 




och 3 



T L C : R f 0.52 i^-fy : @^ol^/U= 2 : l) ; 
NM R (300MHz, CDCI3) : 8 8.42 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.38 - 7.20 (m, 
5H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2,7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 
5 4.95 (s, 2H), 3.84 (s, 3H), 3.43 (d, J = 6.6Hz, 2H), 1 .04 (m, 1H), 0.58 - 0.46 (m, 2H), 
0.16 - 0.04 (m,2H) 0 

mMM2 (3 3 1) 

8- (N-^^p^p Wf;WN- (4 -*J-;vy zl-jV) *^-;VT\ 
10 7) -3- (2-^nn-4-^ h^i/7x^V) -5, 7-v^t Kn-7 
n [3, 4-d] t'yy'u [l, 5-a] fc°y 
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OCH 3 



T L C : R f 0.56 (^^y : Wfl&zc3-/i,= 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.75 (d. J = 8.4Hz, 1H), 7.19 (d, J = 
7.8Hz, 2H), 7.13 (d, J = 7.8Hz : 2H), 7.06 (d, J = 2.4Hz, 1H), 6.93 (dd, J = 8.4, 2.4Hz, 
5 1H), 5.24 (s, 2H), 4.95 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.42 (d, J = 6.3Hz, 2H), 
2.33 (s, 3H), 1.04 (m, 1H), 0.58 - 0.46 (m, 2H), 0.18 - 0.04 (m, 2H)„ 

&lfcflU 2 (3 3 2) 

8- (N-/u kVU— N — (2-y^^;w) T%S) -3- 
10 4-p< Y^riyy^^jV) -5, 7-^tFn-7n [3, 4-d] tf^/n 
[1, 5 -a] fcrjU$» 




OCH 
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T LC : R f 0.41 i^^y : 2:1); 
NMR(300MHz, CDC1 3 ) : 6 8.37 (s, 1H), 7.71 (d, J = 8.7Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 5.34 (s, 2H), 4.97 (s, 2H), 4.44 (q, J =. 
2.4Hz, 2H), 3.83 (s, 3H), 3.52 (m, 2H), 1.82 (t, J = 2.4Hz, 3H), 1.80 - 1.62 (m, 2H), 
5 0.98 (t, J = 7.2Hz, 3H) C 

Hi 2 (3 3 3) 

8- (3— ^VfjVT^J) -2-^^;V- 3- ( 2 - 
- 4 h^r-^^oi^^) -6, 7-^tKP-5H-^D^ [d] 
10 k'7y'o [ 1 , 5 - a ] fc° U 5 • 



T L C : R f 0.26 (^df-fl-^ : gfc8£:t^/v= 2:1) ; 
NMR (300MHz, CDC1 3 ): 6 7.70 (d, J = 2.7Hz, 1H), 7.34 (d, J = 8.4Hz, 1H), 7.30 - 
7.16 (m) and 7.19 (dd, J = 8.4, 2.7Hz) total 2H, 4.03 - 3.83 (m) and 3.89 (s) total 4H, 
15 3.77 (s, 3H), 3.54 - 3.36 (m, 2H), 3.11 (t, J = 7.5Hz, 2H), 2.33 - 2.00 (m) and 2.25 (s) 
total 4H, 1.90 - 1.58 (m, 4H), 1.05 (t, J = 7.5Hz, 6H)„ 

mmm2 o 3 4) 

8- N-v^ wfu \i°;U/=f-;VT^ J) - 3- 




OCH 3 
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h^^r7a;-7V) -5, 7 Y V-7 V [3, 4~d] M'yV' 
D [l,"5^a] 




OCH 3 



T L C : R f 0.45' : |M^=Fvl-= 2:1) ; 

5 NM R (300MHz, CDCI3) : 6 8.37 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.05 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.96 (s, 2H), 3.83 (s, 3H), 
3.66 - 3.52 (m, 4H), 1.66 - 1.48 (m, 2H), 1.44 - 1.22 (m, 2H), 1.04 (m, 1H), 0.91 (t, J 
= 7.2Hz, 3H), 0.60 - 0.44 (m, 2H), 0.22 - 0.08 (m, 2H) C 

10 mm.M2 (3 3 5) 

8- (3-^yf^7?y) -3- (2-^nn-4-^ 

-5, 7-^tFn-7n [3, 4-d] t'yy'n [1, 5- a] t c ^ v> 




CI 



OCH 
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T L C : R f 0.57 : 2:1) ; 

NMR(300MHz : CDC1 3 ) : 5 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.31 (s, 2H), 
4.97 (s, 2H), 3.83 (s, 3H), 3.28 (m, 1H), 1.84 - 1.54 (m, 4H), 1.01 (t, J = 7.2Hz, 6H) C 

mmm 2 ( 3 3 6 ) 

8- (N-^P/ntVMf^-N- (4-7;l/tn7i^) ^ ^Vl'T 
-3- (2-^dp-4-^^v'7i=/1') -5, 7-v f tKP- 
7o [3, 4-dJ t°7^n [1, 5-a] fc°>J$v^ 



F 




10 OCH3 

T L C : R f 0.41 : ^^f-^= 2 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.74 (d, J = 9.0Hz, 1H), 7.38 - 7.24 (m, 
2H), 7.12 - 6.96 (m, 3H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 
4.91 (s, 2H), 3.84 (s, 3H), 3.39 (d, J = 6.9Hz, 2H), 1.02 (m, 1H), 0.60 - 0.44 (ra, 2H), 
15 0.16- 0.02 (m,2H) 0 

H]ii£ff!)2 (3 3 7) 

8- (N-v-^ d7p tVU- N- (2-7/l/^P7x^) ^ f)VT 5 7 ) 
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-2-^^-3- (2-^no-4-^ b^7x^) -6, 
Kp-5H-^o^ [d] M°yy*u [l, 5-a] k'Uv^ 



T L C : R f 0.41 ( V/V^s : @^ft^^/^= 10:1) ; 
5 NMR (300MHz, CDC1 3 ) : b 7.32 (d, J = 8.4Hz, 1H), 7.23 (m, 1H), 7.13 - 6.97 (m, 
3H), 7.06 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 5.15 (brs, 2H), 3.84'(s, 
3H), 2.98 - 2.86 (m, 4H), 2.83 (m, 1H), 2.40 (s, 3H), 2. 02 (m, 2H), 0.84 - 0.72 (m, 
4H)„ 

10 Hjfcffll 2 (3 3 8) 



^y) -2-^^-3- (2-^PP-4-n^7x-/V) -6, 7 
-v>fc Ko-5H-^o^ [d] t°7 N /c [1, 5-a] fUv^ 




OCH 3 
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OCH 3 



T L C : R f 0.49 ( Y ;vz--y : l^:t<?vW= 10:1) ; 
NMRQOOMHz, CDC1 3 ) : 5 7.32 (d, 3 = 8.7Hz, 1H), 7.35 - 7.16 (m, 2H), 7.06 (d, J 
= 2.4Hz, 1H), 7.08 - 6.97 (m, 2H), 6.89 (dd, J = 8.7Hz, 2.4Hz, 1H), 5.02 (s, 2H), 3.84 
5 (s, 3H), 3.41 (d, J = 6.9Hz, 2H), 2.98 - 2.84 (m, 4H), 2.40 (s, 3H), 2.07 (m, 2H), 1.05 
(m, 1H), 0.48 (m, 2H), 0.10 (m, 2H) n 

Hjfeffij2 (3 3 9) 

8- (N-^p7°p tVl^7«^-N-7 0 DtV^T^y) -3- 
10 p-4-7« h^v-7^^) -6, 7-^tFn-5H-^n^ [d] 
[i, 5- a] t°y 




0CH3 



TLC : R f 0.76 : SK^^= 2 : l) ; 
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. -in 

I 

i 

NMR(300MHz^ CDC1 3 ) : 8 8.32 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.7Hz, 1H), ef^i (dd, J = 8.7, 2.7Hz, 1H), 3.83 (s, 3H), 3.68 - 3.58 (m, 2H), 3.52 (d, J 
= 6.9Hz, 2H), 3.06 r 2.90 (m, 4H), 2.26 - 2.08 (m, 2H), 1.66 - 1.46 (m, 2H), 1.01 (m, 

1H), 0.90 (t, J = 7.2Hz, 3H), 0.52 - 0.42 (m, 2H), 0.16 - 0.04 (m, 2H) 0 

i 1 

mmm2 o 4 0) 

8- (N^T^ tVU-N- (4-^^7oi^;U) ^fvKT^/) -3 - (2 
-^□-4-^ Mf^s^/l') -6, 7-i/tFn-5H-^0^y 

* [d] t^^D [i, 5-a] t°y*i?y 




10 OCH 3 

T L C : R f 0.61 (^^-^^ : 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 8.37 (s, 1H), 7.79 (d, J = 9.0Hz, 1H), 7.18 - 7.07 (m, 
4H), 7.04 (d, J - 2.7Hz, 1H), 6.92 (dd, J = 9.0, 2.7Hz, 1H), 4.79 (s, 2H), 3.83 (s, 3H), 
3.45 - 3.36 (m, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 3H), 
1 5 2.20 - 2.04 (m, 2H), 1 .66 - 1.46 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) 0 



mmm 2 041) 

8- (N-^y^-N-i/^P/n t'/M fvUT 5 /) -3 - (2-^p 
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o-4-^^7x^) -6, 7-^kKo-5H-^u^ [d] 
¥7V*u [1, 5 -a] k°y 



T L C : R f 0.67 : ^^^-/l^= 2 : 1) ; 

5 NMR (300MHz, CDC1 3 ) : 5 8.38 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.38 - 7.18 (m, 
5H), 7.05 (d, J = 2.4Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 4.92 (s, 2H), 3.83 (s, 3H), 
3.40 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.22 - 2.06 
(m, 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 2H), 0.12 - 0.02 (m, 2H) 0 

io mmm 2 04.2) 

/) -3- (2-^np-4-^ h^rv-^^-/V) -6, 7-v»tKn-5 
H-ix^p-<V^ [ d ] t°7>/n [i, 5- a ] t'y^V 




OCH 3 
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T L C : R f 0.71 : ^Sk^/V= 2:1) ; 

NMR (300MHz 3 CDC1 3 ) : 5 8.37 (s, 1H), 7.79 (d, J = 8.4Hz, 1H), 7.20 (d, J = 
8.1Hz, 2H), 7.11 (d, J= 8.1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.4, 2.7Hz, 
5 1H), 4.88 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.01 (t, J = 7.2Hz, 2H), 2.97 
(t, J = 7.8Hz, 2H), 2.32 (s, 3H), 2.22 - 2.06 (m : 2H), 1.02 (m, 1H), 0.54 - 0.42 (m, 
2H), 0.14 - 0.02 (m, 2H) 0 

mmm 2 (343) 

10 8- (N-:/n tVU-N- (4-7^tP7x^) ^f;k7^7) - 3 - 
(2-^pp-4-^^V7j^) -6, 7-v>tKP-5H-^D 
[d] fyy'p [1, 5-a] t°y^v?^ 
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OCH 3 



T L C : R f 0.54. C^#i?-> : )V= 2 : 1 ) ; 

NMR(300MHz,.CDCl 3 ) : 6 8.37 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.30 - 7.22 (m, 
2H), 7.05 (d, J = 2.4Hz, 1H), 7.04 - 6.96 (m, 2H), 6.92 (dd, J - 8.7, 2.4Hz, 1H), 4.78 
5 (s, 2H), 3.83 (s, 3H), 3.46 - 3.34 (m, 2H), 2.97 (t, J = 7.8Hz, 2H), 2.89 (t, J = 7.2Hz, 
2H), 2.20 - 2.04 (m, 2H), 1.66 - 1.48 (m, 2H), 0.87 (t, J = 7.5Hz, 3H) C 

mfeM2 (3 44) 

8 uzfn MiV^frTK/ - 3 - (2-^nc-4-^ Y**/7 x. 
10 n/u) -6, 7-v?tKn-5H-^P^ [d] k^y'c [i, 5- 
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TLC : R f 0.58 (-^^rf-y : ^^^=2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 5 8.28 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.42 (d, J = 9.6Hz, 1H), 3.82 (s, 3H), 3.44 
(m, 1H), 3.10 - 3.00 (m, 2H), 2.98 - 2.88 (m, 2H), 2.22 - 2.06 (m, 2H), 1.20 r 1.06 (m, 
5 2H), 0.68 - 0.48 (m, 4H), 0.48 - 0.34 (m, 4H) Q 

mmm 2 (345) 

8- U-^r/fvl/X? 7) -3- (2-^dp-4-^ b^^x-^) 
-5, 7-^tFD-7B [3, 4-d] fyy'D [1,. 5-a] t° y 5 i? 



T L C : R f 0.54 : if|fif;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 8.32 (s, 1H), 7.74 (d, J = 8.7Hz, 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 6.42 (d, J = 10.8Hz, 1H), 5.32 (s, 2H), 
15 4.97 (s, 2H), 3.83 (s, 3H), 3.42 (m, 1H), 1.78 - 1.26 (m, 8H), 0.95 (t, J - 7.2Hz, 6H)„ 

mmm 2 (3 4 6) 

8- (N-^p fcVL— N- y^T?/) -3 - (2 

Y5rls7 x.^;V) -5, 7-v>t Kd-7p [3, 4-d] 



10 




OCH 3 



309 



WO 02/053565 



PCT/JP01/U581 



I 
I 




och 3 



T L C : R f 0.53 (^df-f-^ : gf=gj^c^-/i,= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.41 (s, 1H), 7.75 (d, J = 8.7Hz, 1H), 7.16 - 7.08 (m, 
5 4H), 7.06 (d, J = 214Hz, 1H), 6.92 (dd, J = 8.7, 2.4Hz, 1H), 5.14 (s, 2H), 4.95 (s, 2H), 
4.88 (s, 2H), 3.84 (s, 3H), 3.42 - 3.28 (m, 2H), 2.33 (s, 3H), 1.72 - 1.50 (m, 2H), 0.89 
(t, J = 7.5Hz,3H) 0 

10 8- (N-7ut°/V-N- (4-7^tD7xn^) ^ ^~)VT % J) - 3 - 
(2-^ h^7i=/V) -5, 7-^tKp-7D [3, 4 

-d] fyy'p [1, 5 -a] h o y^i>> 
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OCH, 



T L C : R f 0.50 (^-fy : /V= 2:1); 

NM R (300MHz, CDC1 3 ) : 5 8.41 (s, 1H), 7.74 (d, J = 8.4Hz, 1H), 7.32 - 7.18 (m, 

2H), 7.08 - 6.97 (m, 3H), 6.93 (dd, J = 8.4, 2.4Hz, 1H), 5.15 (s, 2H), 4.95 (s, 2H), 

4.88 (s, 2H), 3.84 (s, 3H), 3.40 - 3.26 (m, 2H), 1.70- 1 .48 (m, 2H), 0.89 (t, 3 = 7.2Hz, 

3H) 0 



10 



HM#!l2 (3 4 8) 

8 0 7"n tVM^T^ 7 - 3 - (2-^no-4-^ h^>7i 
-5, 7-i?tKP-7B [3, 4-d] ^7^0 [1, 5-a] fc° 




OCH3 
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T L C : R f 0.47 : ^if;l/= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 8.33 (s, 1H), 7.73 (d, J = S.7Hz„ 1H), 7.04 (d, J = 
2.7Hz, 1H), 6.91 (dd, J = 8.7, 2.7Hz, 1H), 6.55 (d, J = 9.6Hz, 1H), 5.25 (s, 2H), 4.94 
(s, 2H), 3.83 (s, 3H), 2.92 (m, 1H), 1.22 - 1.06 (m, 2H), 0.70 - 0.48 (m, 4H), 0.48 - 
5 0.30(m,4H) c 

Hftfeffi] 2 (3 4 9) 

8- (N-i/? u-fu fcVMfvl^-N- (4- Ml VMt2^^-jvy^^;V) 
t^J^T^J) -3- (2-^pp-4-^ y*i/7^=.,V) -5, 7 
10. ,tKn-7P [3, 4-d] t°^yn [l, 5 -a] t'y^v^ 




OCH 3 



TLCiRf 0.42 i^^-y : m^^^= 2 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.41 ( s> 1H), 7.73 (d, J = 8.4Hz, 1H), 7.60 (d, J = 
8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.93 (dd, J = 8.4, 2.7Hz, 
15 1H), 5.27 (s, 2H), 5.02 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 3.40 (d, J = 6.6Hz, 2H), 
1.02 (m, 1H), 0.60 - 0.46 (m, 2H), 0.16 - 0.04 (m, 2H) 0 

gH^i 2 (3 5 0) 
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3- (2-^0D-4-^ f^r^x^) -6, KP- 5 H-V 

fu^y? [d] t°yy*D [1, 5-a] 



5 T LC : R f 0.60 : g^a^/W= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 8.36 (s, 1H), 7.80 (d, J = 8.4Hz, 1H), 7.12 - 6.99 (m, 
5H), 6.93 (dd, J - 8.4, 2.7Hz, 1H), 4.96 (s, 2H), 3.83 (s, 3H), 2.97 (t, J = 7.8Hz, 2H), 
2.94 (t, J = 7.5Hz, 2H), 2.78 (m, 1H), 2.32 (s, 3H), 2.16 - 2.00 (m, 2H), 0.82 - 0.68 
(m, 4H)o 

10 

mmm 2 (351) 

8- (N-i/^pynkVMf^-N- (4- f!J 7;^o^ Wx^;P) 
* $ y ) ~3- (2-^pp-4-^^7x^) -6, 7-v> 

kFn-5H-^a^ [d] t°7/p [1, 5-a] fy^i^^ 




OCH 3 
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T L C : R f 0.55 . : |^aifvU=2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.58 (d, J = 
8. 1Hz, 2H), 7.49 (d, J = 8. 1Hz, 2H), 7.05 (d, J = 2.7Hz, 1H), 6.92 (dd, J = 8.7, 2.7Hz, 
5 1H), 4.97 (s, 2H), 3.83 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.04 (t, J = 7.2Hz, 2H), 2.99 
(t, J= 7.8Hz, 2H), 2.18 (m, 2H), 1.01 (m, 1H), 0.56-0.42 (m, 2H), 0.14-0.02 (m, 2H)„ 

MMM 2 (3 5 2) 

8- (3-^f/U7^) -3- (2-^n- 4 -^^7x^) 
10 -6, 7-^tKP-5H-^n^ [d] [1, 5-a] t< 
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! 

i 

TLC : R f 0.53 i^-fy : ffl-g^?VV= 2 . = "1 ) > 
NMR(3001vlHz, CDCI3) : 6 8.27 (s, 1H), 7.79 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H),'6.91 (dd, J = 8.7, 2.4Hz, 1H), 6.30 (d, J = 10.2Hz, 1H), 3.82 (s, 3H), 
3.82 (m, 1H), 3.11 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.24-2.08 (m, 2H), 
5 1 .84-1 .52 (m,' 4H),' 1 .01 (t, J = 7.5Hz, 6H) 0 

1 

1 

mmM2' (3 53) 

8- (N-i/f fcVM^/l'-N- (4 -7/U;j-D 7*:=.^) /J-ji/T 

$;/) -3- ('2 n d- 4 -6, 7-S?fcKP- 
10 5H-^P^ [d] k°7/o [1, 5 -a] 



F 




OCH3 



T L C : R f 0.46 (^Vls : SpH^Tt^ 2:1) ; 
NMR(300MHz, CDC1 3 ) : 5 8.37 (s, 1H), 7.78 (d, J = 8.7Hz, 1H), 7.38-7.24 (m, 
2H), 7.05 (d, J = 2.7Hz, 1H), 7.05-6.93 (m, 2H), 6.92 (dd, J = 8.7, 2.7Hz, 1H), 4.87 
15 (s, 2H), 3.83 (s, 3H), 3.37 (d, J = 6.9Hz, 2H), 3.01 (t, J = 7.5Hz, 2H), 2.97 (t, J = 
7.5Hz, 2H), 2.22-2.06 (m, 2H), 1.00 (m, 1H), 0.54-0.40 (m, 2H), 0.12-0.02 (m, 2H) 0 

mmm 2 (354) 
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8- (3— 1>7-*T%J) -2-^^-3- (2- {I i- 
kKD^xf^) -4-n^7x^) -6, 7-i?kKa-5H- 
^P^>^ [d] ty/o [1, 5 - a] fJUv^ 



NMR(300MHz. CDCI 3 ) : 5 7.23 (d, J = 2.7Hz, 1H), 7.03 (d, J = 8.7Hz, 1H), 6.83 
(dd, J = 8.7, 2.7Hz, 1H), 6.26 (d, J = 10.2Hz, 1H), 5.00-4.85 (m , 1H), 3.85-3.75 (m) 
and 3.84 (s) total 4H, 3.06 (t J = 6.9Hz, 2H), 2.85 (t, J = 6.9Hz, 2H), 2.29 (s, 3H), 
2.11 (quint, J= 7.5Hz, 2H), 1.80-1.50 (m) and 1.64 (s)total 7H, 1.30 (s, 3H), 1.03 (t, 
J = 7.2Hz) and 1 .00 (t, J = 7.2Hz) total 6H„ 

H»!l 2 (_35_5j 

8- (N-^DhVV-N- (4-fy7/^D^;^>7x^) ^ 

^T*y) -2-^^-3- (2-^d-4-^ Y^yy^;v) -6, 
7-^kKn-5H-^n^ [d] h'y^u [l, 5- a] t°!J5;^ 




OCH3 



TLC:Rf 0.50 (-^^f-^ : ! . 2 ) ; 
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OCF 3 



CI 



OCH3 



T L C : R f 0:52 : ftRc=.f-yl/= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.32 (d, J = 9.0Hz, 2H), 7.32 (d, J = 8.4Hz, 1H), 7.15 
(d, J = 9.0Hz, 2H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.84 (s, 
5 2H), 3.84 (s, 3H); 3.44-3.32 (m, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.84 (t, J = 7.8Hz, 2H), 
2.39 (s, 3H), 2:06-1.98 (m, 2H), 1.66-1.48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) 0 

2 (3 5 6) 

8- (3-^^7 5/ ) - 2 -7<fvu- 3 - (2-^an-4-^K 
10 i/7*.~;V) -6, 7-v^kKn-5H-^n^ [d] t'^y'n [1, 

5- a] try 5 




CI 



0CH3 
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T L C : R f 0.44 (^-f> : ft»^^U= 2:1) ; 
NMR(300MHz,CDCl 3 ): 5 7.30 (d, J = 8.7Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.7, 2.4Hz 3 1H), 6.22 (d, J = 10.8Hz, 1H), 3.84 (m, 1H), 3.83 (s, 3H), 3.08 (t, 
J = 7.5Hz, 2H), 2.90 (t, J = 7.8Hz, 2H), 2.34 (s, 3H), 2.20-2.04 (m, 2H), 1.80-1 .32 (m, 
5 6H), 1 .00 (t, J = 6.9Hz, 3H), 0.95 (t, J = 6.9Hz, 3H) 0 

MMM 2 (3 5 7) 

8- (3 °^7?y) -2-^^/1.-3- {2-*Y*i/-4-*J- 

/Uh°yi?>- 5 -J/l-) - 6 , 7-ytFD-5H-^D^ [ d ] t° 
10 r/n [l, 5- a ] t']J 5; v>> 



NMR(300MHz, CDC1 3 ) : 8 8.00 (s, 1H), 6.69 (s, 1H), 6.23 (d, J = 10.5Hz, 1H), 
3.94 (s, 3H), 3.82 (m, 1H), 3.08 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.32 (s, 
15 3H), 2.20-2.06 (m, 2H), 2.18 (s, 3H), 1.82-1.54 (m, 4H), 1.02 (t, J = 7.2Hz, 6H) C 

MMM 2 (3581 



8- (N-T^-N-i/^ ny D tVl^^T^y) - 3- ( 2 -^nn 
-4-^*^:7^-^) -6, 7-^kKP-5H-^D^ [ d ] 




T L C : R f 0.23 : |^^rc.^^= 2:1) ; 
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t°^/p [i, 5-a] - mm 




T L C : R f 0.61 : f»^/W= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 8.27 (s, 1H), 7.71 (d, J = 8.4Hz, 1H), 7.04 (d, J =. 
5 2.4Hz, 1H), 6.94 (m, 1H), 3.90-3.70 (m, 2H), 3.83 (s, 3H), 3.64 (d, J = 6.6Hz, 2H), 
3.30-3.12 (m, 2H), 3.12-2.96 (m, 2H), 2.32-2.12 (m, 2H), 1.68-1.50 (m, 2H), 1.46- 
1.20 (m, 2H), 1.06 (m, 1H), 0.91 (t, J = 7.2Hz ; 3H), 0.62-0.46 (m, 2H), 0.24-6.10 (m, 
2H) C 

io mmm 2 059) 

8- (N-v-i? u-fu tVu-N- (4- ^J-;V7 ^=-;V) ^f;l/T5y) - 

3- (2-^dp-4-^ h^?^-^) - 5, 7-^tKP-7P [3, 

4- d] t'r/a [i, 5-a] *°y -m.miM. 
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OCH 3 



TLC:Rf 0.49 • : ft»3t^= 2:1) ; 

NM R (300MHz, CDC1 3 ) : 5 8.42 (s, 1H), 7.76 (d, J = 8.7Hz, 1H), 7.09 (d, J = 
8.1Hz, 2H), 7.06 (d, J = 2.7Hz, 1H), 6.99 (d, J = 8.1Hz, 2H), 6.93 (dd, J = 8.7, 2.7Hz, 
5 1H), 5.19 (s, 2H), 5.11 (s, 2H), 4.96 (s, 2H), 3.84 (s, 3H), 2.58 (m, 1H), 2.32 (s, 3H), 
0.86-0.76 (m, 4H) 0 

jjli 2 (3 6 0) 

8- (N-yntVu-N- (4-^;V7i^) ^f^7$;) -2-^ 
10 f;>-3- (2-^PP-4-n^rv'7x=;l') -6, 7-v?fcKn-5 
H-v^p^* [d] tyy'P [1, 5- a] fcT!J*$?> 
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T L C : R f 0 J4 (^-fy : 2:1) ; 

NMR(300MHz, CDC1 3 ) : 5 7.32 (d, J = 8.7Hz, 1H), 7.16-7.06 (m, 4H), 7.07 (d, J 
= 3.0Hz, 1H), 6.89 (dd, J = 8.7, 3.0Hz, 1H), 4.80 (s, 2H), 3.84 (s, 3H), 3.42-3.30 (m, 
5 2H), 2.89 (t, J ; = 7.8Hz, 2H), 2.82 (t, J = 7.2Hz, 2H), 2.39 (s, 3H), 2.33 (s, 3H), 2.04- 
1.98 (m, 2H), 1.70-1.48 (m, 2H), 0.87 (t, J = 7.2Hz, 3H) Q 

mm.m 2 c 3 6 1 ) 

8- (N-7°ntVl— N- {A-^f-;vy^.^;V) ^/^T^/) -2-> 
10 5vU-3- (2-^no-4-^ f^fv'7x^) -6, 7'-S?fcKn— 5 
H-i^o^V^ [d] [1, 5 -a] t°y^v>> 
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CN 




OCH 3 



TLC : R f 0.38 <^*-fy : fflSfcxfvl^ 2 : 1) ; 
NMR(300MHz, CDC1 3 ) : 8 7.64 (d, J = 8.1Hz, 2H), 7.50 (d, J = 8.1Hz, 2H), 7.30 
(d, J = 8.4Hz, 1H), 7.08 (d, J = 2.7Hz, 1H), 6.90 (d, J = 8.4, 2.7Hz, 1H), 5.14 (s, 2H), ' 
5 5.01 (s, 2H), 4.91 (s, 2H), 3.84 (s, 3H), 3.36-3.22 (m, 2H), 2.38 (s, 3H), 1.70-1.50 (m, 
2H), 0.89 (t, J = 7.2Hz, 3H) D 

mi&M 2 (3 6 2) 

8- (N-^nhVl— N- (4-^7/71^) t^fVT^J) -2-* 
10 (2-^nn-4-^ h^^7x^;l/) -6, 7-^tKo-5 

H-^?u^>f [d] t°7^/P [1, 5-a] fcTJ)$i?> 
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CN 




T L C : R f 0.46 : Bfflfc*?VU= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.61 (d, J = 7.8Hz, 2H), 7.47 (d, J = 7.8Hz, 2H), 7.31 
(d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.89 (dd, J = 8.4, 2.7Hz, 1H), 4.90 (s, 
5 2H), 3.84 (s, 3H), 3.44-3.32 (m, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.88 (t, J = 7.5Hz, 2H), 
2.38 (s, 3H), 2.20-2.02 (m, 2H), 1.66-1.46 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

mm 2 (3 6 3) 

8- (N-^^P7 t DtVMf/l'-N-^W^;) -2-^fvU-3- 
10 (2-^dp-4-^^>7i=^) -6, 7-i?kKn-5H-^P 
[d] f^/o [1, 5 -a] fc'y^v^ 




OCH3 
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T L C : R f 0.30 (^Mf^ : B^^^= 2 : 1 ) ; 

NMR(300MHz, CDC1 3 ) : 5 7.30 (d, J = 8.4Hz, iH), 7.05 (d, J = 3.0Hz, 1H),6.88 
(dd, J = 8.4, 3 ; 0Hz, 1H),.3.83 (s, 3H),3.61 (d, J = 6.9Hz, 2H), 3.30 (s, 3H),3.12 (t, J = 
7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H),2.36 (s, 3H), 2.20-2.06 (m, 2H),1.09 (m, 1H), 
5 0.60-0.46 (m, 2^0.24-0.12(111,211), 

n»j2 (3 6 4) 

8- (N-~>^n:/n tVM^-N-^^vKT^/) - 2 - ^ fvl/- 3 - 



Y^r-yy ol^;V) -5, 7-^tFP-7n [3, 4 
10 -d] [1, 5-a] t°y$v?> 



T L C : R f 0.22 (^f-^ : g^^^V^= 2:1) ; 

NMR (300MHz, CDC1 3 ) : 8 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H),6.80 
(dd, J = 8.4, 3.0Hz, 1H), 5.35 (s, 2H),4.89 (s, 2H), 3.83 (s, 3H),3.72 (dd, J = 6.9, 
15 1.5Hz, 2H), 3.27 (s, 3H),2.34 (s, 3H), 2.15 (s, 3H),1.10 (m, 1H), 0.60-0.48 (m, 
2H),0.24-0.14(m,2H) c 

^mm 2 ( 3 fi f; ) 

8- (N-->^ D7°d tVMfvv-N-^^vvr?; y) -2-^^-3- 
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(2-^0-4-^^71-^) -5, KO-7D [3, 4 

-d] t7y'p [i, 5- a] t°y v^y 




OCH 3 



TLC : R f 0.18 : ^m^jV= 2 : l) ; 

5 NMR(300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H),6.88 
(dd, J = 8.7, 2.7Hz, 1H), 5.35 (s, 2H),4.91 (s, 2H), 3.83 (s, 3H),3.71 (d, J = 6.9Hz, 
2H), 3.27 (s, 3H),2.38 (s, 3H), 1.10 (m, lH)..0.62-0.50 (m, 2H), 0.26-0.16 (m, 2H) D 

mtMM 2 (3 6 6) 

10 8- {A-^Zf^JVT 5; y) -3- (2, 6- ; 77f;V-4-^f^v'7x 
^71/) -6, Kp-5H-^p^ [d] t'7/o [1, 5- 

a] t°y 
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T L C : R f 0:55 (^^ri^> : |^g£ni5vV=-2 : 1 ) ; 
NMR(300MHz, CDCI 3 ) : 8 7.80 (s, 1H), 6^S3 (s 3 2H). 6.27 (d, J = 11.1Hz, 1H), 
3.98 (m, 1H), 3.80 (s, 3H), 3.11 (t, J = 7.5Hz, 2H), 2.91 (t, J = 7.8Hz, 2H), 2.22-2.04 
(m, 2H), 2.13 (s, 6H), 1.76-1.30 (m, 8H), 0.96 (t, J = 7.2Hz, 6H) 0 

H»!l2 (3 6 7) 

8 -i?7x2 M°;VT 5 J - 3 - (2, 6 - v 5 ^ fvW- 4 - t< h * 

-6, 7-v?tKn-5H-^D^ [d] t°7y*n [1, 5- a] t° 




OCH 3 

T L C : R f 0.54 (^^r^> : %t%£^J-jU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.64-3.46 (m, 
4H), 2.98 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.22-2.00 (m, 2H), 2.12 (s, 
6H), 1.68-1.48 (ra, 4H), 0.89 (t, J = 7.5Hz, 6H) 0 

Hi 2 (3 6 8) 

8- (N-^nyo W^-N-T'P tVWT^Z) -3- (2, 6- 
v^^/W- 4 — hdr^7i=;U) -6, 7-i?t Kd-5H-^d^> 
* Cd] t°7/o [1, 5-a] t°})*i?y 
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OCH 3 



TLC:R f 0.51 (^-fy : ^t^;V= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 8 7.86 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H) 5 3.68-3.58 (m, 
2H), 3.54 (d, J = 6.6Hz, 2H), 3.03 (t, J = 7.5Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.04- 
5 2.00 (m, 2H), 2.12 (s, 6H), 1.68-1.50 (m, 2H), 1.02 (m, 1H), 0.91 (t, J = 7.5Hz, 3H), 
0.54-0.40 (in, 2H), 0.18-0.04 (m, 2H) 0 

mm 2 (3>6'9) 

8- (N-^y^-N-i/^pyotVMf^7 5/ ) -3 - (2, 6- 
10 it^^/U- 4-* h*^? - 6, 7-v>t Kd- 5H-^ 

* [d] fcf^/n [1, 5- a] 




OCH3 



TLC;Rf 0.49 : fifcg^^V^ 2:1) 
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NMR(300MHz, CDC1 3 ) : 6 7.93 (s, 1H), 7.42-7.08 (m, 5H), 6.70 (s, 2H), 4.94 (s, 
2H), 3.81 (s, 3H), 3.41 (d 5 J = 6.6Hz, 2H), 3.02 (t, J = 7.5Hz, 2H), 2.92 (t, J = 7.8Hz, 
2H), 2.22-2.04 (m, 2H), 2.13 (s, 6H), 1.03 (m, 1H), 0.54-0.38 (m, 2H), 0.12-0.01 (m, 
2H) C 



8- (N-^o/DWf/l/-N- U-^fvi^i^/M^vu) T 5 
-3- (2, 6-^f;V-4->h*i/7i=^) -6, 7-v 5 tK 
p-5H-^p^ [d] t°7/n [1, 5-al t°y**?y 



T L C : R f 0.53 : &&=.?-/\,= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.21 (d, J = 8.1Hz, 2H), 7.11 (d, J = 
8.1Hz, 2H), 6.70 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.40 (d, J = 6.9Hz, 2H), 3.02 (t, J 
= 7.2Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.22-2.04 (m, 2H), 2. 13 (s, 6H), 
15 1.03 (m, 1H), 0.54-0.40 (m, 2H), 0.10-0.01 (m, 2H) 0 

mmm 2 (371) 



8- (N-^ntVl^-N- (4-7^B7i=/M^) T^y) - 3 - 

328 
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(2, 6-^^-4-^ h^i/7i^) -6, Kn-r5H- 
v^P^<^ [d] f^/P [1, 5 -a] fc'^v^ 



TLC : R f 0.46 : fffflfc^fvl^ 2 : 1) ; 

5 NMR(300MHz, CDC1 3 ) : 8 7.92 (s, 1H), 7.36-7.18 (m, 2H), 7.06-6.88 (m, 2H), 
6.70 (s, 2H), 4.80 (s, 2H), 3.81 (s, 3H), 3.46-3.32 (m, 2H), 3.00-2.80 (m, 4H), 2.22- 
2.00 (m, 2H), 2.13 (s, 6H), 1 .70-1 .48 (m, 2H), 0.88 (t, J = 7.2Hz, 3H) C 

HMM 2 (3 7 2) 
10 8-i?v^ p:/p tVM^/K7^ / - 3 - (2, 

V7x-/1/) -6, 7-^tKn-5H-^n^ [d] fc°7>/n [l, 
5 - a] t°!J 5 v 5 ^ 




OCH 3 
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I 




TLC.'Rf 0.45 : |^^i^= 2:1) ; 

NM R (300MHz, CDC1 3 ) : 8 7.81 (s, 1H), 6.68 ( S ; 2H), 6.40 (d, J = 9.9Hz, 1H), 
3.80 (s, 3H), 3.46 (m, 1H), 3.05 (t, J = 7.5Hz, 2H), 2.89 (t, J = 7.8Hz, 2H), 2.22-2.02 
5 (m, 2H), 2. 13 (s, 6H), 1.20-1 .06 (m, 2H), 0.68-0.36 (m, 8H) 0 



mmm2 (37'3) 

8- (N-^vU—N-v^ n/D fcV^^A-TS; 7) -3- (2, 6-v 5 

io [d] t°yy*n [i, 5-a] t-y^v 5 ^ 




T L C : R f 0.61 (^f-^ : gfc|£:c?yU= 2:1) ; 

NMR(300MHz, CDC1 3 ) : 6 7.87 (s, 1H), 6.69 (s, 2H), 3.80 (s, 3H), 3.76-3.60 (m, 

2H), 3.53 (d, J = 6.9Hz, 2H), 3.03 (t, J = 7.2Hz, 2H), 2.93 (t, J = 7.5Hz, 2H), 2.22- 
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2.00 (m, 2H), 2.12 (s,.6H), 1.64-1.46 (m, 2H), .1.42-1.22 (m, 2H), 1.02 (m, 1H), 0.90 
(t, J = 7.2Hz,''3H), 0.56-0.38 (m, 2H), 0.18-0.02 (m, 2H) 0 

2 (3 7 4) 

5/) -3- (2, 6-^f;V-4-> h^f-^x^V) -6, 

[d] t°7y 5 D [1, 5- a] fHv'y 




OCH 3 



T L C : R f 0.51 (^^f-^ : ^^^=2 : 1) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.92 (s, 1H), 7.38-7.26 (m^ 2H), 7.06-6.94 (m, 2H), 
6.71 (s, 2H), 4.89 (s, 2H), 3.81 (s, 3H), 3.39 (d, J = 6.6Hz, 2H), 3.02 (t, J = 7.2Hz : 
2H), 2.93 (t, J = 7.2Hz, 2H), 2.22-2.00 (m, 2H), 2.13 (s, 6H), 1.01 (m, 1H), 0.54-0.40 
(ra, 2H), 0. 10-0.01 (m, 2H) C 

15 mMm 3 

8- (N-^^/U-N-n-^/l^T^y) - 2- t Kn^Sotfvu- 3 - 
(2-^f;>-4-tKn^>7*^) -6, 7-5?tKn-5H-^ 
[d] t 0 7i/0 [1, 5-a] t'!) v^y 
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HM!2 (1) X*gmLtzik&m (5 0 6rag) (Dmt * f- V y (14m 
1 ) nWL*- 7 8°C\a$mU lMH^!)M{b>fW^ (12ml) 

l-»2 : 3) f»lLT, E*T©*M£te&^rr5*ffif&&4fc (3 0 3mg) 

10 T L C : R f 0.14 (n-^^rf-y : «^c^/l/= 1 : 1 ) ; 

NMR (300MHz, CDC1 3 ) : 6 9.41 (brs, 1 H), 6.90 (d, J = 9.0Hz, 1 H), 6.42 (m, 2 
H), 4.71 (brs, 2 H), 3.70 (q, J = 7.5Hz, 2 H), 3.64 (t, J = 7.5Hz, 2 H), 3.01 (t, J = 
7.8Hz, 4 H), 2.39 (brs, 1 H), 2.18 (m, 2 H), 2.01 (s, 3 H), 1.58 (m, 2 H), 1.35 (m, 2 
H), 1.21 (t, J = 7.5Hz, 3 H), 0.91 (t, J = 7.5Hz, 3 H) c 

15 

mmm 4 

8- (N-ai^vi— N-n -7*W5 /) -2-kKo^f/>-3- 
(2-^^/i^-4-7 ( h^7s=;u) -6, 7-i?kKn-5H-^n 
[d] t' 7 yp [1, 5-a] fcT!>*i?^ 
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I 




OCH 3 



mmhvmmLtcit-B-m ossmg) <omt^f-^> domi) m 

m*. 0°C«£PU &mit1- h V V i» (95mg ;63.l%»#M0 

3 oftmwtw^tc, Rmu&mzs tit/^^ msm i ) o°c-c2 

A^Pvf^77^- ( h/U^^ : 5 : 1 -» 4 : 1^7 : 2) 

-eftSSlLT, ^T^«iit^^-r^tM^^ (9 4 7mg) £#fc„ 

10 T L C : R f 0.35 (n -^^t^ : ^x^= l : l ) ; 

NMR (300MHz, CDC1 3 ) : d 7.19 (d, J = 8.4Hz, 1 H), 6.85 (d, J = 2.7Hz, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 4.73 (d, J = 5.7Hz, 2 H), 3.82 (s, 3 H), 3.65 (q, J = 
7.2Hz, 2 H), 3.59 (t, J = 7.2Hz, 2 H), 2.98 (t, J = 6.9Hz, 2 H), 2.92 (t, J = 7.8Hz, 2 H), 
2.35 (m, 1 H), 2.19 (s, 3 H), 2.15 (m, 2 H), 1.55 (m, 2 H), 1.35 (m, 2 H), 1.18 (t, J = 

1 5 7.2Hz, 3 H), 0.90 (t, J - 7.2Hz, 3 H) 0 

gil a 5 

8- (N-!/P tVU-N- (2-^ ^ /^fvV) 7^/) - 2 -7 s 

^-3- (2-^f^-4-^ f^7x^) -6, 7 -i/t Vv- 5 
20 H-->^n^>-^ [d] M°7V*u [1, 5 -a] t° ]) * 
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H«!l2 (2) Vm^Ltcit^ (18 6mg) <Di?^ fjVT* )Vfo 3r is K 
(5ml) h y ^fvUT 5 V (0.39m 1 ) *J itFEtM^t 0 y 

(2 2 5m g) SrJp^ % MT2Bf^»Lfc 0 KJfciS£tofc*K:SEr* 

=*->^T5>1«!£ (2 8mg) SrAP;^ ^fiT* 1 5 B#W^ Lfc 0 SJE&S 

10 fc 0 ^jglrv-y -fiftv-fty D-r h^'^^^— ( n -^.dff-^ : gftgg^i^ 
71^=4 : l-»3 : 1) TMMtT, ^ T Steffi 5 Mll^fe (l 6 
mg) £r|#fc 0 

TLC : R f 0.78 (n-^^-y-V : ^oc^= 1:1); 
NMR (300MHz, CDC1 3 ) : 
15 major isomer 

8 7.57 (t, J = 5.7Hz, 1H), 7.15 (d, J = 8.4Hz, 1H), 6.86 (d, J =2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 4.35 (d, J = 6.0Hz, 2H), 3.86 (s, 3H), 3.82 (s, 3H), 3.49 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.90 (t, J = 7.2Hz, 3H) D 
20 minor isomer 

5 7.15 (d, J = 8.4Hz, 1H), 6.95 (t, J = 3.9Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
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(dd, J - 8.4, 2.4Hz, 1H), 4.47 (d, J = 4.2Hz, 2H), 3.90 (s, 3H), 3.82 (s, 3H), 3.54 (t, J 
= 7.8Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.91 (t, J = 7.5Hz, 2H), 2.32 (s, 3H), 2.18 (s, 
3H), 2.14 (m, 2H), 1.58 (m, 2H), 0.92 (t, J = 7.2Hz, 3H) 0 

5 gHM5 (1) -5 (2) 

£%0J2 (2 6) T?*!3fiLfc^»s *fctt**«4-C»!afttfc^«*5 

mL*R^xmnm5 t&m<Dm?*fttz*Xs &T<D<k&to&wt. 

10 HM5 (1) 

8- (N-yatVl^-N- (2-n^fW;yxf;V) 7^7) -2-*' 

l 

p [3, 4-d] t°7y'D [1, 5- a] \?D -MSm 



15 T L C : R f 0.22 (n -^-fy : 3 : 1 ) ; 

NMR(300MHz, pyridine-d 5 0.5ml + CDC1 3 0.1ml) : 
major isomer 

6 7.87 (t, J = 5.4Hz, 1H), 7.38 (d, J = 8.4Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.27 (s, 2H), 4.97 (s, 2H), 4.59 (d, J = 5.4Hz, 2H), 3.86 (s, 3H), 
20 3.74 (s, 3H), 3.38 (t, J = 7.5Hz, 2H), 2.44 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 




OCH 3 
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0.81 (t, J = 7.5Hz, 3H) 0 
minor isomer 

5 7.38 (d, J ?= 8.4Hz, 1H), 7.31 (t, J = 4.2Hz, 1H), 7.03 (d, J = 2.7Hz, 1H), 6.95 (dd, 
J = 8.4, 2.7Hz, 1H), 5.25 (s, 2H), 4.95 (s, 2H), 4.71 (d, J = 4.2Hz, 2H), 3.92 (s, 3H), 
5 3.74 (s, 3H), 3.43 (t, J = 7.2Hz, 2H), 2.43 (s, 3H), 2.31 (s, 3H), 1.65-1.50 (m, 2H), 
0.84 (t, J = 7!2Hz;3H) 0 

t 

i 

mmm5 (2) 



8- (N-^/W-N- n -zf^}VT% J ) -2-k Kn^fW^^f/l' 
10 -3- (2-^^1—4-^ r-^v^cn:^) -6, 7-^tKo-5H- 
[d] fy/o [1, 5- a] try*^ 




OCH 3 



T L C : R f 0.19 (n : @^^f-/l/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 6 8.15 (s, 1H), 7.96 (brs, 1H), 7.18 (d, J = 8.1Hz, 1H), 
15 6.85 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.1, 2.7Hz, 1H), 3.82 (s, 3H), 3.67 (q, J = 7.2Hz, 
2H), 3.61 (t, J = 7.5Hz, 2H), 2.99 (t, J = 7.2Hz, 2H), 2.92 (t, J = 7.8Hz, 2H), 2.18 (s, 
3H), 2.16 (m, 2H), 1.55 (m, 2H), 1.33 (m, 2H), 1.18 (t, J = 7.2Hz, 3H), 0.89 (t, J = 
7.5Hz, 3H) D 



20 
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I 

8- [ (2 s) - i kb*w 

TvV- 3"- h^risy^-M -6, 

' t 

H-i/t?>*y& . [d] t°yy'n [l, 5- a] 




OCH 3 



5 H«J 2(15) -C«3t Ltzit&W ( 2 9 0 m g ) «|£ (4ml) ^ 

(C, 1MM (1.4ml) ^PX.> 8 o°c-x:immMftLtz 0 %.i&u&m*s 

ymLtzmu^mykmi- v y doomi) mat?, mm*-^^ 

mMLtz, rnmwv (3mi) mm^. t Kn^^r^y^m (5 

10 2m g) iStl 5Vmm,WLtz 0 SJSM^glLfci, « 

7kTiiI«#U ^iTK^^hy ^At^if, »ffiLfc„ ai^u*^ 

;^7A^nv^77^ (n-^=3rf->- : |fi|fcx?vu= 1 : l) TffiM 
LX S £iT<DVomm*G-tZMM<k&to (I4 3mg) ^IttM^tL 
15 T#fc 0 

T L C : R f 0.32 (n -^-fy : g^g?jcf-yv= 1:1) ; 
NMR (300MHz, CDC1 3 ) : 
major isomer 

5 7.80 (brs, 1 H), 7.47 (d, J = 6.0Hz, 1 H), 7.14 (d, J = 8.4Hz, 1 H), 6.84 (d, J = 
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2.7Hz, 1 H), 6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.53 (d, J = 9.6Hz, 1 H), 4.60 (m, 1 H), 
3.82 (s, 3 H), 3.25-3.00 (m, 2 H), 2.88 (t, J = 7.5Hz : 2 H), 2.31 (s, 3 H), 2.1 7 (s, 3 H), 
2.10 (m, 2 H), 1.90 (m, 2 H), 1.11 (t, J = 7.2Hz, 3 H), 
minor isomer 

5 8.52 (brs, 1 H), 7.14 (d, J - 8.4Hz, 1 H), 6.84 (d, J = 2.7Hz, 1 H), 6.80 (m, 1 H), 
6.78 (dd, J = 8.4, 2.7Hz, 1 H), 6.44 (d, J = 9.6Hz, 1 H), 5.23 (m, 1 H), 3.82 (s, 3 H), 
3.25-3.00 (m, 2 H), 2.S8 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H), 2.17 (s, 3 H), 2.10 (m, 2 
H), 1.90 (m, 2H), 1.11 (t, J = 7.2Hz, 3 H). 

gMLg (1) 

8- [ (2S) - 1 F^w?;^y-2-^] 

>V-$- (2-^f/V-4-^h^r'>7x^) -5, 7~v?kKn-7n 
[3, 4-d] k°7^n [i, 5 -a] fcTJJ $ 




OCH 3 



«f!l2 (14) T^ift^b^ (3 6 5mg) N 
8mg) ifflte 

TLC : R f 0.20 (n-^drf-> : Haf^s 3 : i) ; 
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NM R (300MHz, CDCI3) : 
major isomer 

5 7.36 (d, J = 6.0Hz, 1H), 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, ' 
J = 8.4, 2.7Hz, 1H), 6.60 (d, J = 9.9Hz, 1H), 5.47 (d, J = 10.5Hz, 1H), 5.3} (d, J = 
5 1 0.5Hz, 1H), 4.89 (s, 2H), 4.07 (m, 1H), 3.86 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2. 16 
(s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 3H) 0 
minor isomer 

5 7.14 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 (dd, J = 8.4, 2.7Hz, 1H), 
6.76 (m, 1H), 6.53 (d : J = 9.9Hz, 1H), 5.30 (m, 2H), 4.89 (s, 2H), 4.72 (m, 1H), 3.96 
10 (s, 3H), 3.82 (s, 3H), 2.33 (s, 3H), 2.16 (s, 3H), 1.96-1.87 (m, 2H), 1.10 (t, J = 7.5Hz, 
3H) C 

mmm7 

8- c (is) - i-i/7y yp tvur^y] -2-^^-3- (2-^ 

15 -6, Kn-5H-^P^[d] 

t°yy'n [1, 5 -a] t° y ^ i?> 




OCH3 

|l«ij6T'$^Lfdfcl^ (I3 7mg) omfl^ (1ml) «T 

£-7 8°C^*PU hP^^T^^ (0.32ml) & £ 0 h !) 7 p ^ 
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(o.i3mi) zmtl, m^.2mmmwLtz 0 &&&&& 

*^7A^ w ^'77^- (n-^drf-V: gHfcxfvl^= 3:1^2 : 
5 1) T»I!LT, J^T^tt«^i-StIM^^ (lOOmg) £#fc c 
T L C : R f 0.27 (n-^-fy : S|x^= 2 : l) ; 
NMR (300MHz, CDC1 3 ) : 5 7.15 (d, J = 8.1Hz; 1H), 6.86 (d, J = 2.7Hz, 1H), 6.79 
(dd, J = 8.1, 2.7Hz,' 1H), 6.50 (d, J = 9.6Hz, 1H), 4.78 (m, 1H), 3.82 (s, 3H), 3.33 
(ddd, J = 14.4, 7:5, 6.3Hz, 1H), 3.11 (ddd, J = 14.4, 8.1, 6.3Hz, 1H), 2.93 (m, 2H), 
10 2.3 1 (s, 3H), 2.25-2. 1 0 (m, 7H), 1 .29 (t, J = 7.5Hz, 3H) 0 



15 



8- (N-^n^-N-n-^/I-T^ /) -2-y77-3- 

^-4 h^v^^c^) -6, Ko-5H-^a^ [d] 

t^y'p [1, 5 -a] t°y ^i?^ 




OCH3 



20 



mmW5 (2) T^ittTcjb^ (2 1 lmg) £JS^T, H«l 7 i: 1^ 
a©S^fT^oT^TC0«tt^i-5^b^ (1 9 5mg) &#fc c 
T L C : R f 0.34 (n -^rf-> : 3 : ! ) . 

NMR(300MHz, CDCI3) : 8 7.28 (d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.83 
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(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.65 (q, J = 6.9Hz, 2H), 3.58 (t, J = 7.5Hz, 2H), 
3.00 (t, J = 7.2Hz, 2H), 2.96 (t, J = 7.8Hz, 2H), 2.29 (s, 3H), 2.18 (m, 2H), 1.57 (m, 
2H), 1.33 (m, 2H), 1.20 (t, J = 6.9Hz, 3H), 0.91 (t, J = 7.2Hz, 3H) 0 

5 mmm s 

9- -6-^^-5- (2-^^-4-^ 

v^7^=/^) -7D [3, 2-d] [1, 5- a] t°V *i?y 




OCH 3 

^*S0!l2 (6) T^itLfc-fk^ (2 1 5m g) OS? 7 s^/Ucc-'^/i, (3 
10 ml) mWK, 1 0%'<7i?VJ»j%m (I50mg) 2 5 0°CT4 

^ra#Lfc 0 *$;->v domi) x-# 

^77^ (n ^f-^ : T-fe 9 : l) tiiLT, WTtf>W4flf 

*^-r5«J®^4fe (15 0mg) &ftfc 0 
15 TLC:Rf 0.42 (n-^fy : ^xf ;l^=2 : 1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.76 (d, J = 2.4Hz, 1H), 7.20 (d, J = 8.1Hz, 1H), 6.88 
(d, J = 2.7Hz, 1H), 6.80 (dd, J = 8.1, 2.7Hz, 1H), 6.78 (d, J = 2.4Hz, 1H), 6.28 (brd, J 
= 10.2Hz, 1H), 4.30 (m, 1H), 3.83 (s, 3H), 2.37 (s, 3H), 2.21 (s, 3H), 1.92-1.65 (m, 
4H), 1.05 (m,6H) 0 
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. Ah 

I 

♦ 

lii 9 

8- (3— <l/J-;V**i/) - 3 - (2-^f-;U-4-/ 

-6, t-^Kd-sh-^d^ [d] f7y'D [l, 

5 5-a].fc°y*v?> 




TkMiti- FD'!7A (92.0m g ; 6 0% in oil) © 3-^<V 
&%M7X°MmLfcik&® (2 5 0mg) ^P^, 50#P^#Lfc o 

- (^*^ : |*e^= 5 : 1) «L, ^TOfe^Sr^saijg 
it&m (1 2 8mg) £#f Co 
15 TLC : RJ 0.58 (h/Uxy : 7thy=5 : 1) ; 

NMR(300MHz,CDCl 3 ): 5 7.16 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J = 8.4, 2.4Hz, 1H), 5-.05 (quint, J = 6.0Hz, 1H), 3.82 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.94 (t, J = 7.5Hz, 2H), 2.34 (s, 3H), 2. 2 2 - 2.10 (m, 2H ), 2.16 (s, 3H), 1.92 - 
1.78 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) C 
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IM^ ; CM - 9(5) 

! 1 

i 

8- (3'—<>f-/U^i/) -2-* 3 - (2-^ b^r 

v'^-zU) -6,,7-i>bKD-5H-^P^ [d] [l, 
5- a] t°U 




T L C : R f 0.50 : @^oi^/U= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 5 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 5.06 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.2Hz, 
2H), 2.95 (t, J = 7.2Hz, 2H), 2.38 (s, 3H), 2.1 6 (quint, J = 7.2Hz, 2H), 1.94 - 1.74 (m, 
15 4H), 1 .04 (t, J » 7.5Hz, 6H) D 

gj||9 (2) 

8- -2-^^-3- (2-^OD-4-n^ 

'>7i^) -5, Kd-7p [3, 4-d] k°7/o [1, 5- 
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a] t<y ^v>> 




OCH 3 



T L C : R f 0.25 i^^y : S|if^= 3:1); 
NMR (300MHz, CDC1 3 ) : 8 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.7Hz, 1H), 6.90 
5 (dd, J = 8.4, 2.7Hz, 1H), 5.29 (s, 2H), 4.93 (s, 2H), 4.56 (m, 1H), 3.84 (s, 3H), 2.41 (s, ■ 
3H), 1.99 - 1.80 (m, 4H), 1.05 (t, J = 7.5Hz, 6H) C 

HJifc#!l9 (3) 

8- (4-^7°f;^^) -2-^^-3- (2-^no-5-^h^ 
10 V7x^) -6, Kn-5H-^n^ [d] fc 0 ?y*n [1, 

5-a] tlv^y 




OCH3 



T L C : R f 0.85 : ^zn^= 1 : 1 ) ; 
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NMR (300MHz, CDC1 3 ) : 6 7.29 (d, J = S.7Hz, 1H), 7.06 (d, J = 2.7Hz, 1H), 6.89 
(dd, J = 8.7, 2.7Hz, 1H), 5.22 (quint, J = 6.0Hz, 1H), 3.83 (s, 3H), 3.05 (t, J = 7.5Hz, 
2H), 2.95 (t, J = 7.5Hz, 2H), 2.37 (s, 3H), 2. 16 (quint, J = 7.5Hz, 2H), 1.90 - 1.66 (m, ' 
4H), 1 .58 - 1 .42 (m, 4H), 0.95 (t, J = 7.2Hz, 6H) C 



mmm9 (4) 

-6, 7-^kKn-5H-^n^ [d] [1, 5 

-a] k^v^y 



T L C : R f 0.36 (^=¥^> : Hflfc;c^vV= 2:1) ; 
NMR(300MHz, CDC1 5 ) : 6 7.29 (d, J = 8.4Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 
(dd, J - 8.4, 2.4Hz, 1H), 5.43 (sept, J = 6.3Hz, 1H), 3.83 (s, 3H), 3.06 (t, J = 7.5Hz, 
2H), 2.96 (t, J = 7.5Hz, 2H), 2.38 (s, 3H), 2.16 (quint, J = 7.5Hz, 2H), 1.51 (d, J = 
15 6.3Hz, 6H) 0 

mmM9 (5) 



8- (1, 6-^7 P ^v J ^>-4-^7^) ^-^i^-2-^^-3- (2- 

20 [d] t°7^n [1, 5- a] t°y^v>^ 
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OCH 3 < 



T L C : R f 0.58 : 2:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.29(d, J = 8.4Hz, 1H), 7.06 (d, J =2.7Hz, 1H), 6.89 
(dd, J = 8.4, 2.7Hz, 1H), 5.90 (ddt, J = 17.1, 10.2, 6.9Hz, 2H), 5.34 (quint, J = 6.3Hz, 
5 1H), 5.17 (m, 2H), 5.11 (dd, m, 2H), 3.83 (s, 3H), 3.01 (t, J = 7.5Hz, 2H), 2.95 (t, J = 
7.5Hz, 2H), 2.70 - 2.50 (m, 4H), 2.38 (s, 3H), 2.15 (quint, J = 7.5Hz, 2H) 0 

MMM l 0 

8- -2-^^yl^-3- (2-^pd-5-^ 

10 y^^jV) -6, 7-i?kFn-5H-^P^ [d] t°^y*P [l, 

5 -a] t°y v^-sti 




OCH 3 



frBiti- h}) (68.9m g ; 6 0 % in oil) (D*-5> J —)V (i7 m ])§ 
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I 

i 

m\^s 0°CX\ 'STTtW^^y (2. 5 2mg) *3 J: 7 T- 

MiSLfcflS&tt (3 0 0mg) &*Q;L 1 ftflOiltt Lit. U 

:Bm^?-*=5 : 1) tgfiLfc. mWfoK 0°CT4 N^-@« 
ai^yV (0.2ml) Srjbllx., lO^WU ^Ot«|LT, ^TOMM 
SrWt-SSS^* (27l.im g) *#fc e 
TLC : Rf 0.57 X^^f"^ : ^1^^-/^= 2 : .1) ; 
10 NM R (300MHz, CDC1 3 ) : 6 7.29 (d, J - 8.7Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.7, 2.4Hz, 1H), 4.27 (quint, J = 6.3Hz, 1H), 3.84 (s, 3H), 3.05 (t, J - 7.5Hz, 
2H), 3.00 (t, J = 7,.5Hz, 2H), 2.40 (s, 3H), 2 .17 (quint, J = 7.5Hz, 2H), 1.72 - 1.64 
(m, 4H), 1.02 (t, J= 7.5Hz, 6H) C 

15 $mm 1 1 

8- (4-^f/V7i-/V) - 3 - (2-7 { ^/^-4-7 ( h^r 

^7i^) -6, 7-t?tKo-5H-^o^ [d] t [ 7^P [1, 
5 -a] t°y * v» 
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7 tMMLtzfc&m (3 0 0mg) h^i^y (3ml) 

&wz, A-t^jv? ^~jU7$ui/m (i3im g ) N ii/^v?^ (1 

lmg) N h!J7i-;l/*^7^y (48mg) & XZPf&ftlfcMi- b V !7 A 
(2ml) §riP^, 5 BmM3f»fE bfc D £J&Mj£ft£PU 

: @»n?vU=5 : l) T'ilUt, J^T©^t^t SrWt 
( 2 2 2 m g ) &#7c„ 
TLCrR f 0.41 (^^ri^> : 3 : 1) ; 

10 NMR (300MHz, CDC1 3 ) : 8 7.72 (d, J = 8.1Hz, 2H), 7.36 (d, J = 8.1Hz, 2H), 7.19 

(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.81 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, ■ 
3H), 3.01 (t, J = 7.5Hz, 2H), 2.94 (t, J = 6.6Hz, 2H), 2. 45 (s, 3H), 2.30 (s, 3H), 2.20 
(s,3H),2.14(m,2H) 0 

15 mm\ ii ( i ) - 1 1 ( 5 ) 

Mt&ffl li ( l ) 

20 8- (2, 4-^dd7x-;V) -2-^^-/1^-3- (2- tJ-jV- 4- 
y. Y^r^y^^jv) -6, 7-^tKo-5H-^n^ [d] h°yy* 
p [1, 5- a] t°y ^i?>-MMM 
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CI 




OCH 3 



T L C : R f TLC : R f 0.38 : JS^k^-f-JV- 3:1) ; 

NMR (300MHz, DMSO-d 6 ) : 8 7.91 (d, J = 1.8Hz, 1H), 7.70 (d, J = 8.4Hz, 1H), 



5 6.81 (dd, J =2.7, 8.4Hz, 1H), 3.77 (s, 3H), 2.94 (m, 2H), 2.68 (m, 2H), 2.14 (s, 3H), 
2.12(m,2H) it 2.09 (s, 3H) D 

iiii 1 (2) 

8- (3- h y 7^tn^^7i^) -2-^^-3- 
10 -4-^ h*$/7x=^) - 6, 7-7tKn-5H-v/^P^ [d] 
t°7^P [1, 5 -a] t°!J5y> 



7.64 (dd, J - 1.8, 8.4Hz, 1H), 7.11 (br d, J = 8.1Hz, 1H), 6.90 (d, J = 2.7Hz, 1H), 




OCH3 
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TLC : R f 0.27 {^^V : 1^x^=3 : 1) ; 
NMR (300MHz, CDC1 3 ) : 6 8.08 (brs, 1 H), 8.06 (brd, J = 8.1Hz, 1 H), 7.79 (brd, J 
= 7.8Hz, 1H), 7.70 (brdd, J = 8.1, 7.8Hz, 1 H), 7.19 (d, J = 8.1Hz ; 1 H), 6.89 (d, J = 
2.7Hz, 1 H), 6.82 (dd, J = 8.1, 2.7Hz, 1 H), 3.84 (s, 3 H), 3.04 (t, J = 7.5Hz, 2 H), 
5 2.94 (t, J = 7.5Hz, 2 H), 2.31 (s, 3 H). 2.20 (s, 3 H), 2.18 (m, 2 H) 0 

HMIl 1 (3) 



8- Y^sy^—fV) -2-^^-3- (2-^^/V-4-^ h 

df-^7a=.yv) - 6, 7-i?kKc-5H-^B^ [d] ^7'/b [1, 
10 5- a] k°!J ^ W • 

OCH 3 



TLC : R f 0.23 (^1^ : gfcg^^vl^ 3 : 1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.92 (d, J = 9.0Hz, 2 H), 7.16 (d, J = 9.0Hz, 2 H), 7.16 
(d, J = 9.0Hz, 1 H), 6.92 (d, J = 2.7Hz, 1 H), 6.86 (dd, J = 9.0, 2.7Hz, 1 H), 3.95 (s, 3 
15 H), 3.85 (s, 3 H), 3.61 (t, J = 7.5Hz, 2 H), 3.09 (t, J = 7.5Hz, 2 H), 2.38 (s, 3 H), 2.30 
(m, 2 H), 2.20 (s, 3 H) 0 




• HCI 



OCH3 



iiii 1 (4) 

8- (3, 5-^pp7x=;V) -2-^?vV-3- (2-^/V-4- 
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/ Y*i/7x.=-As) -6, 7-^tFD-5H-^P^ [d], \?7V* 
P [ 1 , 5 - a ] k' y 5 i?> 




OCH 3 

T L C : R f 0.50 (^-fy : ft8if^= 3 : l) ; 
5 NMR (300MHz, CDC1 3 ) : 5 7.69 (d, J = 1.8Hz, 2H), 7.52 (t, J = 1.8Hz, 1H), 7.17 
(d, J = 8.4Hz, 1H), 6.88 (d, J = 2.7Hz, 1H), 6.82 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 
3H), 3.02 (t, J = 7.5Hz, 2H), 2.93 (t, J = 6.9Hz, 2H), 2. 32 (s, 3H), 2.19 (s, 3H), 2117 
(m, 2H) 0 

10 ^MM 11 ( 5 ) 

8- (2-^f^7x=;V) -2-^^-3- ( 2 - } fjV- 4 - ^ h * 
-6, 7-^kKn-5H-^nXy^ [<j] ^7^0 [1, 

5 - a] if]) 
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OCH 3 



T L C : R f 0.38 : g^^L^= 3:1) ; 

NMR (300MHz,. CDCI3) : 8 7.34 - 7.48 (m, 4H), 7.20 (m, 1H), 6.89 (d, J = 2.7Hz, 
1H), 6.82 (dd, J =. 2.7, 8.1Hz, 1H), 3.84 (s, 3H), 3.04 (m, 2H), 2.81 (m, 1H), 2.62 (m, 
5 1H), 2.27 3H), 2.20 (m, 3H), 2.17 (s, 3H), 2.15 (m, 2H) C 

Hj&ffil 1 2 

8 -If* Y3c*ytuv-$~;v) ^ f-jv- 2 - ^ 3 - 

4-n^7i^) -6, 7-^tFo-5H-^o^ [d] fc° 
10 [l, 5-a] t°y^i^>- 



TK^-fkt- MJ £A (2 1 Omg ; 63.1 %in oil) ©7 1*7 t YnyyV (l 
Oml) ^py|^if;p (8 8 Omg) £/JH;i N t|&t3 0^ 




OCH3 
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| ( 

mmwLfco- foiamfc* &%W7-e9mCitjk&m (8 2 o mg ) 
4B#r^»^tfc 0 Kfc®mmnmikT>*-$j±7kmm domi) 

-tzmMfc-etm a.io g ) &#tc„ 

T L C :'R f 0.48,(^^i^-> : @^ji^/I/= 2 : l) ; 
NMR(300MHz, CE>C1 3 ) : 8 7.15 (d, J = 8.1Hz, 1 H), 6.87 (d, J = 3.0Hz, 1 H), 6.80 
(dd, J = 8.1, 3.0Hz, 1 H), 6.02 (s, 1 H), 4.32 (m, 4 H), 3.82 (s, 3 H), 2.96 (t, J = 7.8Hz, 
10 2 H), 2.91 (t, J = 7.8Hz, 2 H), 2.32 (s, 3 H), 2.21 - 2.09 (m, 2 H), 2.17 (s, 3 H), 1.32 
(t, J = 7.2Hz, 6H) 0 

IM12 .,(1) -12 (4) 

15 siT<D{b&m*m^ 0 
mmm 12(1) 

8- (i-v>^w?;-i, 3 -^y - 2 --ftj-jv) 

-3- (2-^^-4-^ -6, 7-^t:KD-5H- 

20 v^n-O-^ [d] fy/n [1, 5-a] t'yv^y 
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O 



O 




T L C : R f 0.55 (HEgfcn^vl,) ; 

NMR(300MHz, CDCK) : 5 7.14 (d, J = 8.1Hz, 1H), 6.87 (d, J = 1 .8Hz, 1H), 6.83 - 
6.74 (m, 1H), 6.29 (s, 1H), 3.83 (s, 3H), 3.05 (s, 3H), 3.05 - 2.60 (m, 6H), 2.41 (s, 
5 3H), 2.30 (s, 3H), 2. 1 6 (brs, 6H) C 

HfiSflil 12(2) 

8- (2, 4-v ; ^-^y-3— O^/U) -2-^^-3- (2-^/U 
- A~ / Y^r-yy ol^/V) -6, 7-i/k Kn-5H-^P^ [d] 
10 t'yVu [l, 5-a].fy v^y 



T L C : R f 0.34 (^f-^ : ff-ggoi^vl^ 3:1) ; 
NMR(300MHz, CDC1 3 ) : 5 16.93 (s, 1H), 7.19 (d, J = 8.4Hz, 1H), 6.89 (d, J = 
3.0Hz, 1H), 6.83 (dd, J = 8.4, 3.0Hz, 1H), 3.84 (s, 3H), 3.04 (t, J = 7.2Hz, 2H), 2.81 
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(t, J = 7.2Hz, 2H), 2.33 (s, 3H), 2.20 (quint, J = 7 ,2Hz, 2H) ; 2.18 (s, 3H),. 1.95 (s, 
6H). 



mmm 12 ( 3 ) 

4-* -6, 7-5?kKn-5H-^n^ [d] fc° 

7/o [1, 5 -a] t°JJ 

O O 




0CH3 



T L C : R f 0.18 (^=^t> : ^f^= 3:1) ; 
10 NMR (300MHz, CDC1 3 ) : 6 7.28 (d, J = 8.4Hz, 1H), 7.07 (d, J = 2.4Hz, 1H), 6.89 
(dd, J = 8.4, 2.4Hz, 1H), 6.02 (s, 1H), 4.40 - 4.20 (m, 4H), 3.84 (s, 3H), 2.98 (t, J = 
7.5Hz, 2H), 2.92 (t, J = 7.5Hz, 2H), 2.35 (s, 3H), 2.17 (quint, J = 7.5Hz, 2H), 1.31 (t, 
J = 7.2Hz,6H) 0 

15 mmm 12 ( 4 ) 

4-^ Y^i/y^^A?) -5, 7-5?t KB-7B [3, 4-d] VyVv 

[i, 5 -a] try ss?y 
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OCH 3 



T L C : R f. 0.28 {^^^ : ^^=f-;v= 3:1) ; 
NMR(300MHz; CDC1 3 ) : 8 7.28 (d, J = SABz, 1H), 7.08 (d, J = 2.4Hz, 1H), 6.91 
(dd, J = 8.4, 2.4Hz, 1H), 6.12 (s, 1H), 5.11 (s, 2H); 4.95 (s, 2H), 4.41 - 4.20 (m, 4H), 
3.84 (s, 3H), 2,39 (s, 3H), 1.33 (t, J = 7.2Hz, 6H ) 0 



1 3 



8- (1, 3-fc Kndrv-- -2-^^-3- (2-*J- 
Y5r -> 7i^V) -6, 7-^tKP-5H-^P^ [d] 
10 t°7^P [1, 5- a] t°y^i^^ 




7^dt^m%Ts mmmi 2fi5iL^^ o 5 5m g ) ©j&tKv 5 

(7ml) -7 S^T'lM^y^ntVl^T/l^^- 

■7 .At K5 K (3.94ml ;^^f-^^) &»TLfc 0 «^»«Sr OlCtelMB. 
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u 4.5$mm$Ltz 0 Rj&%m\z*#;-/i' (3m n *itu sslku- 

D*W7A^n-7f^77^- (^^f-^ : S¥Sf^^= 3 : 1) "CflS 
5 iU £ilT©*ttttS:Wi-*ISjS^* (2 6 0mg) &#fc 0 
TLC : R f 0.50 O n ft/fA : ^ / — 9:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.13 (brd, J = 8.7Hz, 1H), 6.87 (s, 1H), 6.80 (brd, J = 
8.7Hz, IB), 4.97 (m, 1H), 4.90 (m, 1H), 4.24 (m, 2H), 4.13 (m, 2H), 3.83 (s, 3H), 
3.59 (m, 1H), 2.98 (bit, J = 7.2Hz, 4H), 2.31 (s, 3H), 2.28-2.00 (m, 5H) C 

10 

MMM l 4 

8- (1, h^r ; >- tV^) -2-^/1—3- (2-^^ 

^-4-^h^7*=;U) -6, 7-v^tFn-5H-^n^ [d] 

t"7^D [i, 5- a] try 




7K*^hy!7A (26.0m g ; 6 0%inoil) (DDMFflts 0°CT||J| 
Ml 3"efii36Ufc^*J (12 0mg) ©DMF (2m 1 ) M^lTlf: c 

roii^^a*^^ (81.0m i) §:1TU m#Wfll#Ufc. £/S*Jft 
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10 



-CttflfeflK -<^if> (5ml) SrlP^T^b»ttbfc. aaESr'>5*^/v* 

T©*tt«*^Ti-5*llft^» (58.7m g) £#7c c 
T L C : R f 0.80 (g^gt^/v) ; 

NMR(300MHz, CDC1 3 ) : 5 7.15 (d, J = S.4Hz, 1H), 6.86 (d, J = 2.4Hz, 1H), 6.79 
(dd, J'= 8.4, 2.4Hz, 1H), 4.28 - 4.16 (m, 1H), 4.14 - 4.06 (m, 2H), 3.96 - 3.86 (m, 
2H), 3.83 (s, 3H), 3.35 (s, 6H), 3.06 (t, J = 7.5Hz,< 2H), 2 .94 (t, J - 7.5Hz, 2H), 2.31 
(s, 3H), 2.17 (s, 3H), 2.17 - 2.08 (m, 2H) C 



til 5 



8- (N, N-S^fSa^/W^^/M^V) -2-^^/V-3- (2-7* 
t c 7)/o [1, 5 -a] t°U 




OCH 3 



15 HJ60IJ 1 2 "Cfiag Ltcik^m ( 4 1 0 m g ) (Z)^^ / -/^ (1ml) 

^ 2 4 tt'^ 'f'JVJ ( 4 9 1 m g ) (7)50 %7k^«2JP;U 9 0 °C 
•C20 WmmW LTCo U tK*3 «t U^^/^P 

20 ft, Jftjft £ > y # 7J*2w*?\-?y°7 4- (— ^ >- : ^m^jv= 

358 



WO 02/053565 PCT/JP01/1 1581 

I 

5:i) -eff#tT, UT<otmtiL*lrt'iiiUiib&to (102.7m g) &m/t c 

T L C : R'1P '■ 0.55 ir**^ : H®^^= 1:1) ; 
NMR (300MHz,, CDCI3) : 5 7.16 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 3.27 (d, J = 1.2Hz, 1H), 3.04 - 2.94 (m, 5H), 
5 2.72 (s,3H),.2.36'(s,3H), 2.24 -2.10 (m,8H) 0 

1 

1 

2-^DP-4-7f f ^r^yX7^7 fc K 

CI 




10 frmiti- hyp j* (2.6 g ; 62.6% in 0 u) <o (80m 

1) 0°Ct2-^no-4-k Ko^r^yXT^ft K (10.0 

g) ©^^f^A7^ K (50ml) 5^fKiTL> 30 

#IBM*#Lfc„ Sl^^^s O'C-Ca^bP 1 ^ (4.2ml) &10#;W*T 

^At«t> «LT, &T©fctttt$r#1-5«Hfc£flfc (io.7 g) ^#7t D 
T L C : R f 0.61 (^^ri^V : ft|fcj:?yU= 3:1) ; 
NMR (300MHz, CDC1 3 ) : 5 10.33 (d, J = 0.6Hz, 1H), 7.90 (d, J = 9.0Hz, 1H), 6.94 
(d, J = 2.4Hz, 1H), 6.89 (ddd, J = 9.0, 2.4, 0.6Hz, 1H), 3.89 (s, 3H) 0 

20 

l- (2, -2-^pd-4-^ Y y 
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CI 



Br 




%W8-Cj!3tLfc^* (5.0 g) ©S{^f^y (14 0ml) ^{C, 



5 fc 0 ffl&m&toto^yr* (5 0 0ml) * ? As ( 3 0 g ) 

5i®L7h 0 v'D^yyU^drf-^/g^^f-yU (10:1) Tgfc# 

•7F^77^- (^^rf->- : W^^- 1 0 : l) TflLX, ^T©#J 

ttiit^^-rsti^^ (6.6 g ) &^t~ c 

10 T L C : R f 0.82 : l^@£;n^vU= 3:1) ; 

NMRQOOMHz, CDC1 3 ) : 5 7.62 (d, J = 9.0Hz, 1H), 7.51 (s, 1H), 6.94 (d, J = 
2.1Hz, 1H), 6.83 (dd, J = 9.0, 2.1Hz, 1H), 3.81 (s ; 3H) C 

1 0 

15 1- ( 1 t°~/l/) - 2 a o- 5 h^rv^-^^if ^ 

\ CI 



#%#j9T-g^Lfcfl^3 (1.98g) ©7 f7t Ko77> (20ml)| 
-7 8°CX^l.51M(Dn-y^;U])^-^J>,^^y^m (8.2ml) Z1)U 

20 *PU 3£fl^7VV (0.46ml) fciP;^ 0 °CT* 1 B#Pe1jf# L7c 0 



(10.7 g) ^O^L, Tk^Ts (16.9 g) 
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i 

i 

A - (x/^.> . ^^,v= 10:1) -eltMLT, £XTGr>m&*^-tZ 

' 1 

mmfc&m- (o.89.g) 

T L C : R f 0.69 : W^^/l/= 5 : 1) ; 

5 NMR (300MHz, 'CDC1 3 ) : 6 7.34 (d, J = 8.7Hz, 1H), 6.91 (d, J = 2.7Hz, 1H), 6.73 

i 

(d, J= 8.7Hz, 2.7Hz, 1H), 3.79 (s, 3H), 2.10 (s, 3H) C 

mm 1 1 

5 -If* (h V Jf-S^yV fr) 7S.S- 2-i/T / -Z-*<f-;V-4 - (2 
10 -^P0-4-^Ri/7i^) t c n— 

CN , 




OCH 3 



3 0^mmm^tz.m^y^r7V (8 3 2 g) ^ s T/VriVg&Ts 
^y7Y^7/K-!)At K3J K (13.8ml) &STOo< p^Hx., 1 5 # 
W#t7c 0 SJ»i&M'£ Lfc^ #%#Jl OT^bfdb^fe (11.6 g) 
15 <D h y t< ?vU-> !) /^>T= K (46ml) SSftS: 2 5 #/^ttT7JP;L/c c il£ 
M£»U ^•flsttmiz^tz.ik, 1 3 O c CT2B#FpW^#t7c 0 gift 

^^r^a^x^wu ^^^i-^T#^ufc 0 %mm*i/y*tf^$7 

A^P7^77^- Wy:»^=10: l) T^bT, U 
T©W!^t5li^ft (9.5 g ) , OTJ£j» t LT 2 - If* ( h 
20 J! ^^v-y/W 7^/-5-^7y-3-^f;l/-4- (2-^ dp- 4 
Y*i/7^=./V) \fx2—)V (5. 2g) £#fc c 
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T L C : R f 0.34 (^^rf->- : ffl&3L*f-j\,= 10:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.76 (brs, 1H), 7.10 (d, J = 8.4Hz, 1H), 7.00 (d, J = 
2.7Hz, 1H), 6.82 (dd, J = 8.4, 2.7Hz, 1H), 3.83 (s, 3H), 2.06 (s, 3H), 0.14 (s, 9H), - 
0.14(s,9H) c 

5 

1 2 

5-7^-2—>'7;-3-^f/U-4- (2-^nn-4-^ Y*i/7 




OCH 3 



10 1 1 T'Mit Ltcfc&!fa (6.27 g) <^*/-/^ (50ml) 

1 Nfcmiki- h y atK^ (15.4m 1 ) z^u-emTLs 1 bifimml 

mtiLX, »T©»tt««r*i-S«JS<b^4fe (4.78 g) £#fc D 
15 T L C : R f 0.20 (^^f > : Slfxf ;i/= 3:1) ; 

NMR(300MHz, CDC1 3 ) : 8 8.61 (brs, 1H), 7.14 (d, J = 8.7Hz, 1H), 7.03 (d, J = 
2.4Hz, 1H), 6.86 (dd, J = 8.7, 2.4Hz, 1H), 3.83 (s, 3H), 3.71 (brs, 2H), 2.04 (s, 3H) C 

iii 1 6 

20 l-i/7y-2-;!f^-8-t (2-^nn-4-^4 
i/7 -6, 7-^kKn-5H-^n^ fc°PO [1, 
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2- a] t°D k&> 




2xmmLtzit^ (4.i5 g ) &/bvvt\ muiw^ 

fr^^^oX, OTO«{f^^i-SM^ti (1.35 g) &#fc„ 
5 TLC : R.f 0.15 : ffl&x.?->V= 1 : l) ; 

NMR(300MHz, DMS0-d 6 ) : 5 12.25 (brs, 1H), 7.31 (d, J = 7.SHz, 1H), 7.20 (d, J = 
2.7Hz, 1H), 7.02 (dd, J = 7.8, 2.7Hz, 1H), 3.83 (s, 3H), 2.83 (m, 2H), 2.66 (m, 2H), 
2.06 (s, 3H), 2.03 (m, 2H)„ 

10 MMM 1 7 

l->7/-2-^f;V-8- (3-^/1/7^) -3- 

-4-^ h^fv-7i^) -6, 7-i>tKo-5H-^D^ [d] 

t°DD [1, 2- a] t°y ^ v?> 




OCH 3 
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Hlio TMit Lfcl fvU- 8-^do-3- ( 2 - * o 

p_ 4 _^ -6, 7-v=k F0-5H-^d^ [d] 

t°np [1, 2- a] tTJJ $v>:/ (1 8 Omg) H»!l 2 <!: |W|$I 

5 ©»^SrfT*5-i:»J:J:oT, ^TOttttttSr^SSSfl^* (i 1 2 m 
g) Srfcfc. 

TLC : R f 0.36 ( f/H^ : fttif/l/= 9 : l) ; 
NMR(300MHz, CDC1 3 ) : 5 7.25 (d, J = 8.4Hz, 1H), 7.05 (d, J = 2.4Hz, 1H), 6.88 
(dd, J = 8.4, 2.4Hz, 1H), 5.94 (d, J = 9.0Hz, 1H), 3.83 (s : 3H), 3.82 (m, 1H), 3.04 (m : 
10 2H), 2.87 (m, 2H), 2.29 (s, 3H), 2.11 (m, 2H), 1.82-1.60 (m, 4H), 1.04 (t, J = 7.5Hz, 
3H), 1.03 (t, J = 7.5Hz, 3H) D 

MM 17(1) 

1 - v-7 y - 2 - /■ f-A,- 8 - v^n 5: y - 3 - (2-^dd-4- 

15 ^ h^-^7i=;W) -6, 7-v^tKn-5H-^P^ [d] t c n P 
[1. 2- a] t°y ^ i?y 




OCH3 
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TLC : R f 0.39 (^^rf-^ : |M^^= 3:1) ; 

NMR (300MHz, CDC1 3 ) : 6 7.26 (d, J = 8.1Hz, 1H), 7.06 (d, J = 2.4Hz, 1H), 6.89 



3H), 2.14 (m, 2H), 1.81-1.38 (m, 4H), 0.91 (t, J = 7.5Hz, 6H) 0 
1 3 

5 J -2, 1- (2-^/^-4-^ h 

10 t c P— yl/ 



2 b^v-T^y ^ (lOg) (7) h/Vn:^ (120ml) 

^?^c s Ti? (6.43 g) *5J:0p - • TKfP^I (4 4 

mg) ^^^2B#ttfiil»fDLfc 0 Tft^JgL 

15 ^ny^fy/l' (4.6m 1 ) &jbP>U 12 t7to Lfc£j£^ 

«&W1-3«Jgfc£<B> (5.73 g) 

T L C : R f 0.65 (^f"^ : g^^fvl^ 1:1); 
NMR(300MHz, CDC1 3 ) : 8 7.07 (d, J = 8.4Hz, 1H), 6.87 (d, J = 3.0Hz, 1H), 6.82 
20 (dd, J = 3.0, 8.4Hz, 1H), 3.84 (s, 3H), 3.71 (brs, 2H), 2.06 (s, 3H), 1.99 (s, 3H), 1.73 
(s, 3H) 0 



5 (dd, J = 8.1, 2.4Hz, 1H), 3.84 (s, 3H), 3.35-3.13 (m, 4H), 3.00-2.80 (m, 4H), 2.32 (s, 
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MMM l 8 

-6, Kn-5H-^P^y^ [e] fcT.no [2, 3-b] fJJ 

5 i?> 




£%Ml 3*C*!3tLfc^*b (4.0 g) <ZX>~if> (4 0ml) > 
^o-^^^/X (l.46ml) fcit^p - h/^^^^^.TkfPtl (40m 
g) SrJPx., JK^Lftasfel 2 0f»m51»fnLfc c ^»£i?7-f r^ffiU 

io zm&wmvft. t^^mfrf, j»i©i*rh7tKn77^ (th 

F) (8 0ml) OtT^MIJ ^tf^M Vfu \?}VT% K (15.7 

ml ; THF^I) tin*.* M*-C#fiU 5BfflJ£#Lfc 0 

flfcSh?- ^ V «7 A Tf ftjftft^ £HN§ L7t 0 £gj£fc v y 7J ^>7J 7^nvf^' 

15 77^- (iffiftai^) -eftM its &T(omm\u*^-fz>mmfc-&m (2.85 

g) £#fc 0 

T L C : R f 0.51 {■? P n tJ^/I/A : ? $ J — yl^= 10:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.85 (d, J = 3.0Hz, 1H), 
6.80(dd, J = 3.0, 8.4Hz, 1H), 4.31 (s, 2H), 3.83 (s, 3H), 2.90 (m, 2H), 2.74 (m, 2H), 
20 2.48 (s, 3H), 2. 1 0 (m 5 2H), 1 .97 (s, 3H), 1 .90 (s, 3H)„ 
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MMMlA- 

2, 3 - ^ 4 - xf ;^;l/*^^7 ^ / 1 - (2-^^-4- 

[2, 3-b] 



H»Jl 8T"M5tL^b^fe (6 0 0mg) <£>THF (60ml) 
O'C-eMJ^^T^^ (5 2 0m 1) fciU^o u y K (18 

(4 5 lmg) Srfcfc. 
T L C : R f 0.60 n d tJn^A : ^ ^ / — 10:1) ; 
NMR(300MHz, CDC1 3 ) : 6 7.30 (m 5 1H), 7.08 (d, J = 8.4Hz, 1H), 6.87 (d, J = 
2.7Hz, 1H), 6.83 (dd, J = 2.7, 8.4Hz, 1H), 3.84 (s, 3H), 2.98 (t, J = 7.2Hz, 2H), 2.87 
15 (m, 2H), 2.51 (m, 2H) 3 2.37 (s, 3H), 2.09 (m, 2H), 2.02 (s, 3H), 1 .88 (s, 3H), 1.33 (m, 
3H) 0 

H»J 2 0 

2, 3-i?^^-4-7°DtVVT5:/-l- (2-^^-4-^ b^rv^ 




5 



OCH 
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7i=^) -6, 7-^kKo-5H-^n^ [e] H°pd [2, 3 

-b] t-y^v 



mmmi (45im g ) ©thf (5.0m d mm^ 

5 2A^7yy^f/W7^ Klgfr (4.8m] : THFM) fc^x., 5 B#K 



10 «T<04M4«te^S«IHfc'&tt (2 6 8mg) fc#fc„ 
T L C : R f 0.47 (^1^ : gt^^^= 1:1) ; 
N MR (300MHz, CDC1 3 ) : 6 7.09 (d J = 8.7Hz, 1H), 6.85 (d, J = 2.7Hz, 1H), 6.80 
(dd, J = 2.7, 8.7Hz, 1H), 3.83 (s, 3H), 3.43 (m, 2H), 3.05 (m, 2H), 2.84 (m, 2H), 2.48 
(s, 3H), 2.04 (m, 2H), 1.97 (s, 3H), 1.90 (s, 3H), 1.65 (m, 2H), 1.02 (t, J = 7.5Hz, 3H) D 



Hijffi) 2 1 

2, 3 - V^^/l-- 4 - (N— Ol^^yVTj?- ;l/-N-7*D f/V7 5 y) - 

1- (2-^f/U-4-^h^>7i^) -6, 7-i?k KP-5H-S/ 
[e] b c np [2, 3-b] t'^^^ 




15 
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OCH 3 



mmm2-o'x*msk\sti4k&vo (2 3 4m g ) (omt^i-^y o.omi) m 

Tsy^y&m&Ts ow (3 6 0 /i 1) fcit/y 

nt'WnP K ( 1 3 4 ju 1 ) Sr^Px., 1 l$IRIJJt#Lfc 0 Rj&ift£**r 

#T<0*M&tt£W^5*»te£4* (2 4 2 g) £#7c 0 
T L C : R f 0.57 (^r^V : %M^*5-jV= 1 : 1) ; 
10 NMR (300MHz, CDC1 3 ) : 8 7.11 (m, 1H), 6.90 (d, J = 2.4Hz, 1H), 6.85 (dd, J = 2.4, 
8.4Hz, 1H), 3.92 (m, 1H), 3.86 (s, 3H), 3.42 (m, 1H), 3.01 (t, J = 7.8Hz, 2H), 2.87 (m, 
2H), 2.20 (s, 3H), 1.94-2.20 (m, 4H), 2.05 (s, 3H), 1.92 and 1.90 (s, total 3H), 1.63 
(m, 2H), 0.99-1.10 (m, 3H), 0.85-0.94 (m, 3H) 0 

15 mmm 2 2 

2, 3 - t^TS y - 1 - (2-/f^-4-^h^ 

v^cn-zl') -6, Kn-5H-V^D^y^ [ e ] t'nn [2, 
3-b] h°])iyy 
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OCH 3 < 

mmm 2 1 ~?mm Ltc^^ c 2 4 2 m g ) ^jb^t, mmm 20 tmm 
©»ft9ii(aot, &T<Dmm&*^%mmfc&m a 8 2 mg ) 

£#fc 0 ... 
5 TLC : R f 0.45 : Hf$fc^f-jU= 3 : l) ; 

NMR(300MHz,CDCl 3 ) : 6 7.10 (d, J = 8.4Hz, 1H), 6.87 (d, J = 2. 7Hz, 1H), 6.8] 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.17 (m, 4H), 2.95 (t, J = 7.5Hz, 2H), 2.88 (t, J 
= 7.5Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.01 (s, 3H), 1.92 (s, 3H), 1.52 (m, 4H), 
0.85 (t, J = 7.2Hz, 6H) 0 

0 

mmm 22m 

2, 3 -xz/^/V- 4- (N-^^vi— N— ' <l^f)VT X J) -1- (2- 
p<^-4-^ h^v-^^^yP) -6, 7-^tKP-5H-^n^ 
[e] fan [2, 3-b] t°})*Jy 
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-*mMm 2 0 -*nmm 2 1 -+mrnm 2 2 <t mm^^n ^tiaot, 

5 TLC : R f 0.41 y : @^iif;b= 3 : l) ; 

NMR(300MHz, CDC1 3 ) : 5 7.10 (d, J = 8.4Hz, 1H), 6.86 (d, J = 2.7Hz, 1H), 6.81 
(dd, J = 8.4, 2.7Hz, 1H), 3.84 (s, 3H), 3.27 (q, J = 6.9Hz, 2H), 3.18 (m, 2H), 2.95 (t, J 
= 7.2Hz, 2H), 2.88 (t, J = 7.8Hz, 2H), 2.44 (s, 3H), 2.05 (m, 2H), 2.00 (s, 3H), 1.91 
(s, 3H), 1.50 (m, 2H), 1.38-1.20 (m, 4H), 1.05 (t, J = 6.9Hz, 3H), 0.86 (t, J = 6.9Hz, 
10 3H)c 
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(ii) C 1 ~ 8 T/I^/K 
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p-<>* [d] t°yyo [l, 5-a] t°y^v^ N 

(3) 8- (N-7°DtVl— N- T^y) - 2 
f-^-3- (2-^^-4-^ Y*^7^~;V) -6, 7-5?tKo-5 

15 H-v-^n^^ Cd] t^/P [1, 5-a] feTy**^ 

(4) 9- (3— O-^T^y) -2-y^/V-3- (2-y^-/V-4-y 
Y*i/-7 x.=.jV) -5, 6, 7, 8-x hy t Kn-t°y^n [3, 2-b] 

(5) 8- [ (2 S) -1, l-v>y h^rv-^^-2— f/U] ] 
20 -y^;V-3- (2-^f;V-4-^ h^7x^) -6, 

-5H-^P^ [d] t'yy'p [1, 5-a] fp'i?^ 

(6) 8- (l, 3-v 5 ^ ^^^^-2- Y^) T^y-2-y^-yU- 
3- (2-^^/U-4-^ b^^7 3t=/V) -6, 7 -v^t Kp- 5 H- v- 
tn^t [d] t°7i/a [1, 5-a] tfJJ*S?^ 

25 (7) 7$y-2-^f;U-3- (2-/^ 

^-4-^ -6, 7-i/kKo-5H-^n^ [d] 
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k7y~n [1, '5-a] t 0 !)^^ 

(8) 8- ('^yW^) -2-7^-3- (2, 4-^op7 
-'6, Kc-5H-^n^y^ [d] f^o [1, 5 

-a] t'V^Vy, 

5 (9) 8 - V^f-j\sT $: 7 - 2 - 7 ^VV- 3 - ( 2 - 7 fvW- 4-7 h 

3,-/1.) -6, 7-i>tFn-5H-^o^ [d] t'r/n [l, 5 

r 

-a] t°-y v>>\ 

(10) 8- -2-7^-3- (2, 
4-^^D7i^» -6, 7-^tKP-5H-^n^ [d] t° 

io [i, 5- a] t°y v^, 

(11) 8 - d 7* o t°/U^ f;W7 - 2 - ^ f ^- 3 - (2-7^/V- 

4 - 7 ^v^oi^/V) -6, 7-^tKo-5H-^o^ [d] t° 

[1,,5-a] f; v^, 

(12) 8- (3-^yf^7^y) -2-7 ^^7^-3- (2-7^ 
15 -4-^R^7x^) -6, 7-^tFP-5H-^n^ [d] 

t°^/P [1, 5-a] t°JJ 

(13) 8- (3-^^fv^T^y) -2-7^-3- (l, 3-v^^lM 
y?*>- 5-4 ;u) -6, 7-v?tKp-5H-^p^y^ [d] t°?y* 

c [1, 5-a] t°y 
20 (14) 8- (3-^^75 7) -2-7f7V~3- (3, 4-^H'> 
7^^/l/) -6, 7-^tKn-5H-^P^ [d] t°7/d [1, 

5- a] t°y v^y, 

(15) 8- (3-^yf;l/7^) -2-^P7"f^-3- (2-7^A— 
4-n^>7i-/H -6, 7-^kKP-5H-^P^yiS ? [d] t e 

25 7/P [1, 5-a] h'V SS?^ 

(16) 8- (3-^^f7K7^y) -2-^^-3- ( 2 - 7 fvl-- 4 - 7 
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y-Zr-s? -6, 7-^tKn-5H-^n^y^ [d] 
[ 1 , 5 - a ] fcf y ^ i»\ 

(17) 8- {Z-^V^-)V7% J) -2--T (2-y^V- 
4-y Y*^s7^=->v) -6, 7-^bKo-5H-^o^ [d] t° 

5 7 y D [ 1 , 5 - a ] t° y 5: 

(18) 8- {2-^)Vf^-)VT^J) -2-^^-3- (2->^-4 
-tY^sy^-A*) -6, 7-^tKn-5H-^n^ [d] t°7 
y*n [1, 5 -a] t e y^i» N 

(19) 8- (3— ^>^T^y) -2-yfvl^y-y^Vl—3- (2-yf- 
10 ^-4-y Y^r-yy^=.;V) -6, Kn-5H-^n^y^ [d] 

t'7y'n [1, 5- a] t°y5v>>\ 

(20) 8- J) -2-*i~;U-3- (2, 4~v ? ^^7' 
31-/W) -6, 7-^tKn-5H-^n^ [d] fc°7y*n [l , 5 
-a] t°y $ v>>\ 

15 (21) 8- ( 3 — <^FvUT ^ y ) -2-^^/t--3- (2, 5-^^:7 
^-/U) -6, Kn-SH-iyy d-<^^ [ d ] ^^ n . [l, 5 

-a] t°y ^v^y N 

(22) 8-Vy D^W5/-2-^f;^-3 - (2-^^-4-y 

-6, 7-^tKn-5H-^o^ [d] [l, 

20 5 -a] t°y 5:^^ 

(23) 8- (N-^/U-N-^f p/f;V7 ^ y) -2-y^-A—3- (2 
-y ^vW-4 -y h^^-yk) -6, 7-i/k Ko - 5H-i/^ n^y 
^ [d] t'r7n [1, 5-a] t°y^v>>% 

(24) 8- (^n/^-l, 3-vo*— ^- 2-4 )V) T% J -2-^^)V~ 
25 3 - ( 2 -y ^vl/-4-y b^7i-/V) -6, 7 - i?K Ko - 5 H- V 

^n-<^^ [d] k'^/c [1, 5-a] t°y$v^ 
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(25) 8- {Z-^-yf-JVT^J) -2- ~ 3 - (2-*<?JV 
-4-^h^7i^U) -6, 7-i?kKn-5H-^D^ [d] 
t e 7V'n [1, 5 -a] t°y.£-v^ N 

(26) 8- O-^yW^;) -2-7^^/^-3- (2-/-fyW-4- 
5 /• h^f^7z^) -6, 7-ykKo-5H-^n^ [d] t°7V 

P [1, 5-a] t°y * 

(27) 8- ( 2-^^/1/7' 5 y^f"^) 75;-2-^f;l/-3- (2-> 

hdf-v'^^^/U) - 6, 7-^fc Ko-5H-^P^[d] 
t c 7yn [1, 5-a] t°y 
10 (28) 8- (N-y^-N- (2-^ W^yxf/l.) 7^/) -2- 
(2-^/V-4-^^7x^) -6, 
5H-^d^ [d] fc°7>*P [1, 5-a] t^v^ 

(29) 8- (N-^/l— N- (2-vM W^ifA) 75/) -2- 

(2-^f/U-4-^ f^7i^) -6, 7-v^tKn- 
15 5H-^o^ [d] [1, 5-a] 

(30) 8- (4-^/f;l/7^;) -2-y^/l/-3- (2-^^-4-^ 

-6, 7-i/tKP-5H-^P^ [d] fc°7 N /P 
[1, 5-a] t°y v^y, 

(31) 8- (2-7'f;l/7^) -2-^^-3- ( 2 J-JV- 4 h 
20 ^r-y-y^^jV) -6, 7-v?t Kd-5H-^p^^ [d] t'7/P [l, 

5-a] t°y 

(32) 8- (N-7°p tVu-N-^ pt'p \? jV } )VT % 7) 

-3- (2-y 5VW-4-;* r^fT" -6, 7-v ? fcKP-5H~ 

v'^P'O'* [d] t°7i/P [1, 5-a] t°y^^^ 
25 (33) 8- (3 -^^757) -3- ( 2 - p< ^V- 4 - /> 

/V) -6, 7-yt Kp-5H-^p^ [d] t°7/P [1, 5-a] 
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(34) 8- [ (2R)'-i-^ — r iv\ t x y - 2-*^->v 

-3- -6, 7-v>fcKo-5H- 

i/fu^y? [d] k 5 7yo [1, 5-aJ t°})Ki/y, 
5 (35) 8 — ' [ ( 2 S ) — 1— T^b ^x/~3& V—; 2—4^j T ^ J — 2— ^ f~)V 
-3- (2-/ -f-jV— 4 ^=.;V) ^6, 7-i?fcKa-5H- 

i 

i^n^O-* [d] ty/P [1, 5 -a] t'D^v^^ 

(36) 8 - 9 s& D^^f^7 5 y- 2-^^-3- (2-^/1—4-^ h 
^rV7x-;V) -6i 7-yk Ko-5H-^n^ [d] k°7 s /o [l, 

10 5- a] t°U * 

(37) 8- (3-.^y^75y) -2-^^-3- (2, 
7ai=/W)'-6, 7-^tFP-5H-^n^ [d] t^y'P [1, 
5 -a] t°I> 

(38) 8- ( 3 —^y^-jV7 ^ / ) -2- h 117^13^^- 3- (2-^ 
15 h^V7^^yU)-6, 7-.S?fc Ko-5H-^o^[d] 

^7^0 [1, 5- a] t°y 

(39) 8- (N-^/U-N- (2-p< y^-y^jV) T%J) 

-3- (2-^ fjV-A Y*i/y^~;V) -6, 7-^tF'n-5H- 
[d] t c 7y'n [l, 5- a] t'V *i?>, 
20 (40) 8-^7^ n A3f ^7 ; ; - 2 - ^ f /I'- 3 - ( 2 - ^ f /V- 4 - ^f 

-6, 7-v=t Ko-5H-^d^ [d] [l, 
5- a] t°]J *i/y, 

(41) 8- (N-T'nfcr^-N- (3-^^vV) 7^7) -2-^^-3 
- (2-^f/V-4-^ f^7i=/P) -6, 7 -v>fc Kp- 5H-^ 

25 v-<y? [d] t°7^n [1, 5- a] fc° y ^ 

(42) 8- (3-^y^VT^y) - 2-^f;V- 3 - (4-^ 
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)V) -6, 7 -Vk. Kd - 5 H-i/^ .[ d ] t c yy*P [l, 5-a] 

(43) 8 - '( 3-/0-^7$/) -2— f y^D tVU-3- (4-/h*i/ 
yiL~;V) -6, Kn-5H-->^ p^V^ [d] [l, 

5 5-a] t'y^ v>>, 

(44) 8- t-^W5y-2-^5 L /l'-3 - (2-^^-4-^ f^i/ 
7*=^) —6, 7-i?tFD-5H-^D^ [d] fc 0 7y*n [1, 
5-a] t°y Stf^ 

(45) 8 - (3-^yW5 /) - 3-C2, 4,.6-h ^f/V7x-^) 
10 -6, 7-i/k'Kn-5H-^n^ [d] t°7 s /n [l, 5-a] t c 

(46) 8- 75 y-2-y5vi— 3- (2-y^- 

/lx-4-y -6, 7-v ? t Kn-5H-y^o^ [d] 

t°7y'p [i, 5-a] try ?v?y 

15 (47) 8- (3— <^/V7^y) -2-*3-JV-Z- (2, Z-^^=f)V- 
4-y V^ri/y^=.)V) -6, 7-^kFn-5H-^P^ [d] t° 

yy'n [i, 5-a] t°y 

(48) 8- (3 y) - 2 -y 3 - (2, 5-^y^- 

4-^ fJry7x^) -6, T-^bKn-SH-y^P^^ [d] t° 
20 yy'n [1, 5-a] t'Uv^ 

(49) 8- (N- (2, 2, 2- h y y/^n^^vU) -N-S^ p^p t°/W 

y^75:y) - 2 - y 3 - (2-^f^-4-^ f^y7i^) 

-6, 7-^fc KP-5H-iyy n^y? [d] t°7y*P [1, 5-a] t° 

y ^y 

25 (50) 8- (2, 2, 2-h!)7;^nxf;u) 75/-2-^f^-3- (2 
-^f^-4-^^77i^) -6, 7-^tKo-5H-^P^ 
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9 [d] t°?y*n [1, 5- a] try*^ 

(51) 8- -3 - (2, 6-v ; 7 < ^-4-> b^rv- 

37*=^) -6, 7-i?tKn-5H-^P^ [d] t c ?y*n [l, 
5 -a] t°U ^v 5 ^ 
5 (52) 8- (3-^^^T^y) -3- (4, 6 - TlV- 2 - h 
7*.~;v) -6, 7-i/kKo-5H-^o^>^ [d] t'^/n [l, 
5 -a] k°y 

(53) 8- (3 — <yf^7?y) -2-^9vU-3- (2, B-S^fvl'-. 
4-p« h*i/7x=;l/) -6, 7-i?tKn-5H-^n^ [d] t° 

10 7/n [l, 5 -a] t°y 

(54) 8- (S-^yf/WT^^) -2-^^-3- (2, 

4 hdrv-^^^U) -6, 7-^tKP-5H-^P^ [d] t° 
7/o [1, 5 -a] t°y 

(55) 8- (S-/^/U^y^y-3 — 7^-2-^^-3- (2 
15 ->f/l/-4-^ h^7x-/V) -6, 7-^kKo-5H-^n^ 

* [d] fcT^/o [1, 5 -a] k^v^ 

(56) 8- (3-^yf>7^/) -2-^^/1—3- (5-^on-l, 3 
-*J**ft4 6 ->f/W) -6, 7-^tKn-5H-^P^ 

[d] t 5 7^0 [1, 5-a] t e y^^>, 
20 (57) 8 - (N-^^V^-N-^yi^KT^ /) -2-^^/1^-3- (2-^ 
^_ 4 _^ b^V7oi^/U) -6,7 Ko-5H-i/^ o^>^ [d] 

[1, 5-a] t°y v 5 ^ 

(58) 8- (3-^^/1X7^/) -2-7»f L /V- 3- (2-y nn-4- h 
U^/^n^ Y*~/7^~;V) -6, 7— 5?fc K0-5H-^o^[d] 

25 t7 7P [1, 5-a] t°y *v^ % 

(59) 8- ( 3 -^^fV^T 3; y ) - 3 - (2-i7np-4-^ 
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, .in 

l 

h*i/7*-M — 6, 7-i?tKo-5H-^p^ [d] t°y N /n 

[i, 5 -ft] t°yV^ 

(60) 8 -'('N-^^v^-N- (2-^h d riX^^) 7*/) -2-*<? 
3 - (2-W-4-^h^7x^;V) -6, 7-^kKn-5H 

(61) 8- (3-^W5;) -2-^^-3- (2-^ h^$/-4, 
5-v ? ^^7ai-^) -6, 7-v/kKP-5H-^n^ [d] fc° 

[i, 5-a] try 

(62) 8-7^-^7^ 7-2-^^71^-3- (2.-^^-4-^ 

10 -6,'7-^kKo-5H-^o^ [d] t-yy'n [i, 5 

-a] t'.y^v^ 

(63) 8- (2-^f;V7x^) 7^-2-^f^-3- (2-^^- 
4-7 -6, 7-S?kKP-5H-^nX^ [d] t c 
7J/o [1, 5-a] t°y 

15 (64) 8- (Z-tf-jV? au~;V) T % J - 2 - f?;V- Z - (2-^^/V- 
4-^ h^^7i=;U) -6, 7-^kFP-5H-^n^ [d] t° 
7/p [1, 5-a] t°y 

(65) 8- (4-*^-}V7 T\J- 2->fvl'-3- 

4 -7 hWi-zl') -6, 7->7kKP-5H-^P^ [d] t c 

20 7^p [i, 5-a] try§^ x 

(66) 8- (N-7iS^-N-7 , B -2-^^-3- (2- 
^f^-4-^l>^7s=yV) -6, 7-^kFP-5H-^P^ 

[d] [i, 5-a] fcry*$?>\ 

(67) 8- (N-^Vv^/U-N-^PkVl^T^y) -2-^^-3- (2- 
25 7^-4-7 Y^yy^—JV) - 6, 7-v ! tKP-5H-^P^ 

[d] k'r/o [1, 5-a] t°y $v?> N 
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(68) 8- (N, H-i?7])/U7$S) -2-7*?^- 3- (2-^^/V-4 
K^7i=;k) -6, 7-^kKn-5H-^n^ [d] M°y 

y'u [i, 5 -a] try 

(69) 8- -2-^^-3- (2-^^-4-^ 
5 ^W$y 7i-;l/) -6, Kd- 5H-^ ,'[d] t c 

yy'n [i, 5 -a] try 

(70) 8- (1 - 7s=/^nW^;) -2-^^-3- (2-;*?vU 
- 4 - ^ h^v-y ^ -yu) -6, 7-i/tKn-5H-^n^ [d] 
t'yy'u [l, 5- a] t e J]$^ 

10 (71) 8- (N- (2-7 -N-^d \£iV7 % J) -2-*<? 

;U-3- (2-^^-4-^Kv'7i=^) -6, 7-^tKP-5H. ' 
-v^u-^* [d] f7/D [l, 5-a] fy*^ 

(72) 8- (N- (3 tVl^) -N-7°p tVl^T $ y ) - 2 
5v^-3- (2-^f^-4-^ f^rv'7x-;l,) -6, 7-v J tKn-5 

is h-v-^p^>^ [d] t°7y'p [i, 5-a] t°y*i» N 

(73) 8- (N- (4-7s=^f^) -N-yotVUT^/) - 2 - ^ 

(2-^f;k-4-^ f^^i^) -6, 7-^kKP-5H 
-v^n-^* [d] M°y9u [i, 5-a] t'D^v 5 ^ 

(74) 8- (1 -7*=^-2-^/U) T^y-2-^^-3- (2-^ 
20 ^-4-^ Y*\/7 *.~)V) -6,7 -i?t Kd - 5 H-W [d] 

t"77'p [1, 5-a] k°y * v 5 ^ 

(75) 8- (1 -37;c=/W- 3 -^^-)V) -2-tJ-,v-2- (2 - 
^^vU-4-;* h^rv^rD—^) -6, 7-i?kKP-5H-^n^ 

[d] t7/D [i, 5-a] ey^v^ 

25 (76) 8 - (N- (4-^f;l/7x^) -N-^p tVl^T ^ 7 ) -2-^ 
/1—3- (2-^f^-4-^f^7i=/V) -6, 7-t?fcKn-5H 
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-VW<V? [d] Vfyy'n [i, 5- a] 

(77) 8- (N- (A-*<?-;V7 / f^-N-^D \?>VT % J ) -2 

-t^-jV- 3 - -6, 
-5H-^n^'[d] f^/p [l, 5-a] fc'y^v 5 ^ 
5 (78) 8- (N — (3-^^7^^7U) -N-yntVl^T5:/) 

/V-3- (2 -^/V- 4 Y*c*S7*-jv) -6, 7-v ? tKn-5H 
-V^p-O^ [d] kyy'n [l, 5-a] fc°y^v^ 

(79) 8- (N- (4-^ h^v-y^-A-) ^ f;V-N-^D bf/VT 5 V ) - 
2-^^-3- (2-^^/V-4 b^v^^-yV) -6, 7-v>tK 

10 n-5H-^o^ [d] tf^/p [1, 5-a] tfy^v 5 ^ 

(80) 8- (N- (4-^oo7x=^) ^f/WN-^n fcWTS: /) -2 
-^fvW-3- (2-^f/i'-4-^^>7i-;i/) -6, 

i 

-5H-^n^ [d] t°7 x /n [1, 5-a] 1?>J$^>\ 

(81) 8- (N- (2-^^7^=yU) -N-yo tVUT^y) 

15 )V- 3 - (2 —*?->\>- 4 z.=-jV) -6, 7-v ? tKP-5H 
-i^P-O* [d] fc°^yp [1, 5-a] fc-y^v^, 

(82) 8- (3-^^vKT^ /) -2-^^-3- ( 2 - v 5 ^ ?vW7 5 J 
-4-^f^t^i»-5--^^) -6, 7-i>tKn-5H-^n^y 
9 [d] fy/P [1, 5-a] t o y^i» N 

20 (83) 8 - ( (2 S) - 1 h^rv— 3-7*=^-2-^P tVW) 75/ 
-2-^^-3- (2-^^yk-4-^ h*^7s^) -6, 7-i/fc 
Ko-5H-^n^ [d] t°7 N /P [1, 5-a] tfJJ$S?i^ 

(84) 8- (N- (4-^fm7i-;H ^^-N-7°p fcT/l/7 5 /) 
-2-/^-3- (2-^^-4-^ f^v^cr^/U) -6, 7-5?fc 

25 Kn-5H-^o^ [d] fc'^P [l, 5-a] k°y v^y, 

(85) 8- (N, N-^W^/) - 2 - * <?>V- 3 - (2-^/1^-4 
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-n^7x^) -6, 7-^kKo-5.H-^n^ [d] t c 7 
VX2 [l., ,5 -a] t°y *S?>\ 

(86) 8- (N-^^-N-^7$/) -2-^^-3- (2-/^ 
,1—4 -y> -6, 7-^tKP-5H-^n^ [d] 

5 t°7^n [l, 5-a]fc o y5v^ 

(87) ' 8- (N- (4-^^71^) ^^-N-y^/I/T^y) -2- 
^f-/U-3- (2-^/l/-4-^KV7i=;l/) -6, 
5H-^n^ [d] t°7y'D [1, 5-a] t° y ^ 

(88) 8- (N- U-^fv^^^yl/) 7<fvV-N- (2-^ f^voi^vv) 
10 7$;) - 2 fvU- 3 - (2-^^-4 Y**S7^=-;V) -6, 

7-^tKD-,5H-^D^ [d] M'yVn [l, 5- a] fc-y^v 5 

(89) 8- (N--^ p/p tVW- N- (A-ff-)V? *.^)V) pi f-)VT 5 J ) 
-2-^^-3- (2-^^/V-4-^ h^^^^^yk) -6, 7-i^t: 

15 Kp-5H-^p^ Ed] k'7^P [1, 5-a] 5 v>^ N 

(90) 8- (N-->^ P7°o tVM^/U-N- ( 4 - /• fvl^ ^/^) }<?t\, 
75/) -2-^^-3- (2-^^-4 Y^yy^-jV) -6, 
7-^kKn-5H-^PA^ [ d ] ky/P [l, 5-a] t° y 5 

20 (91) 8- (N, N-v^p fcVK7 S /) -2-^^-3- (2-^^- 
4-/« h^v^^c^) -6, 7-i/kKn-5H-^P^ [d] t c 

?y*p [i, 5-a] t°y 5^ 

(92) 8- (N- U-^fv^cr-zl.) ^/v-N- 75 
/) -2-y^/U-3- 4-/ b*i/7^~jU) -6, 7- 

25 ^tKP-5H-^P^ [d] f^/n [1, 5-a] fc 0 y^v>>\ 

(93) 8- (N-yptVV— N- ^-^-/V) 75 7) -2-/^-/U-3 
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I 

i 

- (2-^^-4-^ 1>^^7j-;V) -6„ 7-^tKo-5H-^ 

['&] t°7y f o [1, 5-a] trysts 

(94) 8- '(5 -/~/\s7X J) - 2 - tf-Jl— 3 - ( 2 - ;>< ^VV- 4 - 7< f 
^riX^cc^^) -6, 7-i/kKo-5H-^n^^ [d] t°?y*u [ 1 , 

5 5-a]' 

(95) 8- (N-v^ n^^vk-N- (4-^f;l-7x^) ^ fvUT ^ / ) 
-2-^^-3- (2-^ : ?/V-4-* Y*^y ^-JV) -6, 
Kd-5H-^p^^ [d] t°7^P [1, 5-a] M°V*V> S 

(96) 8- (N-ix^ p^n fcVMfvl^-N- (4 fv^^oi-^) 

10 W?;) ^2-^^-3- (2-^^-4 f^y7x^;k) - 
6, 7-^tFD-5H-^D^ [d] t°^yo [1, 5-a] JJ 

(97) 8- (N-'(4-7;^07x-^) ^f^-N-7°DtVl/7U) - 
2-^^vU-3- (2 -^^vW-4 Y*^?^-^) -6, 7-S?k K 

15 n-5H-iX^n-^>-^ [d] h°yy'u [l, 5-a] t'!);^ 

(98) 8- (N-v^ n^^-N- (4-yf;V7x-^) ^W^/) 
-2-^f-/l— 3- (2 -^f-;V-4-^ h^r^^/k) -6, 7-v>k 
Kd-5H-^d^ [d] t°7^n [1, 5-a] fy^v^ 

(99) 8- (N-^fvV-N- (4-^^/V^^^^) ^W^y) -2- 
20 ^^-3- (2-^^-4-/F^7x^) -6, 

5H-^d^ [d] t^y'a [1, 5-a] t o y^v^ N 

(100) 8- (N-^d tVl^-N- (4-F]J7;l/tDyWx-/i/) p< =f 
)VT^J) -2-^^-3- (2-^^-4-^ h^v^i^/U) -6, 
7-^kKa-5H-^o^y^ [d] fc^y'n [l, 5-a] bfy^v 5 

25 

(101) 8- (N-7°Pt:Vl/-N- (T f7t Kn7 7y-2-^/l/) *?-;V 
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7^/) -2-^^-3- (2->fvU-4-7< -6, 
7-i?tKo-5H-Wn^ [d] fyVu [1, 5- a] t'U^i? 

(102) 8- (N-^/l— N- (2-^ b^v^^vW 7$;) -2-^ 
5 (2-^^-4-^ h^V-7^^;U) -6, 7-i?fcKb-5H 

-y^o-<y^ [d] fy/p [1, 5-a] t°y5v>>, 

(103) 8- (N-yntVU-N-^nT'DtVl^T^/) -2-^^-3 
- (2-^f^-4-^F^7i^) -6, 7-^tKn-5H-^ 
n-<y^ [d] t c 7^P [1, 5 -a] fJJ v^y, 

10 (104) 8- (N-'>^n^/Mf-/l^-N- (2-^ h^r^a:^) 7^/) 

3 - (2-^f;V-4-^^^rv'7i^) -6, 7 -v>t ; 
Kn-5H-^nX^ [d] fc°yy*P [l, 5-a] fc'P^v^ 

(105) 8- (4— v/^vUTS: /) -2-^^-3- (2-^pp—4- 
^ f^y7xn;k) -6, 7-yt Kd- 5H-^ [d] fc'yy* 

15 p [i, 5-a] try 

(106) 8- (N-y^aT'oWf/U-N- (2-^0*0 75 7) - 
2-7*^/^-3- (2-^^-/1^-4 h*is7^~M -6, 7-ykK 
P-5H-y^o^ [d] fc°7V*P [1, 5-a] t 0 Hv?y, 

(107) 8- (N— (2-^h^^fvV) — N— (2-^JJ^) 7^7) 
20 - 2 - fvW- 3 - (2-^^/1^-4-^ h^rv'7^^7^) -6, 7 

Kn-5H-y7n^ [d] t°7y*P [1, 5-a] t^yy 

(108) 8- (2-7*f !)^7$7) -2-^^-3- (2-^^-4 - 
7« b^y7x=/u) -6, 7-i?kKo-5H-y^o^ [d] fc^y* 

p [i, 5-a] try 

25 (109) 8- (N-^P7°D Wf/V-N- (4-^^7rc^^) ^ f- 
/VT^/) -2-^^-3- (2-^^-4-^ h^y7x^;l/) -6, 
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7-i?kKP-5H-^P^ [d] \?7V*X2 [l, 5 -a] fcfy^v 5 ' 

(110) 8- (N-^p tVu-N- (4- b y 7;V^n^W :3 f^7x-;v) ' 
5 -6, 7-7tFn-5H-^P^^ [d] t'r/P [1, 5-a] fc° 

y ^ 

(111) 8- (N — (2-^f-JJ/l/) -N-i/^o/oWW^) - 
2-^5^-3- (2-^DD-4-n^7i^) -6, 
p-5H-^p^ [d] t°7^/P [1, 5-a] fc° JJ S 

10 (112) 8- (N-7p tVl^-N- (3 -y ^Vl^^^/l^) tf-lVT^J) - 
2-^=f-)V-Z- (2-^f^-4-^ h^y7x^) -6, 
p-5H-^p^ [d] [1, 5-a] W 

(113) 8- (N-yntVl^-N- (2-^f/V7i-/V) - 
2-y^/V-3- (2-^f;V-4-n^7x^) -6, 7-v J t'K 

15 p-5H-^p^ [d] t°^yp [1, 5-a] t°y^v>>\ 

(114) 8- - 3- (2 -y P P -4 - 
xfdfv/7x=^) -6, 7-7tf'P-5H-^P^ [d] \fyV* 
P [1, 5-a] flJSv^ 

(115) 8- (N-y^-N-^=¥i/7l^T^y) -2-^f^- 3 - (2- 
20 tf-jV—A-* \>3c-s7^~;V) -6, 7-v?tKn-5H-^P^ 

[d] t°7/n [l, 5-a] t-y^v 5 ^ 

(116) 8- (N-y^/V-N- (3-^^^/W 7^7) -2-^^-3 

- (2-^f;l/-4-^ b^^7x=/l/) -6, 7-S?t Ko-5H-^ 

[d] t°7^P [1, 5-a] fy^v 5 ^ 
25 (117) 8- (N-y^/V-N- (4-^y^) 7^7) - 2 - 1 fvV- 3 

- (2-^f^-4-^ ^^V7x-;H -6, 7-5?kKn-5H-^ 
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, .<»• 

i 

i 

u^y$ [d],t°yya [l, 5 -a] fcTJJ S.S^ 

(118) 8-, (N-V^ P^/^-N-^ta tVUT$.y) -2-^^-3- 
(2-^^-4-p<'hdr->7^-^) -6, 7-v^tKn-5H-^P 
[d] t'yy'D [l, 5 -a] fcT 
5 (119) 8- (N 7 ^y^-N- (2-v?^^/WT5: y^^/U) 75/) 
-2-^^-3- (2-*?-jU-4-* h#'>7s^) -6, 
Kn-5H-i/^D^ [d] t°7 N /n ['1, 5- a] tfy^v^ 2 

(120) 8- -(N-^o fcVu-N- (4-7;^0 7t=;l/) 
-2-^f^-3- (2-^n0-4-^ F^7i^/V) -6, 

10 Kn-5H-^n^ [d] fy/n [1, 5-a] t'D 

(121) 8 - • (N - ^ n y n t°;M f /I/-N- (4-7/Vtn7i^) y 
W5 7) -2-^^-3- (2-^op-4-^ - 
6, 7-^kKD-5H-^n^ [d] \?yV*u [l, 5-a] t°D 

15 (122) 8- (3-^^/VT5y) -2-/^-3- (3-^on-5- 
h !) 7;l/^-n ^ f ;i/t°!J 2 - ^^) -6, 7 - v>t Kn - 5 H-v"^ 

n-O^ [d] t 0 ^y'n [l, 5-a] t'y^v^ 2 

(123) 8- (N-7 s 5 l ^-N-7'd tV^T 5 /) -2-/^-3- (2- 
^^-4-^Ri/7i=;H -6, T-v'tKD-SH-^P^y^ 

20 [d] t°7/D [l, 5-a] k'Dryy 

(124) 8- (N-v^ P7°P hVV-N- (4-y^ny^^yl^) y fvVT 
5/) -2-^^/1—3- (2-7pp-4-^^77i^) -6, 7 
-ytKP-5H-y7P^ [d] k°7yp [1, 5-a] t-y^v 1 ^ 

(125) 8- (N-7°n tVl^-N- (2-7Wp7i-/V) fvUT 5 J ) 
25 -2-^^-3- (2-^^-4-^ Y*l/y x.~)V) -6, 7-^t 

Kp-5H-^p^^ [d] t'7^P [1, 5-a] t°D 
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(126) 8- (N-^PfcV^-N- (3-7;^D7 ^=$-)V7^J) 

3 - (2-/f-/v-4-/v^-yy^.^^) -6, 

Kn-5H-^o-<y^ [d] t°7y*P [1, 5 -a] t'y^v 1 ^ 

(127) tVM 5vKT ^ 7 - 2 - p< 3- (2-^pp 
5 -4-^ h^v-y^-yu) -6, 7-^tKP-5H-v'^P^ [d] 

t°yy*P [1, 5- a] t c V ^v>>\ 

(128) 8- (N-y^/^-N-^n tVWT^y) -2-^^-3- (2- 
^dp-4-^^7x^) -6, 7-^tKo-5H-^nv<y^ 

[d] t°y>/p [1, 5-a] 
10 (129) 8- (N-i/^P^ntVM^-N-^PtVUT^y) -2-^ 
3 - (2 p p- 4 b^V7^^7i^) -6, 7 — v 5 fc K p — 5 H 
-isfti^y? [d] h°y-/p [1, 5-a] k'Hv'y, 

(130) 8- (N- ( 2-^-/1') -N-7*n kVl^T 5 / ) - 

3- (2-^nn-4-^ h^i/7x^/l/) -6, 7-v^t Kn-5H-iy 
15 ^P-<>^ [d] t^/n [1, 5-a] t o y$v^ 

(131) 8- (N-y^vW-N- (2-^ b^rv'^^) 757) -2-^ 
)V~ 3 - (2-^nP-4-n^7x-^) -6, 7-i/tKn-5H 
-v^P^y* [d] k°7/a [1, 5-a] k°y^v>>\ 

(132) 8- (N-^nyatVMf^-N- (4-7;^o7i^) * 
20 f;l/7 5 7) - 2 — 3 - (2 -^^/L—4 \$r-y7^~)V) - 

6, 7-^tKD-5H-^D^>^ [d] t'yy'u [l, 5-a] t°U 

(133) 8- (3-^yf;l/7 5 7) -2-^^-3- (3, 

t°y v^-2— f/^) -6, 7-^tKo-5H-^nXy^ [d] 
25 y*P [1, 5-a] t°D 

(134) 8- (N-^/U-N-^^/VT^ /) -2-^/V-3- (2-y 
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¥*is7*=-^)-6, Kp - 5 H- is 9 v<># [ d ] 

tfy^P [1, 5 -a] t°y 

(135) 8- (N-^'DT'oWf/l'-N- (4-MJ7;l'i-D^f/V7 
5 i=/V).-6, 7-^tKo-5H-^.n/<^ [d] [l, 5 

-a] t°y Wv, 

(136) 8- (N-^O^-N- (2-^W^xf;l/) 7 5 / ) - 
2-p<^-3- (2-p«^yU-4 Y*c*S7*~A') -6, 7-v»fcK 
P-5H-^o^ [d] lfr/n [1, 5-a] k'U?^ 2 

10 (137) 8- (N— <>i?jU-N- (2-i?^A^7^y^M 7 5/) - ■ 
2-^f/W3.- (2-^on-4-^Ki/7i^) -6, 7-v^fcK 

p-5h-^p^ [d] t 5 7y'D [i, 5-a] try$^ % 2 

(138) 8- (N- (2-7^-/1/) -N-^fvV7 5/) -2-/^/1— 3 

- (2 -*$-/V-4—* h=3r->7^=/W) -6, 7 - v 5 fc Kn - 5 H - i/# 
15 p-<^ [d] [l, 5-a] fU v^, 

(139) 8- (N- -N-xf/VT^/) -2-/^-3 

- (2-^pp-4-^ b^$/7x=^) -6, 7-^tKn-5H-^ 

[d] t°7/P [1, 5-a] t°y v^y, 

(140) 8- (N, N-v ! 7Pt>7^;) -2-^5^-3- (2-^pp 
20 -4-^ h^^/7x^;l/) -6, 7-i/kKn-5H-^o^ [d] 

tfyy'p [1, 5-a] t c !l 5 v>>\ 

(141) 8- (N-yPtW-N- (4-V7;7x=/W) - 
2-^^71—3- (2-^f"/I^-4-^ b^i/7ai^7U) -6, 7-^tK 
o-5H-^p^ [d] b°yy'p [l, 5-a] fU^v^ 

25 (142) 8- (N-:7"Pfc:Vl'-N- (3-7/^P7x^V) ^W^) 

- 2 -ff-jV- 3 - (2-^PP-4-^h^>7x^» -6, 7-S?fc 
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Kn-5H-^D^'[d] fr/o.tl, 5- a] 

(143) 8 - ^o k'^T ^ - 2 - ^ f 3 - ' ( 2 , 5-^nn7x^ 
)V) -6, 7'-^tKa-5H-^D^ [d] b^y'n [l; 5- a] 

(144) 8-> ; yntVUT5y-2-^^-3- (2, 4-^nn7i^ 
;^) -6, 7-^tKo-5H-^n^ [d] t°yV*u [1, 5- a] 

try 

(145) 8-i/ynt>7;;-2-^f/k-3- U-^^vV-?^^) - 
6, 7-^tKn-5H-^a^ [d] \?yy*v [l, 5-a] tr°U 

(146) S-^V"fxi\i c ;VT ^ J -2-*J-/ls-3- (3-^f;l/7i^) - 
6, 7-v?tF0-5H-^n^ [d] M'yV'u [l, 5-a] t° U 



(147) 8-^7"d H'/UT^y- 2-^^-3- (2 -^^vl^^/V) - 
15 6, 7-v>fc Kp— 5H-i/^P^ [d] t°7^P [1, 5-a] fc° U 

-V ✓ «^ \ 

(148) 8- (N-yntVl--N- (-<^y' [d] 1, 3-^y7>~5 

yj-;VT^/) -2-/ fvU- 3 - (2-^^-4 h^v^ 
^-/l.) -6, Ko-5H-v^^D^y^ [d] t°7/P [1, 5 

20 -a] t°y 5v>>\ 

(149) 8- (n-^p^-n- Kyy [d] 1, 3-i?jr*y7>- 5 
-'T/l') ^^T^/) -2-yfvP-3- (2 pp-4 -p< Y*i/7 
au~;V) -6, 7-v?k Ko-5H-^n^y^ [d] tf^y'p [l, 5 
-a] t°y =;v?> N ' 

25 (150) 8 - (3 -^>-5v^7^ /) -2-^^-3- (2-^/^:7^ = 
/P) -6, 7-^kFn-5H-^n^ [d] k°7/o [l, 5-a] 
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(151) 8- (3-^yf^7$y) -2-^^-3- (3-^fy'l/7x = 
AO -6, 7-^k Ko-5H-^n^ [d] t'^n [1, 5-a], 

5 (152) 8- (3-^>W$y) - 2-^/1— 3 - (4-^f;V7x = 
A) -6, 7-^tKn-5H-^n^ [d] M^Vxx [l, 5-a] 

(153) 8- (3— ^fvUT^ /) -2-^^-3- (2-^^^- 
4 hdfV7i-^) -6, 7-v>fc Kb-5H-i/^D^ [d] t° 

10 7'/n [l, 5-a] tf!J5 S*>\ 

(154) 8- (N-^y^-N-i/^ D7"P W / ) 

A- 3- (2-^^jU-4-?i hurls'? -6, 7-^kFn-5H 

[d] t°y^n [i, 5-a] fjl^v 5 ^ 

(155) 8— (N-^y^-N-^ D7'n t>^f / ) -2— 

15 jV- 3- (2-^dh-4-^ h*i/7i=^) -6, 7-i?kKn-5H 
-v^n-iv^ [ d ] f7/D [1, 5-a] t°])^v^ 

(156) 8- (N-^/l^-N- (2-yf-nyV) 7 5 7) -2-^^-3 
- (2-^^-/U-4-^ Y*Zs7^~;V) -6, 7 - v>fc Kd - 5 H- 

[d] k^y'n [1, 5-a] t°})*i?l/ s 
20 (157) 8 - (3 -^^/VT^y) -2-^^-3- (2-/?vl— 4- 
7;VtD7i^) -6, 7-v?kKp-5H-^n^ [d] fcT^y 
P [1, 5-a] t°y$ v>>^ 

(158) 8- (3 •lsf-A'T%S) (2, 

y^—jV) -6, 7-i?tKn-5H-^n^ [d] fc'y/a [1, 

25 5-a] t°i) v^X 

(159) 8- (3-^f^7^7) ~2-^f-/U-3~ (2, 4-i?*Y* 
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i/7i= M -6, 7-i/kKn-5H-^D^ [d] t'yy'a [l , • 

5- a] try 

(160) 8- (3-^yf;i/7^y) -2-^^-3- (2-7;^o-4 ' 

-6, 7-i/tKn-5H-^n^ Cd],k°y^ 
5 n [l, 5-a] t°y * S?> N 

(161) 8- (N-^/V-N- (2-^-A-) 75/) -2-^^-3 
- (2- ; ?nD-4-^^7x^) -6, 7-5?kKo-5H-^ 

[d] t'7)/o [l, 5-a] t°H;/y, 

(162) 8- (3-^^-2-7^7^7) -2-^/V-3- (2-y 
10 h^v^^-/!/) -6, 7-v>t Kn-5H-^D^[d] 

[l, 5-a] t c y 

(163) 8- ( 1 5 y ) -2-^^-3- (2- 

Cd] k°7^o [1, 5-a] fD^v 5 ^ 
15 (164) 8- (2 <^?yV7$ 7) -2-^^-3- (2-^^—4- 
^ h^rV7i^) -6, 7-i?t Kn-5H-^a^y^ [d] k'7^ 

d [i, 5-a.] try 

(165) 8- (2— ^yf;V7*y) -2-^^-3- (2-^^-4- 
^ h^f^7x^) -6, 7-^kKn-5H-^p^ [d] t°?y* 

20 tt [1, 5-a] t°y 

(166) 8- (1-^ b^V-2-7 t PkVU75y) - 3 - (2 

h^ri/T 7 ^^/^) -6, 7-^kFP-5H-^P^y 
* [d] t°7^P [1, 5-a] k°!) 

(167) 8- (2-^5vV7^ /) -2-y^/U-3- (2-y^-4- 
25 ^ h*5/7xs^) -6, 7-^kKP-5H-^n^ [d] t°y^/ 

o [i, 5-a] try 
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(168) 8- (1,', 2, 3, 4-7h7tKDt,7^1/>-l-'f^ 75 y 
-2-*ff-?V-Z- (2-y ^vU-4-y Y*i/7*.-;V) -6, 7-yk 
Ko-5H-^P^ [d] h'y^u [l, 5-a] fc'y^v^ 

(169) 8- ( (IS, 2S, 3S, 5R) -2, 6, 6 - h ]} t^-fr^i/? 
5 o[3. ; l. 1], -3— y^/V) T^;-2~J^jU-3- (2-/?/ls 

-4^^ ^^^iXy^-/^) -6, 7 - v>fc Kp - 5 H- is? v<y$ [d] 

t 

t°7yn [1, 5-a] t°y 

(170) 8- (3 -^yf^7^ /) -2-^^-3- (2-y?vU-4 - 
^o^^) -6, 7-^tKn-5H-y^D^y^ [d] t" 7 yp 

10 [1, 5-a] t°y 

(171) 8- (3— O-^/UT^y) -2-y^/U-3- (2, 5-^t>^ 
v^c^yU) -6, KP-5H-y^n^^ [d] \fyi/n [l, 
5-a] t°y ^ v>^ N 

(172) 8- {3— <>^-/UT^/) -2-^^-3- (2-^Ki/7x 
15 -/W) -6, 7-^tKP-5H-y^o^ [d] t'r/c [1, 5- 

a] b°y 5v>^ N 

(173) 8- (N-^/V-N- 7$/) -2-y 
^/V-3- {2-J-J-JV-A-* Y**s7 ol~)V) -6, 7-v>tKP-5 

h-v^p-?>^ [d] fyy'p [1, 5-a] t'y^v^ 

20 (174) 8 - (3 — 0^75 y) -2-y^/U-3- (2-yh^rv--5 
--fy/nh>7x-/P) -6, 7-^tFn-5H-y^n^ [d] 
[1, 5-a] t'y^v^ 

(175) 8- (3— O^T^y) -2-^^71—3- (2-^^-5 
-y;viruy^- ; v) -6, 7-v^t KP-5H-y^p^y^ [d] M'y 

25 i/p [1, 5-a] fc°y 5v^ N 

(176) 8- (N-7^/l^-N- (4-7/^0 71^^) y^WT^y) - 
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2-^f;K3- (2-^oo-5-/};^7i=;v) -6, 7-v^fcK 
p-5H->>^d-<^^ [d] t°^/n [1, 5 -a] 

(177) 8- (-3-^yf;l-75y) -2-y?vV-3- (2-^h^rV-5 
-^po7i^) -6, 7-^tKo-5H-^n^^ [d] t 0 7 N / 

5 a[l,'5T-a^t°y ' ' 

(178) 8- (N-v-^ p^p hVl/^^^-N- (4-f!i7^n^W 
ai-yl/) '^^7^7) -2-^^/1—3- (2-^OD-5-n^7 
^-^) -6, 7-,^Kn-5H-^n^ [d] fy^/n [l, 5 
-a] try 

10 (179) 8- (3-^yW57) -2-^^-3- (2-yfvW-4- 
~>T/^ci^^) -6, 7-ytKn-5H-^n^y^ [d] t'y^n 
[1, 5 -a] t°y 

(180) 8 - ;(N-7p tVW-N- (2-^ b^r^^) T ^ y ) -2-^ 

(2-^no-5-^ h3->;7^^) -6, 7-^tKn-5 
15 H-v^n^^ [d] t°7 N /a [l, 5-a] k'y?^ 

(181) 8- (N-^fvl—N- (4-y fvV^^n/M ^W^;) 
-2-^^-3- (2 d n-4 -y Y*'s7^=.;V) -6, 7-v^t 

Kn-5H-^P^y^ [d] t°r/p [i, 5-a] t°y^v^ 

(182) 8- (3 <^9vUT^ 7) -2-^^-3- (4-y^V^^:7 
20 *^) -6, 7-ytKP-5H-^P^ [d] t°7i/D [1, 5 

- a ] t° y 5: v?>\ 

(183) 8- (3-^<yf-^T% / ) -2-^i~/U-3- ( 4 - J-?V7 * 
;7j^) -6, 7-ytKo-5H-^P^ [d] k'7/n [l, 

5-a] t°y ^ 

25 (184) 8 - (3 -s<V^-)V7% y) - 2 - y 3 - (2-^nn-4- 

^f;W7x^) -6, 7-ykKn-5H-^P^ [d] t'y 
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yxn [i, 5- a] t°y ^v>>\ 

i 

(185) 8- (N- (2-y. Y^iS^J-JV) — N— 

-2-^^-/V-3- (2-^ao-4-^R'>7x^) -6, 7-v>t 
Kd-5H-^d^^ [d] t°7^/p [1, 5-a] t'D^v^ 
5 (186) 8- (N-^ntVU-N- ( 5 - / f-jvy 7 >~ 2 ?V) *J-;VT 
- (2-^od-4-^ h=5f^7x^;l/) -6, 7 

-^tFo-5H->^n^ [d] t°yy*u [ l , 5-a] fy^v^ 

(187) 8- (N-'O^l'-N-^ n^D / ) -2-^7VU-3 
- (2-^aa-4-y Kv/7x=/V) -6, 7-^kKn-5H-^ 

10 n-O^ [d] t°7^/n [1, 5-a] t°^v^ 

(188) 8- (N-v^ o/p f;Mf^-N- ( 2 - ^ b i/rc 7>, 
/) -2-^^-3- (2-^nn-4-^ h^v-y^-/!/) -6, 7- 
v>kKD-5H-^p^ [d] t°yy*n [1, 5-a] t c y^^^ s 

(189) 8- (3 -^y^v^T ^ /) -2-7^^-3- (2-^nn-4- 
15 7d^7x^v) -6, Kn-5H-^P^<^ [d] h'yV'u 

[1, 5-a] t°y ? v>>\ 

(190) 8- (3-^>-^-/l-T^7) -2-7^^-3- (2, 5-v^np 
-4-^^77i^) -6, 7-^kFa-5H-^o^ [d] 
t'^/o [1, 5-a] h°y 5;v>>\ 

20 (191) 8-^7*^7 5: J - 2— 3- (2-^dd-4-^ 

7i=/V) -6, 7-7tKo-5H-^c^ [d] t 0 yy*n [1, 

5-a] t°y 5 v^y, 

(192) 8-lfy (2 l^v^^/V) T^y-2-^^-3- (2-^ 

h ^^7^-/1-) -6, 7-v>t Kn-5H-^n^[d] 
25 t°77'n [l, 5-a] t'D^v^ 

(193) 8- (N-^/^-N-v^ P7°d tVl^^^T^ 7) -2-^^ 
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-3- p-4-y Y*i/7x.~jU) -6, 7 — Kn — 5 H — 

->^p^y^ ! [d] k'7^o ci, 5 -a] ^y^y, 

,' t 

(194) 8 - '(N-v-^ d^d tVl^-N- (4-v-T/ 7^-/1^) 

y) -2-^^/^-3- (2 — ^ P D 4 — y f^rv'7i— /U) -6, 7- 
5 v^tFn-5H L ^n^ [d] t^^P [l, 5- a] k'JJ^v^ 

(195) 8- (N- v^ p:7°n tyMfvb-N- (4-^7;7x^;U) ^ 
^T^yO -2-y^vU-3- (2-^op-4-y Y^ri/y ^=^;V) -6, 
7-^tFo-5H-^o^ [d] fcT^/D [1, 5- a] t° JJ ^ *? 

10 (196) 8- (N-j7*5vl^-N-^ p^p tVMfvl^T5; y) -2-y^/L- 
-3- (2-i^PP-4-y h 5ri/7 ^ -/V) -6, 7 - v>l: K p - 5 H - 
[d] t'^/n [l, 5-a] \?V$i?>. 

(197) 8- ^(3— <^JVT%J) -2-^^-3- (2-^pp-4- 
^ f^^^Aif=;V7x-^) -6, 7-^fc Kn-5H-^n^[d] 

15 fc°7y'P [1, 5-a] t°y^v^ N 

(198) 8- (N-yPtV^-N- (2 - 7^tP7x^;k) ^ W-;/) 
-2-^^-3- (2-7dd-4-^ f^y7i=;l/) -6, 7-v>t 
Fo-5H-^D^y^ [d] fy/n [1, 5-a] t°y^v^ N 

(199) 8- (N-^PtVU-N- (5 -y 2 ->f/V) y 

20 /K7-$;y) - 2-^^;v- 3 - (2-^pp-4-y h^v-y^/i^) -6, 

7-^kFo-5H-^P^ [d] t°7^/P [1, 5-a] t°y$v> 

(200) 8 - (N-yp fc'/I^-N- (^^-7^^- 3 — YyU) y^T^y) 
-2-y^-3- (2-^pp-4-^ F^y7x^;l/) -6, 7-v^k 

25 FD-5H-y^o^y-? [d] fc°^/p [l, 5-a] tfJJSS^ 

(201) 8- (N-^^-N-yptVl^T^y) -2-y^-A—3- (2- 
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$ p p_ 4 _^ y^-^yy^ -6, Ko-5H-^o^ 
[d] [1, 5- a] t e y$v^ 

(202) 8- (3-^W$ 7) -2-^^-/1—3- ( 2 n n- 4 -. 
tf/W-^^/V^^/U) -6, 7-v?tKn-5H-^n^ [d] t c 

5 [1, 5 -a] try 

(203) 8- (3-'<yf/l'7^/) - 2-^^/1^- 3 - (2-^pp-4- 
(N-p< ^vl^/W^^A-) -6, 7-^tFn-5H-i/^D 

[d] t°yyn [l, 5 -a] t°y$i^ % 

(204) 8 - -2-*^VU-3- (2-^DP-4- 
10 (N, N-v^ ^Vl^/W^^f/P) 7^-/1^) -6, K0-5H- 

v-^n-^^ [d] t°7 N /o [l, 5- a] t°y5v^ 

(205) 8 - (N-^^/u-N- (4 -7JVjruy ^f^T^y) -' 
2-^f-;V-3- (2-^po-4-^^7x^) -6, 7-^tK" 
d-5H-^d^ [d] [i, 5 -a] tfy^v^ 

15 (206) 8 - (3 ^y^-JVT^/) - 2 - ^ fvW- 3 - (2-^P-4, 

6-i/^^V7i^) -6, 7-i^t Kd-5H-^^d^^ [d] 

\fyy'xj [i, 5 -a] tl^^y, 

(207) 8- / ) -2-^^-3- (2-i>nn-4- 
T^y -6, 7-ytFn-5H-^nXy^ [<j] t'r/o 

20 [1, 5 -a] t°y %*J>V, 

(208) 8 - (3 — <V^-)VT%J) - 3 - (2-^pp-4- 
^f^7^7x-/l/) -6, 7-^tKn-5H-^o^ [d] t° 

?y'p [i, 5-a] t°y 

(209) 8- (3— <V^-)VT%J) -2~*3-JV-Z- (2-*yl^/^-4 
25 Y*-yy -6, 7-v^t Kd-5H-^p^ [d] ¥y 

y'n [1, 5-a] t°y 
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(210) 8- (3 /) -2-^^-3- (2--Z/7/ -4-' 

^ f^r;/7x^) -6, 7-^ Ko-5H-^D^ [d] t°7V* 

n [i, 5 -a] try 

(211) 8- (3—O-^T^y) -2-^^-3- (2-^5vp-4- 
5 ^ h^i/^^^/V) -6, 7-i?kKo-5H-^o^ [d] 

a [i, 5- a] t°y 

(212) 8- {A-^Zff/VT^ S) -3- (2-^pp-4-^ h=3r^7^ 
-/l^) -6, 7-C/t Ko-5H-i/^n^>^ [d] t°^y'n [l, 5- 
a] t°y ^v>:/ N 

10" (213) 8- (N, N-^n tVl^T^ /) -3- (2-^oo-4-^^f 
->;7^/l/) -6, 7-^tFo-5H->^D^ [d] t'yyv [l, 
5 -a] t°!) $v» s 

(214) 8- (3 /) -2-^^-3- (2-^h^rv'^^ 
^ s -/l/-4-^ h^riX7^=/y) -6, 7-^tKn-5H-^n^ 

15 [d] t°yy*P [1, 5-a] try^v^ 

(215) 8- (N-^p^p tVW-N- (2-7/^P7i^) p^^jUT 
^y) - 3 - (2-^Pu-4-n=Jfy7i^) -6, 7 
-v'kKP-SH-^P^ [d] t 0 7y'P [1, 5-a] t°y^v^ N 

(216) 8- (N-i/^ p7p fcVM ^Vl'- N - ( 2 - 7 ^n/l/j ;>< 
20 ^vKT5/) -2-^^-3- (2-^np-4-^h^>7i^) - 

6, 7-^tKP-5H-^P^ [d] M°?y*ti [l, 5-a] fcTJJ 

^ ✓ ^ % 

(217) 8- (N-V;? p/Pt'/Mf/l^-N-ya fcVl^TS:/) -3- (2 
-^op-4-^ h^7i=^) -6, 7-^tFP-5H-7^D^ 

25 [d] t7y~D [1, 5-a] t°D$v^ 

(218) 8- (N-:/n fcW-N- (4-/^7ai^/y) /^/l/T^/) - 
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3- (2-^oo-4-^ f^f^x^l/) -6, 7 -i?t Kp- 5H-V- 

^o^ u [d] t o 7yp [i, 5-a]- 'try $ 

(219) 8- (N-^Vv^U- N-^nyoWW^) -3- (2 

F^r-77i^) -6, 7 -v?t Kn - 5 H- 9 s9 
5 * [d] : t°7>^p [1, 5-a] 

(220) 8- (N-^ n/o ;V-N-' ^71^) y^ 

1 

/UT^y) - 3- (2-^pp-4-t< h*->7x=/l/) -6, 7— S?fc K 
n-5H-v^n-<^ [d] t'yi/p [1, 5-a] ifV^'yy, 

(221) 8- (N-yptVl— N- (4-7/^P7x^) y fvVZ $ 7 ) 
10 -3- (2-^np-4-^^7i^) -6, 7-7tKn-5H- 

[d] fc°^y^D [l, 5-a] fD^v 5 ^ 

(222) 8 - u-fn fcVM =$-)VT 5:7-3- (2-^0-4-^^ 
iyy^-sis) -6, 7-i?kKn-5H-^nX^ [d] \*y*/u [l, 
5-a] t°y^v?^ 

15 (223) 8 - CN-v^ V7°u fcW-N- (4-^yV7x=/V) 

y) -3- (2-!?Pn-4-n^7x^) -6, 7-v ? fcKn-5 
H-^d^ [d] t°7y'n [1, 5-a] t 1 !);^, 

(224) 8 - (N-^P7*cW^-N- (4- M' 7;^P^f;^7 
ai^/V) y fv^T 5; y ) -3- (2-^nn-4-y -6, 

20 7-ytKo-5H-^P^ [d] f^^n [l, 5-a] t'U^t/ 

(225) 8 - (3 -^yf/V7^y) -3- (2-^pp-4-^^7i 
-6, 7-^tKP-5H-y^D^ [d] t°7i/n [1, 5- 

a] t'D 5i?y, 

25 (226) 8- (N-->£ P7°D feT/U^/V— N- (4-7/Wtn7x=^) y 
^■/VT^y) -3- (2-^ap-4-^h^77x^) -6, 7-v>t 
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Kc-5H-^P^^'[d] tfyy'p [1,, 5-a] t°D^v>y N 
(227) 8 - : X3 -^y^^TS.J) - (2- (1-^fvU 

-4-^ b^7x^) -6, 
5H-^p^ [d] t°7/p [1, 5-a] 
5 (228) 8 -'(N-yo tTyU-N- (4- Mj'7yU^-o^f-yV^-^rV7i^/V) 
^^Vl/T$/) - 2-^^/1^-3- (2-i5 r PD-4-7« ^^i/7I^/^) 

r 

-6, T-^Kf-5H-^n^ [d] My^n [1, 5-a] fc° 

(229) 8 - (3 -^^7$/) - 2 -^f-A— 3 - (2-^nn-4- 
10 h^v^*—^) -6, 7-i?kKP-5H-^n^ [d] \f?y* 

P [1, 5-a] t°P 

(230) 8 - -2-^fvU-3- (2-^f=¥v—4 
- ^ ^;Vt° !) ^-5-^^)-6, 7 - v= t K p - 5 H - p [ d ] 

k^y'c [i, 5-a] try 

15 (231) 8- (N-V^-N-^ n/n Wf^7^ 7) -3- (2- 
^pp-4-^^V7i^) -6, 7-i?tKD-5H-V^n^ 
[d] t°7^/P [1, 5-a] fy^v^ 

(232) 8 - (N-^PtV^-N- (4-^f;V7x-;V) ^W$7) - 
2-^^-3- (2-^nn-4-^f^7i^) -6, 7-7tF 

20 b-5H-^b^ [d] t'7^n [1, 5-a] tfJJ 

(233) 8 - (N-yp fcW-N- (4-^777s^) - 
2-7 t fvl'-3- (2-^ao-4-^ f^i/7x^) -6, 7-v^tK 
o-5H-^o^ [d] t°7 N /p [1, 5-a] bfy^v^ 

(234) 8 - (N-^n/oWf/WN-^W?/) 

25 -3- (2-^PP-4-^ h^ri/^ni— A) -6, 7-v^k Ko-5H- 
v^n^* [d] t°7 N /P [1, 5-a] t:°y$^^ 
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(235) 8 - (N-if^-N-n-^yHU) 

-3- (2-^f;i/-4-t Kn^r^7x^) - 6, 7-^tKn-5H 
-*/?u<<*fi [d] t°7i/n [l, 5-a] tfJJ§^ % 

(236) 8 - (N-xf/l'-N-n-yWU) 

5 -3- (2-^^- 4 h=3ri/7i-/^) -6, Ko-5H T 

i/?us<y? [d] t7^n [i, 5-a] t°y^^v, 

(237) 8- (N-yo^-N- (2-^h^W^y^^) T K J) - 
2-^^-3- (2-^^^-4-t< b^7i=;v) -6, 7-v>tK 
d-5H-^d^ [d] t°7y'D [1, 5-a] t° J) 5 v ? V> 

10 (238) 8 - (N-if^-N - n - ^ W 5 / ) -2-kKn^W5y 
^fvV-3- (2-^^-4-^ -6, 7-i?tKo- 

5H-^n^ [d] t'^o [1, 5-a] tf!7*S?l^ 

(239) 8- [ (2S) - 1 - 1 Kn^f-W ^y^^^-2-^^] 75y- 
2-p*7vU-3- (2-^^^-4-^ h^-y^oi^/V) -6, 

15 n-5H-^n^ [d] f^/p [1, 5-a] t'Hv'y, 

(240) 8- [(IS) - 1 -v-T/yD if/UT^/l - 2-^/V— 3 - (2 
-^fA'-4-^^7s=yl') -6, 7-^Kp-5H-^d^ 

* [d] f^/p [1, 5-a] t 8 y 

(241) 8- (N-if /I'-N- n - ^ W 5 7) - 2-^77- 3 - (2 
20 -tJ-zv-A-t Y^-tyy 3L~;V) -6, 7— v*t Kn- SH-^n^y 

* [d] fcT^/n [1, 5-a] tfy^v^ 

(242) l-^7y-2-^f/>-8- (3 — -O^vKT^ /) -3- (2 - 
^po-4-^^V7i=/V) -6, 7-i/t Kp-5H-;/^p^^ 

[d] t°pp [i, 2- a] try 

25 (243) l-->T/-2-^7^/V-8-v i yDtVUT^y-3- (2-^nn 
-4-^ h=3ri/7oi^/^) -6, Ko-5H-^n^ [d] 
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k'DP [l, 2-a] trjj r^y, 

(244) 2, 3 -i>*=5-)V- A-T% J - 1 - ( 2 - ^ fvl— 4 - ^ h **/~7 
-6, 7-i?kKn-5H-^n^ [e] k°oo [2, 3-' 
b] t'Vi», 

5 (245) 2, 3~v ? ^^-4-oc^/V^7^^^VT^y- 1 - 

- 4 f^y7i-/V) -6, 7-^kKo-5H-^n^ [e] 
t c nn [2, 3-b] tfJJi^ 

(246) 2, 3 - ^f;U-4-^D tVl^T 5 J - 1 - {2-*?-JV—4-* 
Y*?^? 3L~;V) -6, Ko-5H-'^n^ [e] t c nn [2, 

10 3-b] 

(247) 2, 3 -v ; ^f-/i—4- (N-if;^^=;V-N-7p tV>T t 
y) -1- (2-^^-4-^ h^r^y^^/V) -6, 7-^kKo-5 
H-v-^n^^^ [ e ] k"nu [2, 3-b] t°yv>, 

(248) 2, 3 -v ; p<5 : -7^-4-v ) yn tV^T^Z- 1 - (2-^^-4- 
15 ^ hdr^7x^) -6, 7-^k Ko-5H-^d^ [e] fc c PP 

[2, 3-b] t'Vi?>, 

(249) 8- (4-^W7-;y) -3- (2, 6-^f/^4-^^ 
i/^^u) -6, 7-^tFP-5H-^D^ [d] ky^P [1, 

5 - a] t c y $v>> N 

20 (250) 8-^/PkVV75/-3- (2, 6-^f/^4-n^7i 
-6, 7-i?kKo-5H-^n^ [d] t°7 N /n [l, 5- 
a] t°y 

(251) 8- (N-^P7 , of/M^-N-7 , i3 fcVVTS:/) -3 - (2, 

6- ^f/l/-4-^ f^f^i^) -6, 7-v ! tKP-5H-^o 
25 [d] k°7/n [1, 5 -a] k"^^ 

(252) 8 - (N— ' <y N - p 7°P k>^ f $ 7 ) - 3- (2, 
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6-^^w,4-^ F^7*-^) -6, ,7-^bKn-5H-^a 
IA\£79& [i, 5- a] t'U'v^y, 

(253) 8 - (N-^^'nyn f ^-N- ( 4 -} ^)Vy --/M ^;V) 
7^7) -3- (2, 6 -v^fvl—4 -6, 7-v? 

5 tKn-;5H-V^o^ Ed] MyVvitil, 5-a] fy^v^ 

(254) ' 8- (N-:/n tVV-N- (4-7/^071^^) T^7) 

i 

-3- (2, 6 -v^^/l— 4 h^v-7'ai^/U) -6, 7-^kKo- 
. 5H-^o^ [d] t°^ N /P [1, 5-a] k^v^ 

(255) 8— S^S/'^a.T'n tVM fv^T ^ 7 - 3 - (2, 6 -i^ fvU- 4 - 
10 ^ hf^7i^V) -6, 7-i?tKo-5H-^n^ [d] f^i/ 

n [i, 5— a], try 

(256) 8 - (N-^l/-N-^o7*nWW5;) -3- (2, 
6-vM5vl/-4-^ -6, 7-^t Ko-5H-^D 
^9 [dl'f^n [l, 5-a] t°y 5v>>\ 

15 (257) 8 - (N-v-^n^o tVM^-N- (4-7/^p7x=;1/) ^ 
W^7) -3- (2, 6-v ? ^^-4-^ -6, 7 

-7kKn-5H-^n^ [d] t°yy'p [1, 5-a] t'H^ 
(258) 2, 3 - v^^ f;U-4 - (N-xf;l/-N-^<y W 5 7) -1- (2 
y* 9 syaL~As) -6, 7-^kKn-5H-^P^V 

20 * [e] t°PD [2, 3-b] try i^a>b3gtf*l3ftjfc©t£ffil fctB#<£> 

1 8 . \\&m*K 

(1) 8- (3-^^^UT^y) -2-*f7V-3- (2-^^-4-^ 
25 h^v-73i-/W) -5, C3, 4-d] t°77'n [1, 

5-a] try r7>, 
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(2) 9- (3-^f/V7^) - 6 - y fvV- 5 - (2-y?vW4-y 

-2, [3, 2-d] t7yp [1, 

5 -a] t°y ^ i?y^ 

(3) 8- (3 -^l/J-;VTx 7) - 3 - (2-y?V> T 4-y 
5 f^^7x=;U) -5, 7-i?kKo-7P [3, 4-d] t 0 7 N /n [l, 

5 - a] t°y 

(4) 9- (3— ^W^y) - 6 - y f"^- 5 - (2-^f^-4-^ 
h^v-^zc-^) -2, 3-^tKB-7B [3, 2-d] k'7/o. [l, 
5- a] t°y 

10 (5) 9- ( 3 —^■yj-Jl'T 5: 7 ) -6-^f^-5- 4 -y 

hdF-S/7 3i=-7U) -2, 3-i?tKa-tTnn [3, 2-d] t*7^o [l, 

5 -a] t°y ^y, 

(6) 8— fy^ptvur^y- 2-y f-^-3- (2-y^;w-4-y h=¥ 

V7i^) -5, 7-i?tKo-7n [3, 4-d] t°y;/D [l, 5- 

15 a] try ^v 5 ^, 

(7) 8- [ (2 S) -1, l-^y h^v^*^- 2 -^/V] T^y-2- 
yfW-3- {2-f3-JV-4-* h*is7*~M -5, 7-v>tKn- 
7n [3, 4-d] t°yy*P [1, 5-a] v^y 

(8) 8- (i, 3-^h^o/<y-2->f;w) r^y-2-y^- 

20 3 - (2-^f^-4-^ h^^7x=^) -5, 7-ykKo-7o [3, 
4-d] t°7^cr [1, 5-a] fy^v 5 ^ 

(9) 8 - tr* ( 2 - y h ^^^-/v) r $ y - 2 - y fvw- 3 - ( 2 - y 

jV-4-*Y**/y^~fr) -5, 7-i?kKn-7c [3, 4-d] \fy 
y*v [1, 5-a] t-y^v^ 
25 (10) (5RS) -8- (3-^>9vUT^y) -2, 5-5?^^- 3- (2 
-y^/U-4-y Y^rx/y^—jV) -5, 7-i>kFD-7P [3, 4-d] 
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t°7^P [i f / 5 _ a ] fv) 

(11) 8- (,^-^>^7^y) -2-;*V/l— 3- (2-^^-4-^ 
b^?^-^) -5, ! 7-^tKn-t c OD [3, 4-d] tyy'n [l, 
5- a] t°y $ v?V s 

5 (12) 8-f- (N-^afcVU-N- (2-fc.Kp>^^/U) T5:/) -2-y 
(2-^^-4-^ h=3fv-7^=^) -5, 7-i?tKn-7 
n [3, 4- d] t°y^D [1, 5- a] fc 0| y$:v^ N 

(13) 8 -^^n^ntVL-T^/- 2-^^-3 - (2-^^-4-^ h 
^y^jv) -5„ 7-i?tKP-7n [3, 4-d] t°7/P [l, 5 

10 -a] t e y 

(14) 8 - (N - ^ N-^nyn tf^T,^ y ) - 2 -p< ^/U- 3 - ( 2 
-tf-fr- 4-* h*is-73L~/U) -5, 7-i?tKo-7P [3, 4-d] 
t°7i/d [i, 5 -a] t°!) 

(15) 8- [. (2R) -1-^ T ^ y - 2 - ^ 9vW 
15 -3- (2-^fvl— 4-y h*i/7^-;V) -5, 7-v?tKo-7n[3, 

4-d] t°^yn [l, 5- a] t'U^v 5 ^ 

(16) 8- [ (2R) hdr^>^-2-^^] T ^y_ 2 -^^ 
-3 - (2-^9vW-4-y h*^7^-;V) -2, Kp-7b [3, 
2-d] M'y^Jn [l, 5-a] t°V 

20 (17) 8- (N-V^D^DkV^y^-N- (4 -y ^f-,V 
T -^) -2-^^-3- (2-^^-4-^ h^^>7^^) -5, 

[3, 4-d] tyyp [l, 5-a] t°y^;/ N 

(18) 8- (3— ^5W7^/) -2-^f-;P-3- (2-^nn-4-ai 

^ ,>71 ^) -5, 7-i?kKD-7D [3, 4-d] t^y'n [l, 
25 5 - a ] t° P ^ > N 

(19) . 8- (N-i/^pyntVl^-N- U-y^/I^^-/^ y^T^y) 
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- 2 - / 3 - (2— ^ h^i/y^-M -5, 

Kp-7o^S, 4-d] [l, 5-a] t^v^, 

(20) 8 -' (N^:>^ p7*p tVMf;l/-N- ^fvl- 
T^y) -2-^^-3- (2-^dd-4-^ fdr^i^) -5, 

5 [3, 4-d] t°7/n [1, 5-a] h'V *i?y, 

(21) 8- (N-^o b°/U-N- (4-7/^a7i-/l') ^fvl^T^y) - 
2-^fyl/-3 - ,(2-700-4-^ h^f->7i-;V) -5, 7-v J fcK 
o-7P [3, 4-d] fr/o [1, 5-a] f^v^ 

(22) 8- (N-Vi? p7p tVMfvU-N- (4-^f/^7x-;V) ^ 
10 f^7?7) -2-^^-3- (2-^pd-4-p< hdr-^77^^^) - 

5, 7-v > tFn-7n [3, 4-d] fc°7y*P [l, 5-a] t'U^v^ 

(23) 8- (N, N-v^p tVKT'^ /) -2-^^-3- (2-^pp- 

4- n^7i^ -5, 7-^tFn-7D [3, 4-d] 
[1, 5-a] t°y * i?^ N 

15 (24) 8- (N, N-^f/^TS: /) -2-^/^-3- (2-^00-4 
h^i/^cr:-/l-) - 5, Ko-7o [3, 4-d] fc°7y*P [1, 

5- a] t°y v^y, 

(25) 8- (N-^PtVL—N- {A-^^-JV7 ^^-;V) t^/VT^S) -2 

(2-7op-4-^ h^>7i^) -5, 7-v>fcKP 
20 -7P [3, 4-d] t°yy~P [l, 5-a] tfy^i^ 

(26) 8- (N-^/l— N-7°p tVUT^ 7) -2-^^-3- (2-^ 

f^ri/7x-/k) -5, 7-^kFo-7P [3, 4-d] t c 
7/n [1, 5-a] fc°y 5^ 

(27) 8- (4-^y^T^y) -2-^^1—3- (2~7pp-4-^ 
25 Y*i/y^;l>) -5, 7-v^tKP-yp [3, 4-d] t°yy*P [l, 

5-a] \fV 5 ^ 
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(28) 8- (N-y^vU-N-^^vKT ^ y) -2-*?A'-3- 
o-4-^ f^ri/7xc/l') -5, 7-^tKo-7B [3, 4-d] t°7 

y*p [i, 5 -a] t°y * 

(29) 8 p T'd tVl^ ^vl'T ^ J - 2 -y fvU- 3 - ( 2 - ^ p n - 
5 4- } y*i/7 -5, 7-i?kKn-7D [3, 4-d] t°7 N /p 

[1, 5- a] try $ 

(30) 8- (N-^P7 , nWf/l/-N-7'DW^) -2-yfvl- 
-3 - (2-^pp-4-p< h^is? -5, Kn-7n [3, 
4-d] t"r/n [1, 5- a] t°y5v>>\ 

10 (31) 8- (N — -N-^P tVUT^y) -2-^^-3 

- (2-^pp-4-^ b^rv^^-A-) -5, 7-v>t Ko-7o [3, 

4- d] t°^/p [i, 5- a] try 

(32) 8- (N-^/U-N- (2-p« Y^y^jV) 7% J) - 2- J>^?V 
-3-(2-^pp-4-^ hdrv-7^-/^) - 5, 7 - v> 1 K p - 7 n [ 3 , 

15 4-d] t°7yP [1, 5- a] t°y$v>>\ 

(33) 8- (N-^P tVl'-N- (4-M)7/l'tP^;l'^7i-;l/) 
tf'A'T^J) -2-p<^-3- (2-^pp-4-^ f^^7x^;l/) 
-5, 7-i?t KO-7B [3, 4-d] fr/o [1, 5-a] t° U 5 v> 

20 (34) 8- -2-^f;V-3- (2-^pd-4-^ 

h^^7 3c=yu) -5, 7-5?tKn-7D [3, 4-d] [l, 

5- a] try §S?>\ 

(35) 8-(N-^^P7 P PtV^^^T^y-N- (4-7^P7i^) 
y^/VT^y) -2-^^-3- (2-7pp-4-^ ^v/7x-;l/) 
25 -5, 7-i?kKo-7n [3, 4-d] fy^P [l, 5-a] t°y^v> 
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(36) 8- (N-^i/vVU—N- W5/xf;l/) T^J) -2' 
-J-^jV- 3 - (2-^on-4-n^>7i^) -5, 

-7P [3, 4-d] k^yn [1, 5-a] bfy^v^ 2 

(37) 8- (N- (2-7^^^) -N-^^T^y) -2-^/^-3- 
5 (2-^PP-4-n^7i^) -5, 7-^kKo-7P [3, 4 

-d] fyy'P [1, 5-a] t°y^v^ 

(38) 8- (N- {2-zf?--JV) -N-i/^ d7p fcVM^ /UT ^ /) -2 
-y^^-3- (2-^ h^v^i^/l*') -5, 7-i?kKc 
-7P [3, 4-d] k°7 N /D [1, 5-a] t'U^^ 

10 (39) 8- (N-v-^ P7*P tVl^-N- (4-^f;l/ft7a^) / *3~)VT 
%J) -2-^^-3- (2-^DP-4-^^7i=^) -5, 7 
-i?kKP-7c [3, 4-d] k°7yp [1, 5-a] k'Uv^y, 

(40) 8- (N-7°ntV^-N- (4 ^/V^^ni^/P) ^W^7) 
-2-^^-3- (2-^PP-4-^ ^->7i^) -5, 7-^fc 

15 KP-7P [3, 4-d] t°7^n [1, 5-a] tfy^v^. 

(41) 8- (N-v-^ P7°P tVV-N- (4-7;l'tP7i^) 

7) -2-^^-3- (2-7PP-4-^ h^v-7x-^) -5, 7- 
'7kFP-7P [3, 4-d] [l, 5-a] t°y^v>y, 

(42) 8- (N-7*nf/l'-N- (3-7/^p7i-;V) / f-/U7 ^ J ) - 
20 2-^f-/U-S- (2-^PP-4-^ fdri/7i-^) -5, 7-^kK 

P-7D [3, 4-d] fc°7/o [1, 5-a] t°IJ5v>>\ 

(43) 8- (N-T'o tVl'-N- (^>-y* [d] 1, 3-^y7^-5- 
-Ol") y^T^y) -2-y^U-3- (2-7PP-4-^b=3r^7x 

-5, 7-i^kK0-7P [3, 4-d] k'7/P [1, 5-a] t° 
25 V 5 S?^ 

(44) 8- (N— ^vV^-N-v-y p7p 5 7) -2-^f^ 
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-3- (2-£'nn-4-^ h^v-7^:^) -5, 7-i^fc Kn-7D [3, 
4-d].-fc^y*P [.l, 5- a] t°V*i>>^ 

(45) 8- {N-T^vP-N- (2-7*^^) 7^7) -2-^^-3- 
(2-;?dp-4-AKv'7x^) -5,.7-^tFn-7n [3, 4 

5 -d] k^/nji, 5 -a] fy^v^v 

(46) • 8 - tVM fivy % j - 2 - 5vw- 3 - ( 2 - y- fvv- 

h3-y7^-;u) -5, 7-i?kKn-7D [3, 4-dJ h'y^u 
[1, 5 -a] try *S^>\ 

(47) 8- (N'-7*?vU- N-^^/VT^ /) -2-^/U-3- ( 2 -> ^ 
10 -5, 7-i?fc'Kn-7D [3, 4-d] t°y 

y*p [i, 5- a] try ^y, 

(48) 8- (N-^/V-N-^PtVl^T^y) -2-^^-3- (2-y 

_ 5j 7-i/kKn-7P [3, 4-d] h c 

[1, 5 -a] t°JJ 

15 (49) 8- (N,' N-i^o^75/) -2-p<^-3- (2-^^/k- 
4-^ f^x^) -5, 7-5?kKo-7o [3, 4-d] t Q 7 y*D 
[1, 5-a] *v?^ 

(50) 8 - tf* {2-*Y -tJ-jV- 3 - ( 2 -7 D 
n-4-^K-77x-/V) -5, 7-7hKn-7D [3, 4-d] 

20 y*P [1 , 5-a] b°y $ v>>\ 

(51) 8- (N-T/^vV- N- (4-7/M-P7^^/l/) -2 

3 - (2-^Pn-4-n^77^;l/) -5, 7-^kKn 
-7B [3, 4-d] t°yy*P [l, 5-a] k'H^y 

(52) 8- (N-y^-A—N- (4-7;^D7iz^) ^f/W7$7) -2 
25 3- (2— ^^-7U-4-^ F^7x=;i/) -5, 7-i?kKn 

-7o [3, 4-d] k"7/n [l, 5-a] fy^v^ 
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(53) 8- (N-'oifvW-N— {2--? s 3-));V) JXS) -2-^^-3- 
(2-;*»fe>^4 h^7x=;l/) -5, Ko-7d [3, 4 

- d ] fc°7'y*n ,[ l , 5 - a ] fc° y 5 

(54) 8- (N-r/ntfVV-N- (2-^y^) T^7) -2-^^-3 
5 - (2-/^-4-? Y**S7^~JV) -5, 7-^kKn-7c [3, 

4-d] f^/n [1, 5- a] t'^v^v 

i 

(55) 8^ (N-7°otV>-N- (4-^;Wi=;l/) ^f;l/7 5/) 
-2-7*^-3- A- ^ K->7x^) -5, 
Ko-7o [3, 4-d] h°7^/P [1, 5- a] k^J^^ 

10 (56) 8- (N-^n tVl^-N- (^<^y ? [d] 1, 3-5?^y7>-5- 
4 As) tf-fisTk/) -2-^f;U-3- (2-^f^-4-^ f^ri/7j 
-5, 7-i?kKB-7P [3, 4-d] [1, 5-a] t° 

j •> ✓ ^ \ 

(57) 8- (N-^y^V-N-v'^ D7 P n tVM.W^ /) 

15 -3 - (2-^f/V-4-^ f^^7s^) - 5, 7-^tKn-7P[3, 
4-d] [1, 5-a] fcfy^v^ 

(58) 8- (N-^B7'oWf , ;l'-N- (4-h])7/UtP^f-;V7x 
=A0 T^/VT^/) -2-p*?vV-3- (2-^PP-4-n^77x 
=/W) -5, 7-v^k Kp-7p [3, 4-d] t°7 N /P [l, 5-a]. t c 

20 y $ v?>\ 

(59) 8- (N-is? mzfu fc?/M^vU-N- (4 - f ]) 7;l/tP^f ^7x 

=/W) -5, 7-v ? kKP-7P [3, 4-d] fy^P [l, 5-a] t° 
y 5 i»\ 

25 (60) 8 - (N-7°p tVl'-N- (4-v^7;7x^) 9vW7 ^ J ) -2 

(2-7^/1—4-^ Y^-yy^^/u) -5, 
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-7o [3, 4-d] [l, 5-a] k°y$v^ N 

(61) 8- (N-i^ DTP fcVt'-N- (4-7^B7i=/V) 
/) - 2 -/-^/V- 3 - (■2-^OB-4-n^>7x=;l/) -5, 7- 
'^Ko-7P [3, 4-d] t°yy*P [1, 5-a] fcTJJ 
5 (62) 8- (N-^o7nt>-N- (4-7^^71^1/) ^^WT'S 
/) - 3 - (2-^^-4 f*i/7x=^) -5, 7- 

^Fn-7n [3, 4-d] fc'y^/p [l, 5-a] fcTJJ*S^ N 

(63) 8- (N-^^n7°n Wf^-N- (4-7;^o7i-;l/) 
^7$y) -2-^^-3- (2-^^-4 -5, 

10 Kn-7n [3, 4-d] fy/n [l, 5-a] fJJ^v^ 

(64) 8- (N-7p N- (2-^ h^^f-yu) 7 5/) - 2 

71/- 3- (2-^du-4-^ - 5, 7-5?fcHo-7P 

[3, 4-d] t c 7^n [l, 5-a] 

(65) 8- (N-^O tVW-N- (2-^ h^rvoi^vu) 7 5/) -2-*^ 
15 /U--3- (2-/fvl/-4-/ h^v^^—/^) -5, 7-v j £Kp-:7p 

[3, 4-d] t77'D [1, 5-a] t^v^ 

(66) 8- (N-^A— N- (4 -/^/k^t^-A-) ^f^7^7) - 
2-^^-3- (2-/PP-4-/ h^^^U) -5, 7-^fc K 
o-7D [3, 4-d] k'7^P [1, 5-a] 

20 (67) 8 - (N-^^-N- {A-^J-;V=f-^ry^-jV) /^KT5/) - 
2-/5vW-3- (2-/fvU- 4-/ Y* s y7^~)V) -5, 7-i?tK 
d-^d [3, 4-d] t°7 N /n [1, 5-a] fi)5v>>\ 

(68) 8- (N-^^-N- (2-/ hdrv-i^) 757) -2-^^ 
-3- (2-/^-4-/ Y**yy^~;V) -5, 7-^k Kp-7p [3, 

25 4 -d] t°y/p [1, 5-a] t'U^v^ 

(69) 8- (N-^pypW^-N-ZP fc°yU7 5/) -2-*3-;V 
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-3- (2-^^-4-/ b*U7aL=.;)s) -5, 7 -i/t Ko-7o [3, 
4-d]'t:^yD [1, 5 -a] f!J^i?y s 

(70) 8-K'N-7 P t 3 t°;V-N- (5 -^W7^- 2 — fyv) t^frT^ 
J) -2-*J-JU-3- (2-^nn-4-^ b^f^7x^) -5, 7- 

5 5?fc K*-«7p'[3, 4-d] fc°7 % /P [1, 5- a] fc°y $ v>>, 

(71) 8- (N-7nt>-N- (5-^W7^-2-^f;U) 

7) - 2-^7vU- 3 - (2-^^-4 h*i'y^~/l') -5, 7- 
v?kKn-7P,[3, 4-d] \?7V*u [l, 5 -a] fcT>J*^>\ 

(72) 8- (N-^^aT'D Wfyl'-'N- ( 2-^ J^v^fyU) 7 5: ./ ) 
10 -2-^^Vl— 3- (2 -^^-4 -bdfV7i^V) -5, 7 ~v>t 

Kp-7p [3, 4-d] t°7>^n [i, 5-a] t°J) 

(73) 8- (N-7°n fcVV-N- (4- M) 7;^a^f ;^^-77i=;k) 

-5, 7-v?fcKn-7B [3, 4-d] f^/n [1, 5-a] t'D^v 5 
15 >\ 

(74) 8- (N-^nfcVU-N- (4-7/^07i=/V) ^^7^/) - 
2-^^-3- (2-^f/l/-4-> h^77x=^) -5, 7-7kF 
D-7D [3, 4-d] Vyy'u [1, 5-a] t'Uv^ 

(75) 8- (N-^o7 , nWf^-N- (2-7^^/V) 7$./) -2 
20 -^^-3- (2-^fVU-4-^ KV7i=/V) -5, 7-S?fcKo 

-7B [3, 4-d] [1, 5-a] t'lJSlv^ 

(76) 8- (N- (2-/ h^>^M -N- {2--7'^=-M 75:/) - 
2-/^-3- (2-^^-4-^ h^7i^) -5, 7-v^fcK 
D-7C [3, 4-d] t'77n [l, 5-a] t'Hv?^ 

25 (77) 8 - (N- (2-/ hdrvoi^vW) — N— (2-7^-^) 7 5./) - 
2-/9^-3- (2-^Bn-4-^^7x^) - 5 , 7— 5?fcK 
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u-yu [3, 4-dJ tr^ya [l, 5- a] fcTUSi^ 
(78) 8- (N-^^V-N-^ o^d W§ y) -2-^^-3- 
(2-^ D d-4 hdF->7a:=i^) -5, 7-ytF'n-7n [3, 4, 
-d] t c 7^/P [1, 5- a] k'JJ^v^ 
5 (79) 8- (N-^i?;V-N-^P7°D fc'A-T ^ /* ) - 2 - 3- 
(2~^^/^-4-/ \>-**/7s-~jV) -5, 7-ytFo-7o [3, 4 
-d] t°7 N /n [l, 5- a] fJJ'v^, 

(80) 8- (N-i/^n^o Wf^-N- (2-^ h^v^fvV-) T^/) 
-2-7 { f->-3- (2-^ nn-4-7t h=3rv-7^-/W -5, 7 -S?fc 

10 Kd-7p [3, 4-d] t°^y~C2 [l, 5 -a] t'Dv^ 

(81) 8- (3— O^VKT^/) -2-p<^-3- (2, 5 -v^ D u - < 
4-^^>7i-^) -5, 7-^tKo-^P [3, 4-d] t 0 7y f P ' 

[1, 5 -a] t°y 

(82) 8 - (N-v-^ ny°u t°A—N- (4-->7/7a:^l/) ^f;V75./) 
15 -2-^^-3- (2-^CP-4-^^7x^) -5, 7 -v>t 

Kd-7d [3, 4-d] t°yV*n [l, 5 -a] fc e y^v>^ N 

(83) 8 - (N-^p7d tVl^-N- (4 -i/TS 7 ^ftVT^J) 
-2-*°f-;V-S- (2-^f^-4-/^y7i^) -5, 7-v>t 
KD-7D [3, 4-d] t°7^P [1, 5-a] tfy^v^ 

20 (84) 8 -v^fvK^ / - 2 ^vV- 3 - (2-^fvU—4-7 h^v^ 
- 5> 7-ytFp-7P [3, 4-d] t'^/u [l, 5-a] 

(85) 8- (N-^^-N-V^ p7p t°;U/f-/UT^ /) - 2-/f;U- 
3- (2-^pn-4-y h^-i/y^^M -5, 7-S^fc Kn-7n [3, 

25 4-d] t°yy'n [l, 5-a] t'D^v^ 

(86) 8- (N-^fvl'-N-i/^ p7p fcVM 5 7) - 
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3- (2-/^-4-/- -5, 7-i?tKo-7P [3; 

4- d] t'yy'p [1, 5 -a] t°U 5^, 

(87) 8- (N-^n^nW^-N- (4->7/7x^v) ^ f-fr 
75/) -2-^^-3- (2-^nn-4-^ F^>7z^), -5, 

5 7-5?kKo-7o [3, 4-d] t'7 v /n [l, 5 -a] tf^v^ 

(88) 8- (N-^P7 , aWf/V-N- (4-^7/7x^U) p< ^/W 
757) -2-^^-3- {2-*3-fr-4-t = -5, 
7-v s tKn-70 [3, 4-d] t'yy'u [l, 5- a] h c y 

(89) 8- (N-T'B^-N- (^7^7-3-^1/) ^W5 7) - 
10 2-^^-/1^-3- (2-^nn-4-^ h^r~77x^) -5, 7-i?t K 

o-7D [3, 4-d] fc'^/n [l, 5 -a] t'D^^y, 

(90) 8- (N-7°PtVW-N- (5-7^/^^-7 7 ^>-2-^yV) ^^/W 
757) -2-7^-3- (2-^no-4-^K77i^) -5, 
7-^tKo-7D [3, 4-d] t°7 7'D [1, 5-a] fj^v^ 

15 (91) 8- (N-7f;>-N-7^ o7n k°;M W5 / ) 

3 - (2-7dd-4-^ h^i/7^=^) -5, Ko-7B [3, 

4-d] t'7y*a [1, 5-a] k'!)5 77, 

(92) 8- (N-^'^vl'-N-^ o7p fcVM^/U7 5 7) -2-/5vV- 
3- (2-7f;W4-7 h^ri/^^n/p) -5, 7~v>t Kd-7d [3, 

20 4-d] t*7/n [1, 5-a] t°y5v^ 

(93) 8- (N-^p^-N- (^7*^-3— YAO 7^75 7) - 
2-7f;W3- (2-^f/l/-4-^h^'77x^) -5, 7-S?fcK 
u-^p [3, 4-d] fc^/n [l, 5-a] k"D5^7, 

(94) 8- (N-7*o^-N- (5 - t^fVfisry 2-4 *J-JV 
25 75/) -2-/^-3- (2-^f/V-4-^f^77x-/l') -5, 

7-v ! kKP-7P [3, 4-d] t'7 7n [1, 5-a] tfJJSi^ 
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i 

(95) 8- (N.— :/n tVU— N— (2-7^7*=^) t'J-frT^J) - 
2 -^f 3 - (2 - ^ □ d - 4 - / F^^7i=^) -5, 7-i?tK 

[3, 4-d] t°7^n [1, 5-a] fc e y$v>y N 

(96) 8- (N-Vo fcVk-N- ( 2 *<3-JV7%;) - 
5 2-7<^-3- (2-^f/l/-4-^ f^7i=/U) -5, 7-5>fcK 

D-T7D [3 ( 4- d ] f^p [ lf 5 _ a ] t °y^> N 

(97) 8- (N-xf^-N-yntVl/7U) -2-^^-3- (2-^ 
f-,1^-4-^ |,^V7i^) -5, Kc-7n [3, 4-d] t c 

[i, 5 -a] try ^y, 

10 (98) 8- (N-Jifvl'-N-yp tT^T$ y) -2-^^-3- (2-y 
O0-4-.^^7i^) -5, 7-5?kKo-7P [3, 4-d] fc° 
7/n [1, 5- a] t°y ^v>>\ 

(99) 8- (3— O^KT^/) -2-*<?;V-Z- (2, 

4-^ f^>7x^;l/) -5, 7-5?tKn-7n [3, 4-d] t'y/n 
15 [1, 5 -a] .fc°y^^ N 

(100) 8- (N-xf;k-N- (4-7;^07i^) ^ f'JVT % 7 ) - 
2 - ^ =f-jV- 3 - (2-^f^-4-^Kv'7x^) -5, 7-i>tK 
°-7o [3, 4-d] t^y'n [1, 5-a] fc'y^v^ 

(101) 8- (N-oi^vk-N- (4 - 37/1^0 y^-yl^) tf-ArT^/) - 
20 2-^^-3- (2-^on-4-^f^7i^) -5, 7-v>tK 

D-7n [3, 4-d] t7)/n [1, 5-a] fcry*S?>\ 

(102) 8- -2-p<^-3- (2-^nn-4, 
6-^n^r^7i=;H -5, 7-^tKn-7P [3, 4-d] h'vv' 
o [1, 5-a] t°y 

25 (103) 8 - U-^fyUTS 7) -2-^^-3- (2-^^-4- 
^ h*?'? -5, 7-7tf'n-7n [3, 4-d] t°yy*D [l, 
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5- a] t°y ipy,^ 

(104) 8-'*CN, N-^nW5/) -3- (2-^PD-4-n^f 
</7i=/V)'-5„ 7-v>t Kn-7P [3, 4-d] t°yy*t3 [l, 5- 
a] t°y v>y, • 

5 (105) 8- .(N-v-^ o^d tVl/^^-^-N-yp kV^T^ -3- (2 
-^po-4-)< fdr^7i^) -5, 7^tKn-7o [3, 4~d] 

t°7'/D' [i, 5 -.a] try 

(106) 8- (N-^Vi^-N-^y n^nfcVM^T^y) - 3- (2 
-^np-4-^|^>7j-/l') -5,'7-^tFP-7P [3, 4-d] 

10 k°7y'P [1, 5 -a] fy^y, 

(107) 8 + ' (N-v-y n-^n fcVMfvl'-N- (4 f/V7i^) 
^7 5 7) - 3- (2 -y n n-4 Y**S7 ^=-JV) - 5 , 7 -i/fc K 
P-7D [3., <4-d] t^y'p [1, 5-a] t°y>^ 

(108) 8- (N-yntVl^-N- {2-~f=f-^jV) 7^7) -3- (2-y 
15 F^77x-;^) -5, 7-v ! t FP-7P [3, 4-d] t c 

yy'n [1, 5-a] t°y v7y 

(109) 8- (N-r/fvU-N-vy d7p \?)V^^)VT% J) -3- (2- 
^pa-4-^f^77x^;V) -5, 7 -v>fc Kp-7p [3, 4-d] 
t°7 7'D [1, 5-a] t°y 5^ 

20 (110) 8- ( 3 -* <y^WT ^ J ) -3- (2-7dp-4-^ f^^7x 
~;V) -5, 7-i?fcKD-7D [3, 4-d] [1, 5-a] f 

y 5 ^ 

(111) 8- (N-^BT'PWf/V-N- (4-7/^p7j^) * 

-3- (2-^PP-4-n^77x^) -5, 7 -v*t 
25 Kp-7P [3, 4-d] t^yP [1, 5-a] tfU^^y, 

(112) 8- (4-^yf-7UT5y) -3- (2-7PQ-4-y f^r^7x 
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=-M -5, 7-S?tKn-7n [3, 4-d] f^/n [l, 5 - a ] t c 

(113) 8- (N-yntVu- N- U-^fvl^^/U) ^TvkTSyO - 
3 - (2 -y p n-4 -y -5, 7-v^tKD-7n [3, 

5 4-d] h'^yu [l, 5- a] t'D^v 5 ^ 

(114) 8- (N-^p^-N- (4-7;^o7x-;k) y^vKT^y) 
-3- (2-ypp-4-y b^^^^^/U) -5, Kn-70 [3, 
4-d] [l, 5-a] fy^v^ 

(115) 8 p7o fcVM ^vt-T 5 J - 3 - (2-^po-4-^K 
10 -5, 7-^tKD-7B [3, 4-d] t°?y*P [i, 5- 

a] tfJJ 

(116) 8- (N-^nyo Wf;v-N- (4- M) 7^to^f;V7 
^-^) y^vVT^y) -3- (2-^dp-4-^^77iz/1,),-5, 
7-v J tKn-7a [3, 4-d] t c ^y*P [1, 5-a] try * i»\ 

15 (117) 8- (N-v'i? d7"p tV^-N- (4 -y f/V7i=^) y ^VKT 5; 
7) -3- (2-7on-4-^ h^y7i-;U) -5, 7-^t,Ko-7 
n [3, 4-d] b c 7^a [1, 5-a] t°JJ 

(118) 8- (N-7d hVl'— N— (4-77/71^) ^f;VJ^) - 

3- (2-^pp-4-^ h^x^) -5, 
20 o-7D [3, 4-d] t°7^n [1, 5-a] ejJ*S?>\ 

(119) 8- (N-^o7d tVl^y^vU-N-y^vKT^y) -2-y^A- 
-3- (2-y 9vU-4-y h^v^^-zP) -5, 7-v>fc Ko-70 [3, 
4-d] t°y^P [1, 5-a] t'Jl^v^ 

(120) 8- (N-v-^n^ntVl-y^-N-y^T^y) -2-y^/U 
25 -3 - (2-^nD-4-y h^-y7xn;L/) -5, 7 - v>fc Kn - 7 n [ 3 , 

4-d] f7yp [1, 5-a] t°y^v?^ x 
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(121) 8- (N-^ntVb-N- (2-^ 7^j) -■ 
2-^f-;v-z- (2-/3-^-4-/ Y-^'yy ^=-)V) -5, 

p-;7p [3, 4-d] k^^o [1, 5- a] t'Hv'y, 

(122) 8- [ (2S) - 1 -> h=*rW 5 7^/-2 
5 -^fvl^-3- (2-^^-4-^ -5, 

-7n [3, 4-d] t°^y'n [l, 5- a] fc'y^i^ 

(123) 9- (3 — <>f-/^7\ J) -6-^^-5- (2-p<^-4- 
7< b=3r^7^-^) -7D [3, 2-d] t"r/n [l, 5 -a] t° ]) * *J 

io fctt-tnfe©*fp*bo 

1 9 . 

(1) 8-kKn^>-2-^;l^-3- ( 2 fvw- 4 -/> h^iy?*- 
/V) -6, 7-^tKo-5H-^n^ [d] t°7y'D [1, 5-a] 

15 tfy^v 5 ^ 

(2) 2-^^/W-3- (2-7^^-4-^ Y^-yy^^/V) -8- [ (2 

5, 4R) -4-p< h^rv- 2-y- h^f;Hfc y 5*>- 1 — T/k] - 

6, 7-i?kKo-5H-^nXy^ [d] M'yy'u [l, 5-a] t° y 

20 (3) 8- (1, 2, 5, 6-T h7t Kp t°yv^/V) -2-^^/U-3- (2 
-^^-4-^K->7i^) -6, 7-^kFn-5H-^D^V 
* [d] [l, 5-a] t°y^v^ N 

(4) 8- (1, 2, 3, 4-7h7kKD^y^y!)y-2-^f^) -2- 
y^-3- (2-^f/l'-4-^h^i/7i^V) -6, 7-5*1: Kp- 

25 5H-^n^ [d] t"7^D [1, 5-a] t'y^v 5 ^ 

(5) 8- ( (3 S) - 3-^ h =^5/^^-1, 2, 3, 4 — f h 7 fc Kn 
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^V*;j)y-r'2 — f/U) -2-^^-3- (2-^5vU-4-^ h^fv- 
^-'tf ,^6, 7-^kKo-5H-^u^ [d] [l, 
5- a J t°y ! 

(6) 8- '(4-7i^^7^-l — -2-^^-3- (2- 
5 ^^-74-^ >=¥v^7oi^/V) -6, 7-'5?tKo-5H-^n^ 

[d] k°7/n [1, 5 -a] t o y^y s 2 

(7) 8- (4- (2-^do7i^) t°^7 v 5 ^- 1 -^T/U) -2-^ 
/V--3- (2-^^-4-^ Y*i/7s.—jV) -6, Ko-5H 
-v^p-^* [d] k°7 7*P [l, 5- a] fy^v 5 ^ 

10 (8) 8- (3-^ Y**s%A'i£=.jV-l, 2, 5, 6 -7 Y 7 t K n t° y v> 
-2-^^-3- (2-p<^-4-^ F^i/7x=;l/) -6, 7- 
^tKn-5H-^P^ [d] tfyy'p [l, 5 -a] t e y^v>> N 

(9) 8- (3- ( 3-^/^-1, 2, 4-t^tv 5 7/^-5-^^) 
-1, 2, 5, 6-rh7kFnt'5i;;>) _ 2-^^-3- (2-7^ 

15 /l<-4-* -6, 7-i/t Kp-5H-^o^ [d] 

tf 7 7*13 [ 1 , 5 - a ] t° ]J 5 

(10) 8- (4- (4-^nn7i^) -1, 2, 5, 6 -7 t>7 1 Kn fc° 
y^U) -2-^^-3- (2-^^/V-4-^ ^^71^) -6, 
7-v ! tKo-5H-^c^ [d] fc°7 7*P [1, 5- a] fJJv^ 

20 >\ 

(11) 8- O-^^^vM-^vO -2-^^V-3- (2 771^-4 
hdrv-7m-yP) -6, 7 —i?t Ko-5H-y^p^y^ [d] fc°7y*P 
[1, 5 -a] t°y 

(12) 8- {$—'<l/?'jVtti/) -2-^^-3- (2-^pp-4-7< 
25 h^v^m-yl') -6, 7-i7t Kd-5H-^d^ [d] t'^P 

[1, 5 -a] t°y * v» N 
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(13) 8- -2-^^-3- (2-^dd-5-/ 
Y*i/7zL~;V) -6, 7-i?kKo-5H-^D^ [d] ^'/o 
[1, 5- a] k°y 

(14) y^n hV^^v'- 2-^^-3- (2-^nn-5-^ h=¥ 
5 -6, 7-i^kKn-5H-^o^ [d] f^o [l, 

5- a] t?y 

(15) 8-(l, 6 — ^v^:/- 4-^/1/) 2-^ TvV- 3 - (2 
-^nn-4-^ Y^rl/y ^.=.)V) -6, 7 - v>fc Kn - 5 H- i/# tn^y 

* [d] fr/n [1, 5 -a] t°])5v>>\ 

10 (16) 8 - (3-<yfm) - 2-yf^-3- (2-^dp-5-^ K 
*i/y^~)V) -6, 7-^kKn-5H-^n^ [d] [l, 
5 -a] * i/y s 

i 

(17) 8- {A- ^^f-jvy - 2 - * fW- 3 - (2-^/^-4-^ 
h^y^^/l/) -6, 7— "C/t Ko-5H-v'^o^>'^ [d] k^/P 

15 [1, 5 - a] b 0 ll ^ 

(18) 8- (2, 4-^UD7i-/V) -2-^^-3- (2-^fvt— 
4- Y**S7 z^—/V) -6, 7-v^t Ko-5H-^ p^V^ [d] t 0 
r/n [1, 5- a] fc°y ^ v>>\ 

(19) 8- (3-h!J7/^D^f^7i^) -2-^^vU-3- (2-p< 
20 f-/P-4-7< Y*y-7^-^) -6, 7 — v^t: Kn-5H-^D^[d] 

fcf^P [1, 5 -a] t°y v^7, 

(20) 8- (4-7< h^V^^A-) -2-^^-3- (2-^^-4- 

* h^rv- 7^1-/1/) -6, 7-^kKn-5H-^7D^^ [d] k'yV 
n [l, 5 -a] t°y 

25 (21) 8- (3, 5-^PP7x^) -2-^^-3- (2-^/V- 
4-^h^i/7^-/U) -6, 7— v^fc Kp-5H-v'^d^>^ [d] fc° 
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r/o [i, 5 -a] try 

(22) 8- ^2-^^)Vy =^=.)V) -2-^^-3- (2 - t^-fV- 4 - ^ 
h^i^a^U) -6i 7-i?tKn-5H-^n^ [d] t°7^P 
[1, 5- a] t°y^>, 
5 (23) 8 - fcf * (j. h ^ v-#/t^^/U<) p< ^U- 2 - 7< fvU- 3 - ( 2 - ^ 
/l/-4-n#V7x=/l/) -6, 7-^tKo-5H-^D^ [d] 

i 

t°7^0 [1, 5 -a] h°y 5v?^, 

(24) 8- ('l-^W^y-l, 3-v J ^-dry-2--7 , ^/U) -2-;* 
9VV-3- (2-^f/K4-^^>7i^) -6, 7-^tFn-5 

10 H-^n^^.Ed] t c 7y'o [1, 5 - a ] k']; 

(25) 8- (2, . -2-^^-3- (2-^ 

t°7^P [1, 5 -a] t°y ^ 

(26) h^v^/M?;^) ^^-/W-2-^^-3- 

15 y$r-*S7 -6, F.d-5H-^o^ [d] 

t'^/n [i, 5- a ] try 

(27) 8- (1, 3-t Kn^-2-7t3lf;V) -2-^^-3- (2- 

f^y7x^) -6, 7-^/tKn-5H-^D^ 
[d] k°7/p [1, 5-a] t°y^v^^ N 
20 (28) 8 - (1, 3-i?t h *is-2--7ah°/U) -2-^^-3- (2 - 

f^^^-^) -6, 7-v ; tKD-5H-v'^o^y^ 
[d] k'yy'P [1, 5-a] fc o y^i^ 

(29) 8- (N, N-v^'fvWfc/W^^/l^fvV) -2-^^-/1,-3- (2 
-*^j\s-4 Y^-i/y^—jV) -6, 7-v?kKp-5H-^o^ 

25 * [d] f^D [l, 5-a] t°y^i?>, 

(30) 1 ->7;-2-^f;l'-8-k Kn^>-3- (2-^ no- 4-^ 
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I 

i 

h*is7=.~M —6, 7-v>fc KD-5,H-^n^^ [d] fc°nn [l, 

2 - a ] tty % it^frhm&fczn^tm i \z.vm.(oi^m. t^mm^ 

5 2 0. "-ffc^ftK 

(!) 6 (2-^^-4-^ >h*ri/7s.-M -9- [ (2 
S, 4R) -^4-/ h*i/-2-t b^WDiJ^-l-^f/V] - 
2, 3-i?kKP-r7n [3, 2-d] t°7 s /n [l, 5-a] tf!J5$?>\ 

(2) 2-*^vV-3- (2-^;V-4-^F^7x^l/) -8- [ (2 
10 S, 4R) -4-^ h^^-2-^ b^^f^aU^-l-^^] - 

5., 7-J?tKa-7o [3, 4-d] t°?y'u [1, 5-a] fcTJJSS^ 

(3) 6-^/U-5- (2-^/^-4-^ -9- [ (2 
S, 4R) -4-^ h#^f;H^n JJ v>V- 1 -^/U] - 
2, 3 — v 5 1 Kn- t°p p [3, 2-d] M°?V\u [l, 5-a] t c y$^ 

15 

(4) 8- ( 3 -^-yf'/l'** V) - 2 - 9vV- 3 - (2-^on-4-^ 
b^r^7i^) -5, 7-i?fcKn-7D [3, 4-d] fc'^/o [1, 
5-a] t c y ^ v 5 ^ 

(5) 8 -If;* (j; jVi$~jV) (2-^p 
20 n-4-^^7i^) -5, 7-i^tKn-7n [3, 4-d] t°7 

V'p [1, 5-a] b°U 5^^ejStftL5»*©|SBBl fclSfc©fl5£*^ 

2 1. »#Ottffl 1 »C|B«©— jttSC (I) T^^ftlSIt;^ 
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U *5 «fc Z li^tl^nniL LT , CR\ NR I3 V B&fJBK^ 
f^, C=0*fcttC=S£^fc>U 

(ii) C l~87;i/^K 

(iii) C 2~8 7;^=/K 

(iv) C2~87M=/K 

15 (vi)CF 3N 

(vii) v-Ty, 

(viii) - hn N 

(ix) N R 9 R 1 0 (S>K R^^t/R^fi^tL-rtL^LT. 
20 (ii)C 1~4T/V= 3 f/K 

Gii) c 3 ~ i o o^mt t < it-m^mmm. 
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(v)c3~i o<o%mi> t< a~m^mm^\ t>t<ni~4j@<Dg 
mm*. i ~ 2 mommm.*&£vi/ii-tz.\* i ~ 2 a^m^^^ 

5 /l^/l^^-fo ) > 

(x)OR 11 (S<K R 1 1 

(ii) C1~47/^;K 

On) c 5 ~ 6 <Di%mm, 

]0 (iv) i~2j@^^m^-, lino^il^fci^/^fcjiiigio^m 

■?^^ri-s 5 -tztz\t6M<DUm^ 

(v)C 5~6©^$It)L< (il~2ii(D^^, i^msfJjf^fc; 
15 (xi)SH, 

(xii) S(0) n R 12 (m^s nliO, 1 *fcte2&;g;bU R 32 (l 

(i) Cl~4 7M/K 

(ii) C 5 ~ 6 

(iii) l~2i@(DSimiH\ lflil«*M^c}:tJ«/^fc«ljil(D^JI 
20 i^^rf^ 5*fcfi6H0H^SS> £fcte 

(iv) C 5~6(^M*^t> t< «l~2i@^^ig^ 

^tif:Cl~4 7M;^to ) . 

(xiii) COR 11 , 
25 (xiv) COOR 11 , 

(xv)CONR 9 R 1 \ 
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(xvi) C 3 ~ 1 0 pWWih t < ttZTOil, 

(xvio i ~ 4|©i», i ~ 2 mvmmm^&z tf/s fcf* i ~ 2 j®<» 

(xviii) /MJ^ylf, CF 3N OCF 3 , ^fP, N R 9 R 1 ° N OR 

5 u % =N-OR?\ SH, S(0) n R 12 , COR 11 , COOR 11 , CONR 
9 R J \ C 3~1 0©^it)l< HZiai5S^Siai, *5.fctn~4®©g*IJ& : ?\ 

1 ~ 2 m<Dmmw^& x t>v* fc» 1 ~ 2 ^a^n^^-a ^-r 53-10 

M©^m i bb<«~^ : i*^b]l(m'5Sl~2^T'g^$tbTV^§C 

10 R 13 & 
(i) 

(ii) C 1~4 7/^;K 

(iii) C 2~47;^^;K 

(iv) C 2~4 7/^/K 

15 (v) c 3 ~ 1 0 (D^m-h l< ii-m^ikmwi, 

(vi) l^^g*]^ l~2{lli^^mm-T-*5J;t^/^fc{il~2©^liiL 

(vioc 3~i oo^-b L<n-m^mm-z\ -&tz.\*i~4m<Dm.mw^s 

©; 

ttC l-4 7/^/K C i~4 7;^^A ^n^VH^4oJ:U«CF3^fe]i 
fitt^Sl~3^-ett^$HTV^^\ % L< te£§S&tf>C4~6#?|fgts 
25 ^fcttg&jgC-? , ^Jg^^fcM^^^i?^ < t h 1 4-6 
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RMS •*" 

(i) 1 ~5jic7)R. 14 -eg^^n-CVN5^t> t< l$mm%:<DC 1~8 7M/K 

(ii) 1 -5HH<DR 14 Tg^£ftW5/^t> L< 'f2&£B&OC 2~8T/^~ 

5 

(iii) 1-5 ®<D"R 1 4 T'gm$ foX^Z L < ttil^© C 2 ~ 8 7/^- 

(iv) N R 4 R 5 R 4 ^it;R 5 !l^MM4iLT, 

io (ii) i~5^©R 17 -eg^$n-rv^?>d^L< mk^^dc i~i 57 

(iii) 1 ~5|S©R 17 «^TV^^^ L< fti&g&OC 2-1 5 

(iv) l~5i©R ,7 TlI$tLX^5.^t>^<fti»C2~l 5 

15 

(v) l~5j®<£>R 18 -eM&$;ftTl^;^ L< iii»C 3-1 5© 

(vi) 1 -5fll)<7?R 18 Tg^£ixTl^^t> L< 1 ~4f@<£> 
SSSJDS^s 1-2 ^©iBfcm^fc 1 - 2fiO«Hm-7-S:^ 

20 5fiTi-5 3~l 5^^HtU<«3»S«iRSI«:*tJi- 0 ) , 

(v) OR 6 (Sf, R 6 (i 

(Oyfcutm^ 

(ii) C 1 ~ 1 0 

(iii) C 2 ~ 1 0 T^^=/K 
25 (iv) C 2 ~ 1 0 T/l^^/K 

(v) l~5teOR 18 TE*$tbTV^A^ L< lifSil&OC 3-1 5© 
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(vi) 1 ~5fi©R 18 ^|t&&*i-CV>3a>>b L< tt&it&© 1 -4fi<2 
^St Jjf^ 1-2 fli ©K*]!^ & X X$/% tz \* 1 - 2 <^^mt- , 

5 (viO^u^V^, CF 3 , OCF 3N VTA -hn, NR 9 R 1C \.0 

R J \ =N-OR'\ SH S S(0) n R 12 N COR 11 , COOR 11 , 
CONR 9 R 1( \ l~5l®OR 18 -T?e&$frlW5^ L<te$Sfi&C9 

c 3~i ovmmkLife-m&mmm, fej:t/i~5fi^R i8 -cg^. 
$nrv^^ti l< temw&o i ~4{@<^siih l n i ~2i@o^*i^ 
io ^te£Xf/&tcfei~2m(D%,nw. : f'&^ir% 3~i OM^M^ 
U< {i-^^I*a^biii(^n'5Sl~2tI-t : 'gm$^^T^^5C l- 

(vi) SH, 

(vii) S(0) n R 7 (Sff, nJiMIBi: PI U R 7 te 
15 (i)Cl~87M;K 

(ii) 1 ~5{i<7)R 18 -Cgm$^TV^^^ L< (i«gm<^)C 3,-1 0© 

(Hi) l~5•^|iI©R 18 -eg^^rLTV^5^ il bb<fi*gm^l~4i@(D 
1 - 2ffi(D^Jf,T-*3 t fO«/*fc{-i 1 - 2^«LftJ^&"B 

(iv) l-5#l^R 18 Tg$£nTV^^t> L< l±^*&tf>C 3-10 

<*> mm t> l < \-x~m^mmr\ £ ft 1 - 5 m<o r 1 8 -c-g& $ v ^ 
/%fc\%\~2m(omnw> : f-*^'tz> 3-1 oi©^ifci<ij:z 

25 «5^*«-?«&$*lfcC l~4T/U=ar^^S^>i-c ) . 

(viii) COR\ 
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(ix) COORV' . . ' . 

(x) CO'N^R 5 s 

(xi) NR 8 eOR 6 , 

(xii) NR 8 cooR 6 R 6 immkm^MufczmfrL, R s n 

5 G)'7K3fSIgC4\ 

(ii) Cl~8T^/K 

(iii) C 2~8 7;^-;K 

(iv) C 2~ 8 T^-^K 

(v) 1 ~5«R 18 Tgi&£3xTV^;^L.< li|»C3~l 0<D 

io mm*> LXfc-m&ixmm, 

(vi) .l ~5 Hl<DR 18 TK^$HTV>^^t) L< ItmWI&Vl ~4 {S<7> 

(viO^p^vj©^, cf 3n ocf 3 , ->tv. - ho, NR 9 R 10 , o 

15 R 1 1 > =N-OR 1 \ SH N S(0)„R 12 s COR 11 , COOR'\ 

CONR 9 R 1( \ l~5j®(DR ia ^S&£;ftTV^^t> t< \tmW.&<D 
C 3-1 0©^lt) L<^-^^^, *5j:D«l~5iil©R 18 Tg^ 
£frLTV^^%L< ~4i@<7>^|tKi\ 1 ~2fll|(D^iJ^ 

•?^j;t> , / / tfc«i~2ji^iiii^^^^wt^ 3~i oM^mmh 
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(xiii) NR 8 CONR 4 R 5 N 
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1 5i©fit)L<iaAiii^u 

R 14 te(a)^D^":/fwK (b)CF 3 , (c)OCF 3 , (d)v^7A (e)~ho, 
(f)NR 4 R 5 , (g)OR\ (h)=N-OR\ (j)SH, 0c)S(O) n R\ (1)C, 
OR 6 , (m)COOR 6 , (n)CONR 4 R 5 , (o)NR 8 COR\ (p)NR 8 CO 
5 OR 6 , (q)NR 6 CONR 4 R 5 s (r) 1 ~ 5 B<DR 1 5 X'W.&£tlX\,^Z>frh t 

<«©c3~i scD'&m-k l< i±-m^mmm.s £7tfi(s) i~5» 

R 15 T'g^$tLTV^5^t>L<«4ig^ :(D1 ~4fS<D^|tJF, J f-, l~2fl§<D 

mmw-^xu/^tiii i ~ 2i@<»iiei^£^t-6 3 ~ 1 5m(D^.mh 

10 R 15 tt(a)C l~8T^^f/K (b)C2~8 7/^;K (c)C2~8 7M 
=/K (d)Cl~4 7;V3afv' (Cl~4) 7^3VK (e)^P<?>l!f,^, (£) 
CF 3 , (g)OCF 3 , OOvOV, (j)^fn, (k)NR 4 R\ (l)OR\ (m) ' 
SH, (n)S(0) n R\ (o)COR\ (p)COOR 6 , (q)CONR 4 R'\ (r) 
NR 8 COR 6 , (s)NR s COOR\ (t) N R 8 C O N R 4 R \ (u)l~5^1<D 

15 R 20 -CB^$tL-CV^5^^L<{i«m©C 3-1 0<D%Lmt>L<\i-m& 
fkmm^ (v) 1~ 5ji<DR 20 trSm$^TV^/6^ t< «MSm<^l'~4#lO 

5 3~10Mitl<liZW$i, (w)^D>r>j[!fH\ CF 3 , OC 
F 3 , ->77, -fp, NR 4 R 5 , OR 6 , = N-OR 6 , SH, S(0) n R 7 , 
20 COR 6 , COOR 6 , CONR 4 R 5 , N R 8 C O R 6 , NR 8 COOR 6 , NR 
8 CONR 4 R 5 , 1 ^ 5m<DR 20 -?W®£tlX^Z>frk t< li^E^C 3 
~1 0O*It)l<}j:ZMII N &£01 ~5^R 20 T«&£;ftT^ 
t< te$Sg&<Z>l ~4#|<7)^|ffH\ l~2l@(«Sff(^fcJ;^/£ 

fc« i ~ 2 s-aW -rs 3 ~ i oioiit t < n~m^mmm 

25 ^feil(m5Sl~2^-egm^ttTV^5C 1-4 T^*^zmfru 

R 17 (i(a)An^y^ (b)CF 3 , (c) OCF 3 , (d)^T/, (e)-ho. 
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(f) N R 9 R 1 ° s (g)OR'\ (h) = N-OR 1 \ (j)SH. (k) S (O) h R 1 \ 
(l)COR a \ (m)COOR'\ (n)CONR B R 1( \ (o)NR 8 COR'\ (p) 
NR 8 COOR ] \ (q) NR 8 C ONR 9 R 1 ° s (r) 1 ~51®<DR 18 T«&£tl/ 
TV^fl>fcL< tt&g&©C 3~1 5<£>^gtt>L< ttHSIS^^SI^ 
5 (s) l~5fl§<DR 18 T-ffi&$;ftTV^^t> L<filH©l~4|0||I 
■?\ 1 ~ 2i©K^*5 £tf/*fcf± 1 ~ 2 <@OfiKSIll-?*^5firl-5 3 ~ 

R 18 tt(a)Cl~4 7;^K (b)C2~4 7/^/K (c)C2-4 7^ 
-/K (d)^D^ (e)CF 3 , (f)OCF 3 , (g)W.A (h)=ho> (j) 
10 SH N (k)S(0) n R 15 \ (1)NR 9 R 10 , (m) O R 1 \ (n) C O R 1 \ (o) C O 
OR'\ (p)CONR 9 R 10 , (q)C5~6C^l, (r) 1 ~ 2 fgKDgfif JPiH\ . 
lffi©K*JDS^fcJ:lf/4fct4lfi©fllE|SjliS^^^5 5*^f4 6Jl©tt 

15 tbfeC 1 ~4T^dr^Tg^$tLfeC 1 ~ 4 T/^/WJftt? U 

R 19 liCl~47;l/^K Cl~4 7A^df^ ^P^ff-^ CF 3 , O 
CF 3 , i/TS* - Fn, 75 A NH (Cl~47M/>) ^ SfcfiN (C 
1~4 7W) 2 &^;bU 
R 3 (l(i) l~5iiOR 16 (3:ioTfi&£;h,TV^C5~l OO^Sftt t< 
20 lirMli, Sfcfi 

(ii) 1 ~5|g<DR 16 ^ioTg&£tLTl^<5 1 -4m<D^mW^ l~2tfl 

©@^il J Pfc<J:t^/^fc{ii~2jIi(Dii^^-^Wi- ; & 5~i 0M.(omm. 

R 16 «, 
25 (a) C 1 ~ 8 7^3VK 
(b)C2~8 7/^-/K 
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(c) C 2 ~ 8 7y^3f=/K 

(e) CF 3> 

(f) OCF 3N 

5 (g)V7.A , 

(h)^hn, 

(j)NR 9 R 1( \ 

(k)OR 11 , 

(DSH, 
10 (m)S(0) n R 12 , 

(n)COR 11 , 

(o)COOR 11 , 

(p)CONR 9 R 10 , 

(q)NR 8 COR 1 \ 
15 (r)NR 8 COOR u , 

(s)NR 8 CONR 9 R 10 , 

we 3~i o(D^mh t< it-m^mm, 

20 (wj^n^yl^, CF 3N OCF 3N -hn N NR 9 R 10 , OR 11 , 

= N-OR 1 \ SH, S(0) n R x \ COR 11 , COOR 11 , C ON R 9 R 1 
\ NR 8 COR ! \ NR 8 COOR n , NR 8 CONR 9 R 10 , C3-10O 

25 z:^ : it«^^ilf^^^5Sl~2i@TSm$HTV^5C i~4 7;i/« 
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